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AB The present invention is directed to formulations containing pleconaril 
either 

alone or in combination with one or more other pharmaceutically active 
ingredients in novel dosage forms and methods of using the same in 
treating upper or lower respiratory, viral, inflammatory, or obstructive 
airway disease. Specifically, the medicaments contains sep. or together 
(A) Pleconaril or a pharmaceutically acceptable salt thereof and (B) a 
pharmaceutically active agent including a corticosteroid, an 
antihistamine, an expectorant, an NSAID, a decongestant, an 
anticholinergic, an antibiotic, etc., for simultaneous, sequential or 

sep. 

. administration in the treatment of a viral infection and/or other disease 
states and the symptoms associated therewith. 
IT 110588-56-2, Noberastine 

RL: THU (Therapeutic use); BIOL (Biological study); USES (Uses) 
(pharmaceutical formulations comprising pleconaril and 
pharmaceutically 

active agent for treating respiratory tract diseases) 
RN 110588-56-2, CAPLUS 
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AB A dosage form comprising of a high dose, high solubility active 
ingredient as 

modified release and a low dose active ingredient as immediate release 
where the weight ratio of immediate release active ingredient and 
modified 

release active ingredient is from 1:10 to 1:15000 and the weight of 
modified 

release active ingredient per unit is from 500 mg to 1500 mg ; a process 
for preparing the dosage form. Tablets containing 10 mg sodium 
pravastatin and 

1000 mg niacin were prepared The release of sodium pravastatin after 24 

h 

was 67.7%, and the release of niacin after l h was 84.1%. 
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active ingredients) 
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RL: PAC (Pharmacological activity); THU (Therapeutic use); BIOL 
(Biological study) ; USES (Uses) 

(multi- layer tablet comprising NSAID, decongestant and non-sedating 
antihistamine for treatment of rhinitis and cold-like symptoms) 
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3H-Imidazo(4, 5-b] pyridin-2-amine, 3- [ <5-methyl -2- furanyl) methyl] -N-4- 
piperidinyl- <9CI) (CA INDEX NAME) 
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AB The present invention is directed to a pharmaceutical composition and 
method 

for treatment of rhinitis and cold like symptoms, the composition 
includes a 

non-steroidal anti- inflammatory drug (NSAID), a decongestant and an 
antihistamine preferably in a multi-layer tablet comprising an immediate 
release layer and an extended release layer to optimize the delivery 
profile and match the duration of biol . action of the multiple active 
agents. For example, a bilayer tablet was formulated for twice daily 
oral ■ 

administration, comprising an immediate release layer containing 5 mg 
loratadine and 220 mg naproxen sodium, and an extended- release layer 
containing 120 mg pseudoephedrine-HCl . 
IT 110588-56-2, Noberastine 
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AB The invention provides methods for treating allergic skin and ocular 

conditions and disorders by combined administration of an histamine HI 
receptor antagonist and a histamine H3 receptor antagonist. 
IT 110588-56-2, Noberastine 
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treatment 

of allergic skin and allergic ocular conditions) 
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The invention includes methods for treating allergic conditions involving 
the airway by administering histamine receptor antagonists. 
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RL: PAC (Pharmacological activity) ; THU (Therapeutic use) ; BIOL 

(Biological study) ; USES (Uses) 
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* STRUCTURE DIAGRAM TOO LARGE FOR DISPLAY - AVAILABLE VIA OFFLINE PRINT * 

AB The invention relates to novel hetero - substituted benzimidazole derivs . 
of 

formula I [wherein: Zl. Z2, Z3, Z4 are each independently N or C, and at 
least one of Zl. Z2, Z3, Z4 is C; Rl and R2 are each independently H, 

(un) saturated (un) substituted alkyl, (un) substituted (hetero) cycloalkyl . 

(hetero)aryl, etc.; R3 is H, halide. OH. tun) substitute aryl. arylalkyl, 
etc.; R4, R5, R6, R7 are each independently H, halide, alkyl, OH. alkoxy. 
etc.; X is a bond, (un) substituted alkyl, -alkyl-N-, -alkyl-o-, -C:N-, 
C(O). etc.; Y is N, P, O. S; if Y is O or S, R2 is not present], useful 

as 

antiviral agents. The invention encompasses hetero-substituted 
benzimidazole compds. that inhibit membrane fusion associated events 
such as 
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viral transmission, reduce viral load or otherwise treat viral 
infections . 

The invention also encompasses the use of hetero-substituted 
benzimidazole 

compds. as inhibitors of membrane fusion assocd. events, such as viral 
transmission. The invention provides methods for treating, preventing or 
ameliorating symptoms assocd. with respiratory infection, particularly 
that caused by Respiratory Syncytial Virus utilizing the novel 
benzimidazole compds. of the invention. For instance, imidazopyridine 
deriv. II [PRA(IC50) - 0.001 Mg/mL; XTT(CC50> - 100 ng/mL] waB 
prepd. via heterocyclization of of the prepd. benzimidazole deriv. Ill 
with C1CH2C ( :NH)OEt and subsequent amination of the obtained 
imidazopyridine IV by morpholine. 
IT 692772-79-5P 692772-80-8P 692772-93-3P 

692772- 94-4P 692772-95-5P 692772-96-6P 
693772-97-7P 692772-98-8P 692772-99-9P 

692773- 00-5P 692773-01-6P 692773-02-7P 
692773-05-0P 692773-06-1P 692773-07-2P 
692773-08-3P 

RL-. PAC (Pharmacological activity) ; SPN (Synthetic preparation) ; THU 
(Therapeutic use); BIOL (Biological study); PREP (Preparation); USES 
(Uses) 

(preparation of hetero-substituted benzimidazole derivs. useful as 
antiviral 

agents) 
RN 692772-79-5 CAPLUS 

CN 3H-Imidazo[4,5-b]pyridine, 3- (lH-benzimidazol -2-ylmethyl) -2- (1- 
piperazinylmethyl) - (9CI) (CA INDEX NAME) 




RN 692772-80-8 CAPLUS 
CN Piperazine, 

1- [ (3- (lH-benzimidazol -2-ylmethyl) -3H-imidazo [4 , 5-b] pyridin-2- 
yl ) methyl) -4- (phenylacetyl) - (9CI) (CA INDEX NAME) 
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C— CH 2 -Ph 



RN 692772-93-3 CAPLUS 

CN 3H-Imidazo(4, 5 -b] pyridine, 3- (lH-benzimidazol-2-ylmethyl) -2- [ (4- [4- 

(trifluoromethyl) phenyl] -1-piperazinyl) methyl] - (9CI) (CA INDEX NAME) 




RN 692772-94-4 CAPLUS 

CN 6, 7-Isoquinolinediol, 2- [ [3- ( lH-benzimidazol -2-ylmethyl) -3H-imidazo {4 , 5- 
b]pyridin-2-yl]methyl] -1, 2,3, 4-tetrahydro- (9CI) (CA INDEX NAME) 




RN 692772-95-5 CAPLUS 

CN Piperazine, l-acetyl-4- { (3- (lH-benzimidazol-2-ylmethyl) -3H-imidazo (4, 5- 
b} pyridin-2-yl] methyl] - (9CI) (CA INDEX NAME) 
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RN 692772-96-6 CAPLUS 
CN Piperazine, 

1- [ (3- (lH-benzimidazol -2-ylmethyl) -3H-imidazo(4, S-b]pyridin-2- 

yl]methyl] -4- [(l-methyl-lH-imidazol-4-yl) sulfonyl]- (9CI) (CA INDEX 

NAME) 




RN 692773-97-7 CAPLUS 

CN l-Piperazinecerboxamide. 

4- [ [3- ( 1H - b enz i mi da zol- 2-ylmethyl) -3H-imidazo[4, 5- 

b)pyridin-2-yl]methyl) -N- (3 . 4 -dihydro-3H- 1 . 5-benzodioxepin-7-yl> - (9CI) 
(CA INDEX NAME) 




RN 693772-98-8 CAPLUS 
CN Piperazine, 

1- [ [3 - (lH-benzimidazol -2-ylmethyl) -3H-imidazo [4 , 5-b) pyridin-2- 
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yljcnethyl) -4- (2-furanylcarbonyl) - (9CI) (CA INDEX NAME) 




RN 692772-99-9 CAPLUS 

CN 2- Pyrrol idinemethanol, l- [ [3- ( lH-benzimidazol -2-ylmethyl) -3H-imidazo [4 , 5- 
bJpyridin-2-yl]methyl] -, (2R) - (9CI) (CA INDEX NAME) 

Absolute stereochemistry. 




RN 692773-00-5 CAPLUS 

CN 2-Piperidineethanol, 1- ( [3- (lH-benzimidazol -2-ylmethyl) -3H-imidazo (4 , 5- 
b)pyridin-2-yl)methyl) - (9CI) (CA INDEX NAME) 
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RN 692773-01-6 CAPLUS 

CN 4-Piperidineethanol, 1- [{3- (lH-benzimidazol-2-ylmethyl) -3H-imidazo [4, 5 
b)pyridin-2-yl]methyl) - (9CI) (CA INDEX NAME) 




RN 692773-02-7 CAPLUS 
CN Pyridinium, 

1- I [3- (lH-benzimidazol -2-ylmethyl) -3H-imidazo [4 , 5-b] pyridin-2- 
yljmethylj- (9CI) (CA INDEX NAME) 




RN 692773-05-0 CAPLUS 
CN Piperazine, 

l- { (3- (lH-benzimidazol-2-ylmethyl) -3H-imidazo(4, 5-b] pyridin-2- 

yljmethyl] -4- [ (2, 5-dimethyl-3 -thienyl) sulfonyl] - (9CI) (CA INDEX NAME) 
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RN 692773-06-1 CAPLUS 
CN Piperazine, 

1- [ t3- (lH-benzimidazol-2-ylmethyl) -3H-imidazo(4, 5-b] pyridin-2- 

yljmethyl] -4- [ (5-chloro-l, 3-dimethyl -lH-pyrozol-4-yl) sulfonyl] - (9CI) 

(CA 

INDEX NAME) . 




RN 692773-07-2 CAPLUS 
CN Piperazine, 

l- ( (3- (lH-benzimidazol-2-ylmethyl) -3H-imidazo[4, 5-b] pyridin-2- 

yl) methyl] -4- [ (2, 4-difluorophenyl) sulfonyl) - (9CI) (CA INDEX NAME) 
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RN 692773-06-3 CAPLUS 
CN Piperazine, 

1- ( [3- (lH-benzimida20l-2-ylmethyl) -3H-imidazo 14 , 5-b] pyridin-2- 
yllmethyl] -4- (3 -thienylsulfonyl) - (9CI) (CA INDEX NAME) 
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antagonists 

Aslanian, Robert G.; Berlin, Michael Y . ; 
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Roaenblum, Stuart B. 

Schering Corporation, USA 

PCT Int. Appl., 62 pp. 
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Patent 

English 



Mutahi, Mwangi W. 



PATENT NO. 
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DATE 
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RECORD. ALL CITATIONS AVAILABLE IN THE RE 




FORMAT 



AB Title compds. I (wherein Rl ■ (un) substituted indolyl or an aza 
derivative 

thereof; R2 - (un) substituted (hetero) aryl , quinolyl, heterocycloalkyl ; 
R12, R13 - alkyl, hydroxyl. alkoxy, etc., or R13 » O; m - independently 
0-3; n - 1-3; p - 1-3; q - 1-5; X - a bond or alkylene; Y - CO, CS, 
COCH2, 

etc.; Z - a bond, alkylene. alkenylene, CO, etc.; Ml - CH or N; M2 - CR3 
or N; and salts or solvates thereof] were prepared as histamine H3 
antagonists in treatment of H3 receptor related diseases. For example, 
reaction of II with 3- (4-piperidinyl) -2- (2-pyridinyl) indole, followed by 
deprotection and substitution with 2-chloromethylpyridine gave III, which 
showed 1.50 nM binding constant with histamine H3 . Thus, I and their 
pharmaceutical compds., as well as in combination with HI receptor 
antagonists, are useful as histamine H3 antagonists for the treatment of 
inflammatory diseases, allergic conditions and central nervous system 
disorders (no data) . 

IT 110588-5C-3, Noberastine 

RL: THU (Therapeutic use); BIOL (Biological study); USES (Uses) 
(combination therapy agent; preparation of indole derivs. as 

histamine H3 

antagonists) 

RN 110588-56-3 CAPLUS 

CN 3H-Imidazol4,5-b)pyridin-2-amine, 3- ( (5-methyl -2- furanyl) methyl) -N-4- 
piperidinyl- (9CI) (CA INDEX NAME) 
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AB Disclosed are histamine H3 antagonists I {a, b - 0-3; n - 1-3; p - 1-3 
(with the proviso that when M2 - N, then p is not 1) ; r - 1-3 (with the 
proviso that when r - 2 or 3, then M2 - CR3 and p - 2 or 3) ; A - a bond, 
alkylene; Ml - CR3, N; M2 - CR3, N; Y - CO, CS, SO. S02. etc.; Z - a 

bond, 

alkylene, alkenylene, CO, CH (CN) , etc.; Rl - (un) substituted 
benzimidazolone, quinazolone, etc.; R2 - (un) substituted aryl or 
heteroaryl; R3 - H, halo, alkyl, OH, alkoxy; R12, R13 - alkyl, OH, 
alkoxy, 

etc.]. Synthesis of representative compde. I is described. Thus, 
amidation of the amine II with the acid III (prepns. given) afforded 80k 
the compound IV. The compds . I showed a Ki within the range of about 
0.1 to 

about 1000 nM in H3- receptor binding assay. Also disclosed are 
pharmaceutical compns. comprising the compds. I. Also disclosed are 
methods of treating various diseases or conditions, such as. for example, 
allergy, allergy- induced airway responses, and congestion (e.g., nasal 
congestion) using the compds. of I. Also disclosed are methods of 
treating various diseases or conditions, such as, for example, allergy, 
allergy- induced airway responses, and congestion (e.g., nasal congestion) 
using the compds. I in combination with a HI receptor antagonist. 
IT 110588-56-2, Noberastine 

RL: THU (Therapeutic use); BIOL (Biological study); USES (Uses) 

(co-administration; preparation of 1- (4 -piperidinyl )benzimidazolones 

as 

histamine H3 antagonists for use in combination with an HI receptor • 
antagonists) 
RN 110588-56-2 CAPLUS 

CN 3H-Imidazo(4.5-b]pyridin-2-amine, 3- [ (5-methyl-2-f urenyl) methyl] -N-4- 
piperidinyl- (9CI) (CA INDEX NAME) 



H 

q 
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B The title compds. (I; Rl ■ (un) substituted benzimidazolyl or a derivative 
thereof; R2 - (un) substituted aryl or heteroaryl; Ml, M2 - CR3 , N; X - a 
bond, alkylene; Y - CO, CS, S02, etc.; Z - a bond, alkylene, CO, etc.; R3 
- H, halo, alkyl, etc.; R12 - alkyl, OH, alkoxy, etc.; R13 - alkyl, 
alkoxy, OH, etc.; a, b - 0-2; n, p » 1-3; r - 0-3; with the provisos] 
which are histamine H3 antagonists, were prepared E.g., a multi-step 
synthesis of II which showed Ki of 1 nM in rHu H3 binding assay, was 
given. Also disclosed are pharmaceutical compns. comprising the compds. 
of formula I and methods of treating various diseases or conditions, such 
as allergy, allergy- induced airway responses, and congestion (e.g., nasal 
congestion) using the compds. I. Also disclosed are methods of treating 
said diseases or conditions using the compds. of formula I in combination 
with an HI receptor antagonist. 

T 110586-56-2, Noberastine 

RL: THU (Therapeutic use); BIOL (Biological study); USES (Uses) 
(HI receptor antagonist; preparation of 

- (4-piperidinyl)benzimidazoles as 

histamine H3 antagonists for use in combination with an HI receptor 
antagonist) 

N 110588-56-2 CAPLUS 

N 3H-Imidazo(4, 5-b] pyridin-2-amine, 3- ( (5-methyl -2-furanyl ) methyl] -N-4- 
piperidinyl- (9CI) (CA INDEX NAME) 



H 
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AB Title compds. I [R - (hetero) aryl , heterocycloalkyl , alkyl, carboxamido, 
etc.; X - alkyl, S(0)2; Y - bond, CO, CS. alkyl. amido, etc.; M - C, N; Z 
- alkyl, S02, CO, carboxamido; R - 5-6 membered heteroaryl, alkyl, aryl, 
etc.; R - alkyl, OH, alkoxy, F, etc.; n, p, q - 1-3; with some 

provisions] 

were prepared For instance, 2, S-dimethylpiperazine was alkylated with 
2-bromobenzaldehyde (CH2C12, NaHB(OAc)3) and subsequently acylated with 
N-Boc-isonipecotic acid (CH2C12. PyBOP, i-Pr2NEt). The resulting 
intermediate was deprotected and reductively alkylated with 
pyridine- 4 -carboxaldehyde to afford. Selected example compds. had Ki 
within 0.2 and 600 nM for the H3 receptor. : I, alone and in combination 
with a HI receptor antagonist, are used for the treatment of various 
diseases or conditions, such as, allergy, allergy- induced airway 
responses 

and congestion (e.g., nasal congestion). 
IT 110588-56-2, Noberastine 

RL: THU (Therapeutic use); BIOL (Biological study); USES (Uses) 

(combination pharmaceutical; preparation and use of substituted 
piperazine/piperidine derivs . as H receptor antagonists) 
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AB The title compda. (I; Rl - (un) substituted aryl, heteroaryl, alkyl, etc.; 
X - CO, C(NOR3), C(NNR4RS) . etc.; Ml - C; M2 - C. N; M3 , M4 - C, N; Y - 
CH2 , CO, C(NOH), etc.; Z - alkyl; R2 - (un) substituted 5-6 membered 
heteroaryl; R3 - H, alkyl, aryl. etc.; R4 - H, alkyl, aryl, etc.; R5 - H, 
alkyl, COR4, etc.; R12, R13 - alkyl. OH. alkoxy, F; a, b - 0-2; n, p - 
1-3, with the proviso that when M3 and M4 are both N atoms, then p - 2 or 
3], useful in treating various diseases or conditions, such as, for 
example, allergy, al lergy- induced airway responses, and congestion (e.g., 
nasal congestion), were prepared E.g., a multi-step synthesis of II 

which 

showed Ki of 0.83 nM in H3 receptor binging assay, was given. Also 
disclosed are methods of treating various diseases or conditions, such 

as, 

for example, allergy, allergy- induced airway responses, and congestion 
(e.g.) nasal congestion) using the compds. I in combination with a HI 
receptor antagonist . 
IT 110588-56-2, Noberastine . 

RL: THU (Therapeutic use)'; BIOL (Biological study) ; USES (Uses) 
(HI receptor antagonist; preparation of 4 - (4 - (piperidin- 1- 
ylcarbonyl ) piperidin- 1-ylmethylJ pyridin-2-ylamines as antagonists of 
histamine H3 receptors) 
RN 110588-56-2 CAPLUS 

CN 3H-Imidazo[4,5-b]pyridin-2-amine, 3- [ (5-methyl -2 -furanyl) methyl) -N-4- 
piperidinyl- (9CI) (CA INDEX NAME) 
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CAPLUS COPYRIGHT 2006 ACS on STN 
2001:560439 CAPLUS 
135:338686 

Similarity searching -in large combinatorial chemistry 
spaces 

Rarey, Matthias; Stahl, Martin 

GMD-German National Research Center for Information 
Technology, Institute for Algorithms and Scientific 
Computing (SCAI), Sankt Augustin, S3754, Germany 
Journal of Computer-Aided Molecular Design (2001), 
15(6). 497-520 

CODEN: JCADEQ; ISSN: 0920-654X 
Kluwer Academic Publishers 
Journal 
English 

AB We present a novel algorithm, called Ftrees-FS, for similarity searching 

in large chemical spaces baaed on dynamic programming. Given a query 
compound, 

the algorithm generates sets of compds. from a given chemical space that 

are 

similar to the query. The similarity search is based on the feature tree 
similarity measure representing mols. by tree structures. This 
descriptor 

allows handling combinatorial chemical spaces as a whole instead of 
looking 

at subsets of enumerated compds. Within few minutes of computing time, 
the algorithm is able to find the most similar compound in very large 
spaces 

as well as sets of compds. at an arbitrary similarity level. In 
addition, 

the diversity among the generated compds. can be controlled. A set of 
17,000 fragments of known drugB, generated by the RECAP procedure from 

the 

World Drug Index, was used as the search chemical space. These 
fragments can 

be combined to more than 1018 compds. of reasonable size. For 
validation, 

known antagonists/inhibitors of several targets including dopamine D4 , 
histamine HI, and C0X2 are used as queries. Comparison of the compds. 
created by Ftrees-FS to other known actives demonstrates the ability of 
the method to jump between structurally unrelated mol . classes. 
IT 110588-56-2 

RL: BAC (Biological activity or effector, except adverse) ; BSU 
(Biological 

study, unclassified); MSC (Miscellaneous); PRP (Properties); BIOL 
(Biological study) 

(search for histamine Hi antagonists; similarity searching in large 
combinatorial chemical spaces) 
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CN 3H-Imidazo[4,5-b]pyridin-2-amine, 3- [ (5 -methyl -2 -furanyl) methyl] -N-4- 
piperidinyl- (9CI) (CA INDEX NAME) 
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AB The invention concerns the use of N-containing heterocyclic derive. 
(Markush 

included) in the manufacture of medicaments useful for beneficially 
influencing 

the circadian timing system or enhancing the sleep efficiency of a 
mammal , 

suitably a human being. The compds. of the invention are described in 
full in WO 97/16440, WO 97/14324, WO 97/24350, and WO 97/24356. 

IT 193201-93-5 193201-95-5D, N-oxides and stereoisomers 
193201-96-6 193301-96-6D, N-oxides and stereoisomers 
RL: BAC (Biological activity or effector, except adverse); BSU 

(Biological 

study, unclassified) ; THU (Therapeutic use) ; BIOL (Biological study) ; 

USES 

(Uses) 

(substance P antagonists for influencing circadian timing system) 
RN 193201-95-5 CAPLUS 
CN [1, 4 • -Bipiperidin) -4-araine, 
1'- [3,5-bis(trifluoromethyl)benzoyl] -N- [3- [(5- 

methyl -2- furanyl) methyl] -3H'-imidazo [4, 5-b] pyridin-2-yl] -2' - (phenylmethyl) - 
• (9CI) (CA INDEX NAME) 
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RN 193201-95:5 CAPLUS 

CN (1,4' -Bipiperidin] -4 -amine, 

1* - [3, 5 -bis (tri f luoromethyl )benzoyl] -N- [3-1(5- 

methyl -2 -furanyl) methyl] -3H-imidazo (4 , 5-b) pyridin-2-yl] -2 ' - (phenylmethyl) - 
(9CI) (CA INDEX NAME) 
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Piperidine, 1- [3 , 5-bis (tri f luoromethyl ) benzoyl) -4- (3- ( [3- [ (5-methyl-2- 
furanyl) methyl] -3H- imidazo [4 , 5-b]pyridin-2-yl]amino) -1-pyrrolidinyl] -2- 
(phenylmethyl) - (9CI) (CA INDEX NAME) 
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AB Title compds. (I; al:a2a3:a4 - (aubatituted) CH:CHCH:CH, N:CHCH:CH, 
CH:NCH:CH; CH:CHN:CH, CH:CHCH:N; 0 - R2R4NAX1 , R2R4NCQAX1 . Specified 
(aubatituted) (hetero)cyclea; A - (aubatituted) alkylene; XI - imino. S, 
SO, S03, O, CH2 , CO. CH(OH), etc.; Rl - (aubatituted) bicyclic 
heterocycle; G - bond, (aubatituted) alkylene; R3 - H, CHO, 

alkylcarbonyl, 

pyrrolidinyl, piperidinyl, homopiperidinyl , etc.; R4 . H, alkyl, 
aralkyl] , 

were prepared Thue. 
1- [*- t (1- (3-quinolylmethyl) -lH-benzimidazol-2-yl]amino) - 

1 -piperidinyl) -3-methyl-2-butanone was hydrogenated with PhCH3NH3 in MeOH 

over Pd/C to give N- (1- ( 3 -amino-3 -methylbutyl) -4 -piperidinyl] -1- (3- 

quinolylmethyl) - lH-benzimidezol-3-amine 'and 
N- [ 1- (3 -amino-3 -methylbutyl) - 4 - 

piperidinyl) -1- [(1,2,3, 4 - tetrahydro-3 -quinolyl ) methyl 1 - lH-benzimidazol-2- 

amine tetrahydrochloride . Teated I inhibited reapiratory syncytial virua 

replication with IC50 - 0.0004-1.5849 nM. 
IT 3175B5-BB-9P 317585-92-3P 31758C-37-1P 

3175B7-05-6P 317588-51-5P 317588-61-7P 

317588-76-4P 317590-71-9P 317591-82-5P 

317S93-73-7P 

RL: BAC (Biological activity or effector, except adverse); BSU 
(Biological 

study, unclassified) ; SPN (Synthetic preparation) ; THU (Therapeutic use) ; 
BIOL (Biological study); PREP (Preparation); USES (Uses) 

(preparation of benzintidazolea aa reapiratory syncytial virus 
replication 

inhibitors) 
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CN 3H-Imidazo[4, 5-b] pyridin-2 -amine, N- [1- (2-aminoethyl ) -4 -piperidinyl ] -7- 

methyl-3- ( 8 -quinol inylmethyl ) -. tetrahydrochloride (9CI) (CA INDEX NAME) 
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piperidinyl] -3- (3 -quinol inylmethyl) - (9CI) (CA INDEX NAME) 
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NAME) 
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NAME) 
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CN 3H-Imidazo[4, 5-b] pyridin-2-amine. 7-methyl-N-4-piperidinyl-3- (8- 
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(9CI) <CA INDEX NAME) 



L4 ANSWER 15 OF 52 CAPLUS COPYRIGHT 2006 ACS on STN 



ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE : 
syncytial 

INVENTOR (S) : 



PATENT ASSIGNEE (S) : 
SOURCE ! 

DOCUMENT TYPE: 
LANGUAGE: 

PAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 




2001:1244 5 CAPLUS 
134 : 86249 

Preparation of benzimidazoles as respiratory 
virus replication inhibitors. 

Janssens, Frans Eduard; Meeroman, Kathleen Petrus 

Marie- Jose; Sotnmen, Francois Maria; Andries, Koenraad 

Jozef Lodewijk Marcel 

Janssen Pharmaceutics N.V., Belg. 

PCT Int. Appl., 73 pp. 

CODEN: PIXXD2 

Patent 

English 



PATENT NO. 




KIND 


DATE 




APPLICATION NO. 




DATE 


WO 


2001000612 




A3 




20010104 




WO 


2000- 


•EP5675 




20000620 


WO 


2001000612 




A3 




20010329 
















W: AE, AG, 


AL, 


AM, 


AT, 


AU, AZ, 


BA, 


BB, BG, 


BR, BY, 


CA, 


CH, CN, CR. 




CU, CZ, 


DE, 


DK, 


DM, 


DZ, EE, 


ES, 


PI, GB, 


GD, GE, 


GH, 


GM, HR, HU, 




ID, IL, 


IN, 


IS, 


JP, 


KE, KG, , 


KP, 


KR, KZ, 


LC, LK, 


LR, 


LS, LT, LU, 




LV, MA. 


MD, 


MG, 


MK, 


MN, MW, 


MX, 


MZ, NO, 


NZ, PL, 


PT, 


RO, RU, SD, 




SE, SG, 


SI, 


SK, 


SL, 


TJ, TM, 


TR, 


TT, TZ, 


UA, UG, 


US, 


UZ, VN, YU, 




ZA, ZW 
























RW: GH, GM, 


KE, 


LS, 


MW, 


MZ, SD, 


SL, 


SZ, TZ, 


UG, ZW. 


AT, 


BE, CH. CY, 




DE, DK, 


ES, 


PI. 


FR, 


GB, GR, 


IE, 


IT, LU, 


MC, NL, 


PT, 


SE, BF, BJ, 




CF, CG, 


CI, 


CM, 


GA, 


GN, GW, 


ML, 


MR, NE, 


SN, TD, 


TG 




CA 


2376676 




AA 




20010104 




CA 


2000- 


2376676 




20000620 


BR 


2000012047 




A 




20020312 




BR 


2000- 


•12047 




20000620 


EP 


1196409 




A2 




20020417 




EP 


2000- 


•943840 




20000620 


EP 


1196409 




Bl 




20040204 
















R: AT, BE, 


CH, 


DE, 


DK, 


ES. FR. 


GB, 


GR, IT, 


. LI, LU, 


NL, 


SE, MC, PT, 




IE, SI, 


LT, 


LV, 


PI, 


RO • 














TR 


200103806 




T2 




20020621 




TR 


2001- 


-200103806 


20000620 


JP 


2003503402 




T2 




20030126 




JP 


2001- 


■507021 




20000620 


EE 


200100688 




A 




20030415 




EE 


2001- 


•688 




20000620 


EE 


4591 _ 




Bl 




20060215 














NZ 


515664 




A 




20040130 




NZ 


2000- 


•515664 




20000620 


AT 


258928 




E 




20040215 




AT 


2000- 


■943840 




20000620 


PT 


1196409 




T 




20040630 




PT 


2000- 


•943840 




20000620 


ES 


2215683 




T3 




20041016 




ES 


2000- 


■943840 




20000620 


AU 


778218 




B2 




20041125 




AU 


2000- 


-58166 




20000620 


HR 


2001000935 




Al 




20030630 




HR 


2001- 


•935 




20011219 


• ZA 


2001010479 




A 




20030320 




ZA 


2001 


■10479 




20011220 


NO 


2001006369 




A 




20020220 




NO 


2001- 


6369 




20011227 


US 


6747028 




Bl 




20040608 








•19380 ' 




20011227 


BG 


106286 




A 




20021031 




BG 


2002 


ToTtbT 




20020108 


3RITY APPLN. INFO. : 










EP 


1999- 


-202088 




A 1999062B 
















WO 


2000- 


-EP5675 




W 20000620 



ANSWER 15 OF 52 CAPLUS COPYRIGHT 2006 ACS on STN 



(Continued) 



N^ ft4 



AB Title compds. i ; [alia2a3:a4 - (substituted) CHjCHCH:CH, N:CHCH:CH. 

CH:NCH:CH, CH : CHN : CH , CH:CHCH:N; Q - R2R4NAX1. R2R4NCOAX1, specified 
(substituted) (hetero) cyclyl ; A - (substituted) alkanediyl; XI « imino. 

S. 

SO. S02, O, CH2, CO, CH(OH). etc.; Rl - (substituted) monocyclic 
heterocyclyl . aryl ; R2 « H, formyl, alkylcarbonyl , pyrrolidinyl , 
piperidinyl, homopiperidinyl , cycloalkyl, substituted alkyl; R4 - H, 
alkyl, aralkyl], were prepared Thus, 1- [ethoxy(2-pyridinyl)methyl] -N- [1- 
(phenylmethyl) -4 -piperidinyl] -lH-benzimidazol-2-amine was hydrogenated in 
MeOH over Pd/c to give 

1- [ethoxy (2 -pyridinyl) methyl) -N- (4-piperidinyl) -1H- 

benzimidazol-2-amine. Tested I inhibited respiratory syncytial virus 
replication with ICS0 - 0 . 00032-1 . 25B9 mm. 
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HO-CH- CH 2 
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Ph-C-CH 2 • 
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1- Piper idinecarboxylic acid. 4 - [ [3 - (2-hydroxy-2-phenylethyl) -3H- 
iraidazo [4, 5-b] pyridin-2-yl) methyl) -, ethyl ester (9CI) (CA INDEX NAME) 
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MARPAT 134:86248 



AB Use of title cotnpda. [I; al:a2a3:a4 - (substituted) CH:CHCH:CH, 
N:CHCH:CH, 

CH:N:CH:CH, CH : CHN : CH , CH:CHCH:N; Q - R3R4NAX1, R2R4NCOAX1, Specified 
(heterocyclic) ring, etc.; A » alkylene; R3 - H, CHO, alkylcarbonyl , 
pyrrolidinyl, piperidinyl, homopiperidinyl, aminocycloalkyl , etc.; R4 - 

H, 

alkyl, aralkyl; G - bond, alkanediyl; Rl - (substituted) piperidinyl, 
piperazinyl, pyridyl, pyrazinyl. pyridazinyl. pyrrolyl, furyl, thienyl, 
oxazolyl, thiazolyl, imidazolyl, pyrazolyl, etc.) for treatment of viral 
infection is claimed. Thus, 1 , 1-dimethylethyl 4 - I [1- { (3, 5-dihydro-3 , 3- 

dimethyl-9- (phenylmethoxy) -1H- 1, 3 -dioxepino [5. 6-c) pyridin-2-yl) methyl J -1H- 

benzimidazol-3-yl] amino] - 1-piperidinecarboxylate was refluxed 6 h in 10N 
HCl to give 4- { (1- [ (3 , 5-dihydro-3 , 3-dimethyl - 9- (phenylmethoxy) -1H-1. 3 - 
dioxepino [5, 6-c) pyridin- 2 -yl ) methyl ] -lH-benzimidazol -2- 
yl] amino) piper idine. Tested I inhibited respiratory syncytial virus 
replication with IC50 - 0.00013-2.5119 mM. 

IT 317846-02-9P 317846-40-5P 317847-09-9P 
317847-24-8P 317847-2S-9P 317847-34-0P 

RL: BAC (Biological activity or effector, except adverse) ; BSU 
(Biological 

study, unclassified); SPN (Synthetic preparation); THU (Therapeutic use) ; 
BIOL (Biological study); PREP (Preparation); USES (Uses) 

(preparation of benzimidazoles as respiratory syncytial virus 
replication 

inhibitors) 
RN 317846-02-9 CAPLUS 
CN 3-Pyridinol, 

6-raethyl-2- [ [2- (4 -piperidinylamino) -3H-imidazo [4 , 5-b) pyridin- 
3-yl)methyll - (9CI) (CA INDEX NAME) 



04/28/2006 



10/817,472 



Page 18 



L4 ANSWER 16 OP 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 



L4 ANSWER 16 OP 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 



H 



RN 317846-40-5 CAPLUS 

CN 1-Piperidineethanamine, 4- [ (3- t (5- (methoxymethyl ) -2-furanyl) methyl J -3H- 
imidazo[4.S-b]pyridin-2-yl]methyl) - (9CI) (CA INDEX NAME) 



XX 



CHa-CH2-NH 2 



317847-09-9 CAPLUS 

3-Pyridinol, 2- t [2- I [1- (2-amino-3-methylbutyl ) -4-piperidinyl] amino) -7- 
methyl-3H-imidazo[4,5-b]pyridin-3-yl]methyl] -6-methyl- (9CI) (CA INDEX 
NAME) 



CH 2 -CH- Pr-i 




Y 



CH 3 — CH2-NH 2 
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CN 1-Piperazineethanamine, 

4- [ 13- I (2 -methyl -5-oxazolyl) methyl] -3H-imidazo (4 , 5- 
bj pyridin-2-yl] methyl ] - (9CI) (CA INDEX NAME) 



CH2-CH2— NH 2 
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CN 1-Piperidinecarboxylic acid, 4 - [ (3- [ (3 -hydroxy-6 -methyl-2- 

pyridinyl ) methyl ] - 7 -methyl - 3H- imidazo (4 , S-b) pyridin- 2 -yl ) amino] - , ethyl 
ester (9CI) (CA INDEX NAME) 
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CN 3H-Imidazo[4, 5-bl pyridin-2 -amine, N- [1- (2-ominoethyl) -4-piperidinyl] -3- 
[ (2, 4 -dimethyl -5-oxazolyl ) methyl ] - (9CI) (CA INDEX NAME) 
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(preparation of benzimidazoles as respiratory syncytial viruB 
replication 

inhibitors) 
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pyridinyl) methyl] -3H- imidazo (4 , 5-b] pyridin-2 -yl] aminoj -, ethyl ester 

(9CI) 

(CA INDEX NAME) 



if 



9 

cry- 1 



IT 141567-59-1P 317847-44-2P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation of benzimidazoles as respiratory syncytial vims 
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inhibitom) 
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RL: BAC (Biological activity or effector, except adverse); BSU 
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study, unclassified); THU (Therapeutic use); BIOL (Biological study); 
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treating allergic diseases) 
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AB The present invention is directed towards a pharmaceutical composition 
useful 

for the treatment of allergic rhinitis, asthma and related disorders. In 
one embodiment, the compns . comprise, in combination, a therapeutically 
effective amount of at least one neurokinin antagonist, a therapeutically 
effective amount of at least one H3 antagonist and a therapeutically 
effective amount of at least one HI antagonist. The invention neurokinin 
antagonists include 3. 5-dichloro-N- [3- (3 , 4 -dichlorophenyl) -2- 
(methoxyimino) -5- (2-oxotl. 4' -bipiperidin] -1' -yDpentyl] -N-methylbenzamide 
and derivs. thereof. 
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study, unclassified); THU (Therapeutic use); BIOL (Biological study) ; 
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(pharmaceutical compns. containing neurokinin antagonists and 
antihistaminics for treatment of allergic diseases) 
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AB The present invention is concerned with the use of glycine transport 

inhibiting (4 , 4-bin (4 -f luorophenyl) butyl] - l- (piperazinyl and piperidinyl) 
derivs. for the preparation of medicaments for treating disorders of the 
central and peripheral nervous system, in particular psychoses, pain, 
epilepsy, neurodegenerative diseases (Alzheimer's disease), stroke, head 
trauma, multiple sclerosis and the like. E.g., 3- (l- [4, 4-bis (4- 
f luorophenyl) butyl] -4 -piperidinyl) -3 , 4-dihydro-2 (1H) -quinazolinone was 
prepared as were a number of other derivs. The compds . were assayed for 
transport via GlyTl transporters. Film-coated tablets were also prepared 
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AB Relief from the symptoms of rhinitis is obtained by treatment with: (a) 
an 

antihistamine effective amount of a histamine HI receptor antagonist; 
together with (b) a sufficient amount of a histamine H3 receptor 
antagonist 

to provide a nasal decongestant effect. The components may be 
administered together in a single dosage form, or sep. in the same or 
different dosage forms to maintain therapeutic systemic levels of both 
components . 
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RL: BAC (Biological activity or effector, except adverse); BSU 
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study, unclassified); THU (Therapeutic use); BIOL (Biological study); 
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(HI- and H3 -histamine receptor antagonists for treatment of rhinitis) 
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The effects of a series of analogs of the antiallergic drug astemizole on 
the exocytosis of the enzyme (J- hexosaminidase were studied in a mast 
cell model, the rat basophilic leukemia (RBL-2H3) cell. Besides 
differences in the effects on FccRI receptor-stimulated 
exocytosis, changes were also observed in Ca2+ influx and in the 
perturbation 

of the cell membrane. A strong correlation was found between the effects 
on antigen- and thapaigargin-stimulated 45Ca2+ influx. Furthermore, the 
inhibition of 45Ca2+ influx was correlated with the inhibition of 
B-hexosaminidase release and membrane stabilization. It is concluded 
that the astemizole analogs are capable of inhibiting mast cell 
B-hexosaminidase release through inhibition of Ca 2 +- store -ope rated 
Ca2+ channels (SOC) . Compds . with high lipophilicity also released Ca2+ 
from intracellular stores. Lowering of the hydrophobic! ty by 
introduction 

of nitrogens or truncation at different sites in the astemizole structure 
decreased inhibitory activity on SOC channels. The inhibition of SOC 
channels cannot completely be ascribed to non-specific membrane effects. 
The piperidinyl-benzimidazole moiety was important for inhibition of SOC 
channels. The observed differences in activity possibly depend on the 

way 

Che compds. penetrate the membrane bi layer. Astemizole is an interesting 

new tool to study SOC channels and can be a lead for the design of mast 

cell-stabilizing antiallergic drugs. 
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AB Relief from the symptoms of rhinitis is obtained by treatment with: (a) 
an 

antihistaminic effective amount of a histamine HI receptor antagonist; 
together with (b) a sufficient amount of a histamine H3 receptor 
antagonist 

to provide a nasal decongestant effect. The components may be 
administered together in a single dosage form, or oep. in the same or 
different dosage forms to maintain therapeutic syBtemic levels of both 
components. The nasal airways resistance following injection of 3 mg/kg 
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loratadine and 10 mg/kg thioperamide in cats was 2 . 1 as compared with 

10.2 

for loratadine alone. A tablet contained Hi antagonist effective amt . , 

H3 

antagonist effective amt., lactose 100, 10% corn starch past 5, dried 

corn 

starch 25, and magnesium stearate 1.35 mg. 
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1998- 
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AB Title compdo. I [n - 0-2; m - 1, 2; X - bond, O, S, NR3; XI. X2 - CH, N; 
Q 

- O, NR3 ; Ri - aryl, aralkyl, dierylalkyl; R2 - aryl, aralkyl, 
heterocyclyl, heteroxyxlylalkyl ; L - 01; R3 - H, alkyl; R4 - 
(un) substituted alkyl; R5 « H, halogen. OH, alkoxy; R6 - H, alkyl. 
aralkyl; p - 0-2] were prepared for uBe as substance P antagoniata. 

Thus, 

(t) -tert-Bu 7 -benzyl -1, 4 -dioxa-6-azaspi.ro (4 .5] decane-8-carboxylate was 
treated with 3 . 5- (F3C) 2C6H3COC1 , followed by l- (2-ethoxyethyl) -2- (4- 
piperidinylamino)benzimidazole to give the title compound II. Cis-II 

gave 

80.7% inhibition of substance P- induced relaxation of pig coronary artery 
at 3 X 10-8 M while trans-ll gave 85.3 % inhibition. 
IT 193199-83-6P 193 199 - 83 - BP 193199-88-1P 
193199-91-6P 193200-26-9P 193200-28-1P 

RL: BAC (Biological activity or effector, except adverse) ; BSU 
(Biological 

study, unclassified) ; SPN (Synthetic preparation) ; THU (Therapeutic use) ; 
BIOL (Biological Btudy) ; PREP (Preparation); USES (Uses) 

(preparation of benzimidazolyl- and imidazopyridinylpiperidines as 
tachykinin antagonists) 
RN 193199-83-6 CAPLUS 
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CN (1,4' -Bipiperidin) -4-amine. 1' - 13, 5-bis (trif luoromethyl) benzoyl] -N- {3- 

[ (2, 4 -dimethyl -5-oxazolyl) methyl] -3H- imidazo (4, 5-b]pyridin-2-yl] -2' - 

(phenylmethyl ) - , cis- <9CI> (CA INDEX NAME) 

Relative stereochemistry. 




RN 193199-85-8 CAPLUS 

CN [1,4' -Bipiperidin) -4-amine, 1' - [3 . 5-bis (trif luoromethyl) benzoyl] -N- [3- 
[ (2, 4 -dimethyl -5-oxazolyl) methyl] -3H- imidazo [4, 5-b] pyridin-2-yl] -2'- 
(phenylmethyl)-, trans- (9CI) (CA INDEX NAME) 

Relative stereochemistry. 




RN 193199-88-1 CAPLUS 

CN [1,4 '-Bipiperidin] -4-amine, 

!•- [3, 5-bis(trifluoromethyl)benzoyl] -N- {3- [(5- 
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methyl -3 -furanyl) methyl ) -3H-imidazo[4, 5-b] pyridin-2-yl] -2- - (phenylmethyl) 
. Cis- (9CI) (CA INDEX NAME) 

Relative stereochemistry. 




RN 193199-91-6 CAPLUS 

CN [1, 4 ' -Bipiperidin) -4-amine. 

1' - [3,5 -bis (trif luoromethyl) benzoyl] -N- [3- [ (5 - 

methyl -2- furanyl) methyl ] -3H- imidazo [4, 5-b] pyridin-2-yl] -2'- (phenylmethyl) - 
, trans- (9CI) (CA INDEX NAME) 

Relative stereochemistry. 




RN 193200-26-9 CAPLUS 

CN Piperidine, 1- [3 . 5-bis (trif luoromethyl) benzoyl] -4- (3- { [3- t (5-methyl-2- 
furanyl) methyl) -3H-imidazo[4, 5-b) pyridin-2-yl] amino] - 1-pyrrolidinyl ] -2- 
(phenylmethyl)-. (2a, 4a) - [partial) - (9CI) (CA INDEX NAME) 

Relative stereochemistry. 
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RN 193200-28-1 CAPLUS 

CN Piperidine, 1- (3 , 5-bis (trif luoromethyl) benzoyl) -4- {3- [ (3- [ (5-methyl-2- 
f uranyl ) methyl ) -3H- imidazo [4 , 5 -b] pyridin- 2 -yl ] amino] - 1-pyrrol idinyl ] -2 - 
(phenylmethyl)-, (2a, 40) - [partial] - (9CI) (CA INDEX NAME) 

Relative stereochemistry. 




IT 193201-13-7P 193201-14-BP 193201-95-5P 
193201-96-6P 

RL: SPN (Synthetic preparation); THU (Therapeutic use); BIOL (Biological 
study) ; PREP (Preparation) ; USES (Uses) 

(preparation of benzimidazolyl- and imidazopyridinylpiperidines as 
tachykinin antagonists) 
RN 193201-13-7 CAPLUS 

CN 4-Piperidinamine, 1- {3 , 5 -bis (trif luoromethyl ) benzoyl ] -N- [3- (2- 

furanylmethyl) -3H-imidazo[4, 5-b]pyridin-2-yl] -2- (phenylmethyl) -, cis- 
(9CI) (CA INDEX NAME) 

Relative stereochemistry. 



Habte 
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RN 193201-14-8 CAPLUS 

CN 4-Piperidinamine. 1- [3, 5-bis (trif luoromethyl ) benzoyl J -N- [3- (2- 

furanylmethyl) -3H-imidazo [4 , 5-b] pyridin-2-yl] -2- (phenylmethyl) -, trans- 
(9CI) (CA INDEX NAME) 

Relative a tereoc hernia try. 




RN 193201-95-5 CAPLUS 

CN [1,4 ' -Bipiperidin] -4-amine, 

1' - [3, 5-bis (trif luoromethyl) benzoyl] -N- [3- [(5- 

methyl -2 -furanyl) methyl] -3H-imidazo [4, 5-b] pyridin-2-yl] -2' - ( phenyl methyl ) - 
(9CI) (CA INDEX NAME) 
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Me 



RN 193201-96-6 CAPLUS 

CN Piperidine, 1- [3, 5-bie (trif luoromethyl ) benzoyl] -4- [3- [ {3- [ (5-methyl-2- 
furanyl) methyl] -3H-imidazo(4, 5-b] pyridin-2-yl] amino] -1-pyrrolidinyl] -2- 
( phenyl methyl) - (9CI) (CA INDEX NAME) 




Me 

f 



L4 ANSWER 24 OF 52 
ACCESSION NUMBER: 
DOCUMENT NUMBER : 
TITLE: 

AUTHOR (S) : 
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SOURCE : 



CAPLUS COPYRIGHT 2006 ACS on STN 
1995:567916 CAPLUS 
123 :659 

Effects of acrivastine, azelastine, cetirizine and 

noberastine on rat peritoneal mast cells 

Lau, H. Y. A.; Tsang, C. W. ; Wong, P. P. P. 

Dep. of Pharmacology, 1 Chinese Univ. of Hong Kong, 

Shatin, Hong Kong 

Inflammation Research (1995), 44 (Suppl . 1), S30-S31 
CODEN: INREFB; ISSN: 1023-3830 
Birkhaeuser 
Journal 
English 

which increased the histamine HI receptor 



PUBLISHER: 
DOCUMENT TYPE: 
LANGUAGE t 

AB With better drug design, 
binding 

specificity and reduces lipophilicity, the newly developed non-sedative 
antihistamines are less, likely to modulate mass cell activities through 
nonspecific actions similar to those of the first generation 
counterparts. 

IT 1105B8-S6-2, Noberastine 

RL: BAC (Biological activity or effector, except adverse); BSU 
(Biological 

study, unclassified) ; biol (Biological study) 

(HI antihistamines effect on peritoneal mast cells) 
RN 1105BB-56-2 CAPLUS 

CN 3H-Imidazo[4, 5-b] pyridin-2-amine, 3- [ (5-methyl -2- furanyl) methyl] -N-4- 
piperidinyl- (9CI) (CA INDEX NAME) 



H 
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AUTHOR (S) } 



CORPORATE SOURCE: 
SOURCE : 
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LANGUAGE : 



CAPLUS • COPYRIGHT 2006 ACS on STN 
1994:402753 CAPLUS 
121:2753 

Evaluation of the bovine corneal opacity-permeability 
assay as an in vitro alternative to the Draize eye 
irritation test 

VanparyB, P.; Deknudt, G.; Sysmans, M. ; Teuns, G . ; 
Coussement, W.j Van Cauteren, H. 

Dep. Toxicol., Jansoen Pharm. , Beerse, B-2340, Belg. 
Toxicology in Vitro (1993), 7(4),*471-6 
CODEN: TIVIEQ; ISSN: 0887-2333 
Journal 
English 

AB The bovine corneal opacity-permeability assay (BCO-P) was evaluated as an 
in vitro alternative test model for the Draize eye irritancy test. Fifty 
pharmaceutical and com. available compds. were tested in the BCO-P assay. 
The compds. were selected on the basis of their in vivo irritancy 
potential as determined in previous Draize tests. Liqs. as well as 

solids were 

tested! Corneal opacity and permeability were measured to determine 
ocular 

irritation potential. When two irritancy classifications (non-irritant 
and irritant) were considered, 96% of the tested chems. were classified 
correctly. A 72% concordance was obtained when four irritancy 
classifications (non-irritant, mild, moderate and severe irritant) were 
considered. Furthermore, all compda . that were severe eye irritants in 
vivo were equally scored in vitro. The results of this study show that 
the BCO-P assay is a competent in vitro test system for the prediction of 
ocular irritation of chems. This test model can be used as a first 
Bcreen 

to avoid in vivo testing of severe ocular irritants. 
IT 139751-07-8, R B3546 

RL: ADV (Adverse effect, including toxicity); BIOL (Biological study) 
(toxicity of, corneal opacity- permeability assay as in vitro 
alternative to Draize eye irritation test in relation to) 
RN 13 9751-07-8 CAPLUS 

CN 3H-Imidazo [4 . 5 -b] pyridin-2 -amine, 3- { (5-methyl-2-furanyl) methyl] -N-4- 
piperidinyl-. 2-hydroxy-l, 2, 3 -propanetricarboxylate (1:1) (9CI) (CA 

INDEX 

NAME) 
CM 1 



CRN 110588-56-2 
CMF C17 H21 N5 O 



H 

9 



Habte 



CM 2 

04/28/2006 



10/817,472 
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CRN 77-92-9 
CMP C6 H8 07 



C0 2 H 

HO2C- CH 2 _ C~ CH2- COaH 
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INVENTOR (S) : 



PATENT ASSIGNEE (S) : 
SOURCE: 

DOCUMENT TYPE: 
LANGUAGE : 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



1994:54556 CAPLUS 
120:54556 

Preparation of N- (arenoimidazol -2 -ylalkyl ) piperazines 
as antiallergics 

Janasena, Frana Eduard; Leenaerts, Joseph Elisabeth; 
Diels, Gaston Stanislas Marcella; Sommen, Francois 
Maria 

Janssen Pharmaceutics N. V., Belg. 

PCT Int. Appl., 39 pp. 

CODEN: PIXXD2 

Patent 

English 



PATENT NO. 



KIND DATE 



APPLICATION NO. 



DATE 



WO 9314068 Al 19930722 ' WO 1992-EP3000 19921229 

W: AU. BB, BG, BR. CA, CS, PI, HU r JP, KP, KR, LK, MG. MN, MW. NO. 

NZ. PL. PT, RO. RU. SD, US 

RW: AT, BE. CH, DE, DK, ES, PR. GB, GR, IE, IT. LU, MC, NL, PT, SE. 

BJ, CF, CG. CI, CM, GA. GN, ML, MR. SN, TD, TG 



AU 9332582 
ZA 9300143 
PRIORITY APPLN. INFO. : 



OTHER SOURCE (S) : 
GI 



Al 



19930803 
19940708 



AU 1993-32582 

ZA 1993-143 

EP 1992-200042 

WO 1992-EP3000 



MAR PAT 120:54556 



19921229 
19930108 
19920109 

A 19921229 



Et0 2 CN^ KCH2~^^K^> 



/ \ .N. 

CH2R 1 



AB Title COmpds. fl; G - CH:CHCH:CH. N:CHCH:CH, etc.; R - H, (cyclo) alkyl . 
alkanoyl, alkoxycarbonyl , etc.; Rl - (hydroxyalkyl) furanyl, - oxazolyl, 
alkyloxazolyl; m - 1-4] were prepared Thus, Et l-piperazinecarboxylate 

was 

condensed with 2-chloromethyl-lH-benzimidazole and the product condensed 
with Et 5-chloromethyl-2-furancarboxylate to give, after reduction, title 
compound II. Selected I had ED50 of 0.02-0.08 mg/kg for protection of 

rats 

from compound 4B/80- induced lethality (route of administration not 
given) . 
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151856-07-4P 151836-08-5* 1S1856-09-6P 

1518S6-12-1P 151856-14-3P 151856-16-3P 

151856-19-8P 151856-20-1P 151856-21-2P 

151B56-22-3P 151856-24-5P 152072-22-SP 

152072-26-9P 152072-28-1P 152072-30-5P 

152072-31-6P 152072-46-3P 152072-50-9P 

152072-52-1P 152072-54-3P 152072-56-5P . 

152072-60-1P 152072-62-3P 152072-66-7P 

152072-67-8P 152O72-69-0P 

RL: SPN (Synthetic preparation) ; PREP (Preparation) 

(preparation of, as antiallergic agent) 
151856-07-4 CAPLUS 

1-Piperazinecarboxylic acid, 4- [ [3- t [5- (hydroxymethyl) -2 -furanyl) methyl] - 
3H-imidazo[4, 5-b]pyridin-2-yl]methyl] -, ethyl ester (9CI) (CA INDEX 

E) 



151856-08-5 CAPLUS 

1-Piperazinecarboxylic acid, 4 - [ [3 - { (2 -methyl -5-oxazolyl) methyl] -3H- 
imidazo(4, 5-bJ pyridin-2-yl] methyl] -. ethyl eater (9CI) (CA INDEX NAME) 



£ r 
nr 



151856-09-6 CAPLUS 

2-Furanmethanol. 5- [ [2- ( 1 -piperazinylmethyl ) -3H-imidazo(4, 5-b] pyridin-3 - 
yl] methyl I- (9CI) (CA INDEX NAME) 
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N— CH 2 

4- 



RN 151856-12-1 CAPLUS 

CN 3H-Imidazo [4, 5-b} pyridine, 3- I (2-methyl -S-oxazolyl) methyl] -2-U- 
piperazinylmethyl) - (9CI) (CA INDEX NAME) 



M 

o 

F 



RN 151856-14-3 CAPLUS 

CN 3H-Imidazo [4, 5-b] pyridine, 2- [ [4 - [2- (4 -methoxyphenyl ) ethyl] -1- 

piperazinyl] methyl) -3- [ (2-methyl -5-oxazolyl)methyl] - <9CI) (CA INDEX 
NAME) 



^ ^> CH 2 "v^N CH2-CH2— 



RN 151856-16-5 CAPLUS 

CN 1-Piperazineacetonitrile, 4- ( [3- [ [5- (hydroxymethyl) -2 -furanyl) methyl] -3H- 
imidazo 14, 5-b) pyridin-2-yl] methyl] - (9CI) (CA INDEX NAME) 



Habte 



04/28/2006 



10/817,472 
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CM 3 

CRN 110-17-8 
CMP C4 H4 04 

Double bond geometry as shown. 




RN 152072-26-9 CAPLUS 

CN 5H-Thiazolo(3, 2-a} pyrimidin- 5-one, 6- t2- [4- [ [3- ( t5- (hydroxymethyl) -2- 

furanyl) methyl] -3H-imidazo [4 , S-b) pyridin-2-yl) methyl} -1-piperazinyl} ethyl] - 
7-methyl-, (2E) -2 -butenedioate (1:2) (salt) (9CI) (CA INDEX NAME) 

CM X 

CRN 152072-25-8 
CMP C26 H29 N7 03 S 
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PAGE 1-A 




PAGE 2-A 



CM 2 

CRN 110-17-8 
CMP C4 H4 04 

Double bond geometry as shown. 

/^E^.C02H 
H0 2 C 

RN 152072-28-1 CAPLUS 
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2-0xazolidinone, 3- [2- [4- { {3- I (5- (hydroxymethyl) -2- furanyl) methyl] -3H- 
imidazo (4, 5-b]pyridin-2-yl) methyl) - l-piperazinyl] ethyl] -, 
(2E) -2 -butenedioate (1:1) (salt) (9CI) (CA INDEX NAME) 

CM 1 

CRN 152072-27-0 
CMP C22 H28 N6 04 



N^J N CH 2 CH2-CH2 N O 
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CRN 110-17-8 
CMF C4 H4 04 



Double bond geometry as shown. 
~ ^coaH 



H0 2 C 



RN 152072-31-6 CAPLUS 

CN 5H-Thiazolo[3,2-a]pyrimidin-S-one, 2, 3 -dihydro-6- £2- [4- ( [3- ( [5- 

(hydroxymethyl) -2 -furanyl] methyl] -3H-imidazo [4, 5 -b]pyridin-2-yl] methyl] -1- 

piperazinyl] ethyl] -7-methyl-, (2E) -2-butenedioate (1:2) (salt) (9CI) (CA 

INDEX NAME) 



CRN 151856-22-3 
CMF C26 H31 N7 03 S 



CRN 110-17-8 
CMP C4 H4 04 



Double bond geometry as shown. 



RN 152072-30-5 CAPLUS 

CN 4H-Pyrido[l,2-a)pyrimidin-4-one, 3 - [2- (4 - ( (3 - [ [ 5- (hydroxymethyl ) -2 - 

furanyl] methyl] -3H-imidazo[4, 5-b] pyridin-2-yl] methyl] -1-piperazinyl] ethyl] - 
2 -methyl-. (2E> -2 -butenedioate (1:2) (salt) (9CI) (CA INDEX NAME) 



CRN 152072-29-2 
CMF C28 H31 N7 03 



H 

CH 2 

9 



j»2 

m 2 



fry™'-fi 

N— CH 3 k^N— C 




Habte 
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^ J> N CH 2 k^N. 



^ J> N CH 3 k^N— CHa-C 



RN 151856-19-8 CAPLUS 

CN 2-Furanmethanol, 5- I [2- [ [4- (2-aminoethyl) -l-piperazinyl] methyl] -3H- 
imidazo[4,5-b]pyridin-3-yl]methyl] - (9CI) (CA INDEX NAME) 



N— CH 3 



CH2-CH3-NH2 



RN 151856-20-1 CAPLUS 

CN 2-Furanmethanol, S- [ [2- [ [4- {2- I (3-nitro-4 -pyridinyl ) amino] ethyl ] -1- 

piperazinyl) methyl) -3H- imidazo [4 . 5-b] pyridin-3 -yl] methyl] - (9CI) <CA 
INDEX NAME) 



C^—— N— -CH 2 CH 2 -CH 3 -NH— 



RN 151856-22-3 CAPLUS 

CN 5H-Thiazolo[3,2-a]pyrimidin-5-one, 2,3-dihydro-6- [2- [4- [ [3- [[5- 

(hydroxymethyl) -2- furanyl] methyl] -3H-imidazo [4 , 5-b) pyridin-2-yl] methyl] - 
piperazinyl] ethyl] -7-methyl- (9CI) (CA INDEX NAME) 



7 % 

CH 2 N — f 



p 

CH 2 



PAGE 1-A 



RN 151856-21-2 CAPLUS 

CN 3-Furancarboxamide, N- [2 - [4 - [ [3 - [ [5- (hydroxymethyl) -2- furanyl] methyl) -3H- 
imidazo[4, 5-b)pyridin-2-yl]methyl] -l-piperazinyl] ethyl] - (9CI) (CA INDEX 
NAME) 
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RN 151856-24-5 CAPLUS 

CN 5H-Thiazolo[3, 2-a] pyrimidin- 5 -one, 7-methyl-6- [2- [4- [ (3- t (2-methyl-5- 
oxazolyl ) methyl ] -3H- imidazo [4 . 5 -b] pyridin- 2 -yl ) methyl) - l - 
piperazinyl ) ethyl ] - (9CI) (CA INDEX NAME) 



V 



r 



r 
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PAGE 2-A 

I 

Me P"a 



VT 0 

U 



RN 152072-22-5 CAPLUS 
CN 2-Furanmethanol, 

5- [ [2- { [4- {2- (lH-imidazo 14, 5-c) pyridin-2-ylamino) ethyl] -1- 

piperazinyl) methyl] -3H-imidazo [4 , 5-b] pyridin-3-yl] methyl J - 
(2E) -2-butenedioate <2t5) (salt) (9CI) (CA INDEX NAME) 

CM 1 

CRN 152072-21-4 
CMF C25 H29 N9 02 



P 

9 

CHa 



Habte 



04/28/2006 



10/817,472 
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CRN 110-17-8 
CMP C4 H4 04 



Double bond geometry as shown. 
" ^C0 2 H 



H0 2 C 

RN 152072-46-3 CAPLUS 

CN 5H-Thiazolo[3, 2-«] pyrimidin-5-one, 7-methyl-6- [2- [4- [ [3- [( 2-methyl - 5 - 
oxazolyl) methyl] -3H-imida2o [4 , 5-b] pyridin-2-yl] methyl] -1- 
piperazinyl] ethyl] (2E) -2-butenedioate (2:5) (9CI) (CA INDEX NAME) 

CM 1 

CRN 151856-24-5 
CMP C25 H28 N8 02 S 



0 



vr 



CRN 110-17-8 
CMP C4 H4 04 

Double bond geometry as shown. 
" ^C0 2 H 

H0 2 < 
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(Continued) 



152072-50-9 CAPLUS 

3H-Imidazo [4, 5-b] pyridine, 3- ( (2-methyl -5-Oxazolyl) methyl] -2- [ [4- [ (2- 
methyl -S-oxazolyl) methyl J - 1 -piperazinyl ] methyl ) -, (2E) -2-butenedioate 
(1:2) (9CI) (CA INDEX NAME) 

CM 1 

CRN .152072-49-6 
CMF C21 H25 N7 02 
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(Continued) 



CRN 
CMF 



110-17-8 
C4 H4 04 



Double bond geometry as shown. 



152072-54-3 CAPLUS 

2-Furanmethanol, 5- [ [2- [ [4- [2- (4-methoxyphenyl) ethyl] -1- 
piperazinyl] methyl] -3H- imidazo [4 , 5 -b] pyridin-3 -yl ) methyl ] - 
(2E) -2-butenedioate (1:2) (salt) (9CI) (CA INDEX NAME) 

CM 1 

CRN 152072-53-2 
CMF C26 H31 N5 03 



CRN 110-17-8 
CMF C4 H4 04 



Double bond geometry as shown. 
^C0 2 H 



H0 3 C 



XT' 



RN 152072-52-1 CAPLUS 

CN 1-Butanone, 1- (4 -f luorophenyl ) -4- (4- | (3- [ (5- (hydroxymethyl ) -2- 

Curanyl) methyl) -3H-imidazo (4, 5-b]pyridin-2-yl]methyl] -1 -piperazinyl) - 
(2E) -2-butenedioate (1:1) (salt) (9CI) (CA INDEX NAME) 

CM 1 

CRN 152072-51-0 
CMP C27 H3 0 P N5 03 



^ ^ N CH 2 "^/N (CH 2 )3-C— ^ J, 



CRN 110-17-8 
CMP C4 H4 04 



Double bond geometry as shown. 



H0 2 C 

RN 152072-56-5 CAPLUS 

CN l-Piperazinepropanamide, 4- [ [3- [ [5- (hydroxymethyl) -2- furanyl] methyl] -3H- 

imidazo(4,5-b]pyridin-2-yl}methyl)-N- ( 1 -methylethyl ) - . 
(2E) -2-butenedioate 

(1:2) (Salt) (9CI) (CA INDEX NAME) 
CM 1 

CRN 152072-55-4 
CMF C23 H32 N6 03 



Habte 



04/28/2006 
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CH 2 - OH 



CM 2 

CRN 110-17-8 
CMP C4 K4 04 

Double bond geometry as shown. 
RN 152072-60-1 CAPLUS 

CN Sulfamic acid, cyclohexyl-. compd. with 5- [ [2- [ (4 -methyl-1- 

piperazinyl ) methyl] - 3H- lmidazo [4 , 5-b] pyridin- 3 -yl] methyl] -2-furanmethanol 
(2:1) (9CI) (CA INDEX NAME) 

' CM 1 

CRN 152072-59-8 
CMP CIS H23 N5 02 




CM 2 

CRN 100-88-9 

CMF C6 H13 N 03 S 
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RN 152072-62-3 CAPLUS 

CN 3H-Imidazo [4. 5 -b] pyridine, 

3- [ (2-methyl - 5 -oxazolyl) methyl) -2- [ (4-methyl-l- 

piperazinyl) methyl] (2E)'-2-butenedioate (2:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 152072-61-2 
CMP C17 H22 N6 O 




Me 



CM 2 

CRN 110-17-8 
CMF C4 H4 04 

Double bond geometry as shown. 
^C0 2 H 

H02C 

RN 152072-66-7 CAPLUS 

CN lH-Indole-2-carboxamide, 

N- [2 - [4 - I [3 - [ [5- (hydroxymethyl) -2- furanyl} methyl) - 

3H-imidazo [4, 5-b] pyridin-2 -yl] methyl] - 1-piperazinyl) ethyl] -l -methyl-. 
(2E) -2-butenedioate (2:3) (salt) (9CI) (CA INDEX NAME) 

CM 1 

CRN 152072-65-6 
CMF C29 H33 N7 03 
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CM 2 

CRN 110-17-8 
CMF C4 H4 04 

Double bond geometry as shown. 

HO,<^- C02H 

RN 152072-67-8 CAPLUS 

CN 3-Furancarboxamide. N- {2- [4- [ [3- [ 15- (hydroxymethyl) -2 - furanyl] methyl ] -3H- 
imidazo [4 , 5 -b] pyridin-2 -yl) methyl) - 1 -piperazinyl) ethyl] - , 
(2E) -2-butenedioate (1:1) (salt) (9CI) (CA INDEX NAME) 

CM 1 

CRN 1S1856-21-2 

Habte 
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CMF C24 H28 N6 04 




CH 2 -OH 



CM 2 

CRN 110-17-8 
CMF C4 H4 04 

Double bond geometry as shown. 

RN 152072-69-0 CAPLUS 

CN 1H- Pyrrole -2 -carboxamide, N- [2- [4- [*[3- [ [5- (hydroxymethyl) -2- 

f urany 1 ] methyl ] - 3H - i mi da zo [ 4 , 5 - b ] pyr id i n - 2 - y 1 ] methyl ] - 1 - pi pera z i nyl ] ethyl ] - 
1-methyl-, (2E) -2-butenedioate (1:2) (Bait) (9CI) (CA INDEX NAME) 

CM 1 

CRN 152072-68-9 
CMF C2S H31 N7 03 




CH 2 -OH 



CM 2 

CRN 110-17-B 
CMF C4 H4 04 

Double bond geometry as Bhown. 
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1993:225162 CAPLUS 
118:225162 

The time course of action of three differing doees of 
noberaatine, a novel Hl-receptor antagonist, on 
histamine-induced skin wheals and the relationship to 
plasma drug concentrations in normal human volunteers 
wood-Baker, R. ; Emanuel, M. B . ; Hutchinson, K. ; 
Howarth, P. H. 

Dep. Med. 1, Southampton Gen. Hosp., Southampton, UK 
British Journal of Clinical Pharmacology (1993), 
35(2). 166-70 

CODEN: BCPHBM; ISSN: 0306-5251 
Journal 
English 

The time course and magnitude of effect of the novel Hl-receptor 
antagonist noberastine, structurally modified from astemizole to achieve 

more rapid onset while retaining a good duration of action, has been 
investigated using histamine-induced skin wheals in healthy volunteers. 
The pharmacokinetics and pharmacodynamics of three doses (10, 20 and 3 0 
mg) have been studied in a double-blind, placebo controlled, randomized 
cross -over trial involving 12 healthy male volunteers. All doses of 
noberastine caused inhibition of histamine-induced skin wheals, which 

significantly different from placebo when assessed as the area under the 
percent inhibition of the response vs time curves. Following single dose 
administration of 10, 20 and 30 mg noberastine significant inhibition of 
histamine-induced skin wheals occurred and this effect persisted beyond 



CORPORATE SOURCE 
SOURCE: 



DOCUMENT TYPE 
LANGUAGE : 



h. At the higher (20 and 30 mg) doses studied significant inhibition of 
the histamine-induced skin wheal occurred by l h of dosing, whereas this 
did not occur until 2 h following the 10 mg dose. An increase in plasma 
concns. of noberastine was seen after administration of all doses, with 
mean concns. of 4.14, 8.3 8 and 12.66 ng mL-1 1 h following administration 
of 10, 20, and 30 mg resp. Visual analog scale measurements of 
drowsiness 

identified no sedative effects above those of placebo at any of the dose 
levels. We conclude that noberastine is an effective Hl-receptor 
antagonist in the human as assessed by its effect on histamine-induced 
skin wheals. 

IT 110588-56-2, Noberastine 
RL: PROC (Process) 

(antihistamine activity and pharmacokinetics of, in humans) 

RN 110588-56-2 CAPLUS 

CN 3H-Imidazo[4,5-b)pyridin-2-amine. 3- ( (5 -methyl -2 -furanyl) methyl] -N-4- 
piperidinyl- (9CI) (CA INDEX NAME) 
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ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 

INVENTOR (S) : 
Diels, 

PATENT ASSIGNEE (S) : 
SOURCE : 

DOCUMENT TYPE: 
LANGUAGE : 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



Francois Maria; 



1992:531195 CAPLUS 
117:131195 

Preparation of substituted thiazoles and other 
heterocyclic derivatives 
Janssens, Frans Eduard; 



Gaston Stanislas Marcell 

Janssen pharmaceutics N. 

PCT Int. Appl. , 42 pp. 

CODEN: PIXXD2 

Patent 

English 



PATENT NO. 



KIND DATE 



APPLICATION NO. 



WO 9201697 



BG, BR, CA, 



19920206 WO 1991-EP1292 19910709 
FI, HU, JP» KP, KR, LK, MC. MG, MW, NO, PL, 



RO, SD, SU 
AT, BE, BF, 
GR, IT, LU, 



CG, CH, CI, CM, 
NL, SE, SN, TD, 



DE, DK, ES, PR, GA, GB, GN, 



AU 


9182093 


Al 


19920218 


AU 


1991- 


82093 




19910709 


AU 


646280 


B2 


19940217 












EP 


539420 


Al 


19930505 


EP 


1991- 


912667 




19910709 


EP 


539420 


Bl 


20000105 














R: AT, BS, CH, 


DE, 


DK, ES, PR, GB 


, GF 


l, IT, 


LI, LU, 


NL, SE 


HU 


64066 


A2 


19931129 


HU 


1993- 


96 




19910709 


JP 


05508638 


T2 


19931202 


JP 


1991- 


511645 




19910709 


JP 


3085707 


B2 


20000911 












RU 


2067978 


CI 


19961020 


RU 


1992- 


16595 




19910709 


PL 


170580 


Bl 


19970131 


PL 


1991- 


297612 




19910709 


AT 


1B8477 


E 


20000115 


AT 


1991- 


912667 




19910709 


ES 


2142802 


T3 


20000501 


ES 


1991- 


912667 




19910709 


IL 


98865 


Al 


19951127 


IL 


1991- 


98865 




19910717 


ZA 


9105654 


A 


19930331 


ZA 


1991- 


5654 




19910718 


CZ 


279903 


B6 


19950816 


CZ 


1991- 


-2239 




19910718 


SK 


280690 


B6 


20000612 


SK 


1991- 


2239 




19910718 


CN 


1058216 


A 


19920129 


CN 


1991- 


-104906 




19910719 


CN 


1037770 


B 


19980318 












NO 


9300139 


A 


19930115 


NO 


1993- 


139 




19930115 


NO 


304791 


Bl 


19990215 












FI 


102753 


Bl 


19990215 


FI 


1993- 


■199 




19930118 


US 


5360807 


A 


19941101 


US 


1994- 


197579 




19940217 


GR 


3032999 


T3 


20000731 


GR 


2000- 


400699 




20000321 


PRIORITY APPLN. INFO. : 






US 


1990- 


554325 


A 


19900719 










US 


1991- 


723878 


Bl 


19910701 










WO 


1991 


-EP1292 


A 


19910709 










us 


1993- 


-17363 


Bl 


19930211 










us 


1993-157845 


Bl 


19931124 



OTHER SOURCE (S) : 



MARPAT 117:131195 
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AB Title COmpds. I (A1:A2A3:A4 - CH:CHCH:CH, N:CHCH :CH, CH:NCH:CH. 
CH:CHN:CH. 

CH:CHCH:N. N:CHN:CH, CH:NCH:N wherein l or 2 H may each be replaced by 
halo. Cl-6 alkyl, CI -6 elkoxy, HO. P3C; B - R1N, CH2 , O, SO, S02 wherein 
Rl - H. C1-4 alkyl; R - CI -6 -alkyl - thiazolyl -Cl -4 alkanediyl. 
-pyridyl-Cl-4-elkanediyl; L - H. C1-12 alkyl. C3-6 cycloalkyl, etc.; n - 
0-3), a Bait or stereoisomer thereof, useful as antiallergics, are 
prepared 

A mixture of I [L - H, B - NH, R - (2 -methyl -4 -thiazolyl ) methyl , A1-A4 - 
CH:CHCH:CH. n - 1J.3HC1 (preparation given), polyoxymethylene, AcOK and 

MeOH 

was hydrogenated at normal pressure and at 50" with Pd/C catalyst 
to give I (L - Me, B - NH, R - (2-methyl-4-thiazolyl) methyl, A1-A4 » 
CH:CHCH:CH, n - 1 J . ethanedioate (1:2) (II). II showed antiallergic and 
antihistamine properties in rats with ED50 value of 0.04 mg/kg in the 
test "protection of rats from compound 4B/80- induced lethality" (US 

Patent 

4,556,660) . 

IT 141840-95-1P 141840-96-2P 141840-97-3P 

141840- 96-4P 141640-99-5P 141841-00-1P 

141841- 01-2P 14184L-02-3P 141841-03-4P 
141841-04-5P 141B41-0S-6P 141841-13-6P 

RL: SPN (Synthetic preparation) ; PREP (Preparation) 

(preparation of. as antiallergic and antihietaminic) 

RN 141840-95-1 CAPLUS 

CN 1- Piper idinecarboxylic acid, 4- ( [3- [ (6-methyl-2-pyridinyl)methyl] -3H- 
imidazo{4,5-blpyridin-2-yl]amino]-, ethyl ester (9CI) (CA INDEX NAME) 




RN 141840-96-2 CAPLUS 

CN 3H-Imidazo[4, 5-b) pyridin-2-amine, 3- [ (6-methyl-2-pyridinyl)methyl) -N-4- 
piperidinyl- (9CI) (CA INDEX NAME) 



L4 ANSWER 28 OP 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 




RN 141840-97-3 CAPLUS 

CN 3H-Imidazo[4,5-b)pyridin-2-amine, 

N- (l-methyl-4-piperidinyl) -3- { (6-methyl- 

2 -pyridinyl) methyl ) - (9CI) (CA INDEX NAME) 




Me 



RN 141840-98-4 CAPLUS 

CN 1-Piperidineethanol, 4- [ [3- [ (6 -methyl -2-pyridinyl) methyl] -3H-imidazo (4 , 5- 
b]pyridin-2-yl]amino] - (9CI) (CA INDEX NAME) 




CH2-CH2-OH 



RN 141840-99-5 CAPLUS 

CN Carbamic acid, (2- [4- [ [3- [ (6-methyl-2-pyridinyl)methylJ -3H-imidazo [4 , 5- 

b]pyridin-2-yl] amino] -1-piperidinyl J ethyl ] ethyl ester (9CI) (CA INDEX 
NAME) 



L4 ANSWER 28 OF 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 

if 




CH 2 ~ CH 2 - NH- C~ OEt 



RN 141841-00-1 CAPLUS 

CN 3H-Imidazo(4. 5-b] pyridin-2 -amine, N- (1- [2- (4-methoxyphenyl) ethyl J -4- 
piperidinyl] -3- [ (6-methyl-2-pyridinyl)methyl] - (9CI) (CA INDEX NAME) 




Me 



RN 141B41-01-2 CAPLUS 

CN 4H-Pyrido[l,2-a]pyrimidin-4-one, 2-methyl-3- 12- (4- [ (3- [ <6-methyl-2- 
pyridinyl) methyl] -3H-imidazo [4, 5-b] pyridin-2-yl] amino] -1- 
piperidinyl] ethyl) - (9CI) (CA INDEX NAME) 




Me 



RN 141841-02-3 CAPLUS 

CN 3H-Imidazo[4, 5-b) pyridin-2-amine, 

N- {1- (2-aminoethyl) -4-piperidinyl) -3- [ (6- 

methyl-2-pyridinyl)methyl) - (9CI> (CA INDEX NAME) 

Habte 
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CH 2 -CH 2 -NH 2 



RN. 141841-03-4 CAPLUS 

CN 3H-Imidazo [4, 5-b] pyridin-2 -amine, 

3- [ (6-methyl-2-pyridinyl)methyl] -N- tl- (2- 

(2-pyrimidinylamino)ethyl] -4-piperidinyl] - (9CI) (CA INDEX NAME) 




Me 



RN 141B41-04-S CAPLUS 

CN 5H-Thiazolo[3,2-a]pyrimidin-5-one, 2,3-dihydro-7-methyl-6- [2- [4- I (3- { (6- 
methyl -2-pyridinyl) methyl] -3H-imidazo [4 , 5-bJ pyridin-2-yl] amino) - 1- 
piperidinyl] ethyl] - <9CI) (CA INDEX NAME) 




Me 



RN 141841-05-6 CAPLUS 

CN 5H-Thiazolo(3, 2-a] pyrimidin-S-one, 7-methyl-6- [2- (4- [ [3- [ (6-methyl-2- 
pyridinyl) methyl ) -3H- imidazo [4 , S-b] pyridin- 2 -yl ] amino] -1- 
piperidinyl ) ethyl] - (9CI) (CA INDEX NAME) 

04/28/2006 



10/817,472 
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RN 141841-13-6 CAPLUS 

CN 5H-Thiazolo[3,2-a]pyrimidin-5-one. 2 , 3 -dihydro- 7 -methyl -6 - [2- [4- [ [3- [ (2- 
methyl -4 -thiazolyl) methyl) -3H-imidazo[4,S-b)pyridin-2-yl J amino] -l- 
piperidinyl] ethyl] - (9CI) (CA INDEX NAME) 



6 
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ACCESSION NUMBER: 
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TITLE: 

INVENTOR (S) : 

PATENT ASSIGNEE (S) : 
SOURCE : 

DOCUMENT TYPE: 
LANGUAGE : 
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1992:511638 CAPLUS 
117:111638 

Preparation of piperidinyl benzimidazolyl ketones and 

related compounds as antihistamines 

Janssens, Frans Eduard; Diels, Gaston Stanislas 

Marcel 1; sommen, Francois Maria 

Janasen Pharmaceutics N. V., Belg. 

PCT Int. Appl.. 51 pp. 

CODEN: PIXXD3 

Patent 

English 



PATENT NO. 
WO 9306086 



KIND 



DATE 



APPLICATION NO. 



DATE 



Al 19920416 WO 1991-EP1782 19910917 

W: AU, BB, BG, BR, CA, FI , HU, JP, KP, KR, LK, MC, MG, MW, NO, PL, 
RO, SO, SU, US 

RW: AT. BE, BF, BJ, CP, CG, CH, CI, CM, DE, DK, ES, FR, GA. GB, GN, 

GR, IT, LU, ML, MR, NL, SE, SN, TD, TO 



AU 918S067 
PRIORITY APPLN. INFO. 



OTHER SOURCE (S) : 



Al 



19920428 



AU 1991-85067 
US 1990-590716 



WO 1991-EP1782 



19910917 
19901001 



A 19910917 



MAR PAT 117:111638 



(CHo), 




4 ANSWER 29 OF 53 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 

rhinitis, conjunctivitis, asthma, and chronic urticaria, were prepd. A 
soln. of 3-Me02CC6H4NCS in THF was added dropwise to a stirred mixt. of 

1- (2-aminoethyl) -4 -piperidinyl 

- [ (4 -f luorophenyl) methyl] - lH-benzimidazol- 

2- yl ketone (prepn. given) and THF and the whole stirred for 2 h at the 
ambient temp, to give title compd. II. 

T 142850-48-4P 142850-70-2P 142850-78-OP 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 

(Reactant or reagent) 

(preparation and reaction of, in preparation of antihistamines) 
N 142850-48-4 CAPLUS 

N 3H-Imidazol4,S-b]pyridine-2-methanol, 3- [ (4-f luorophenyl) methyl] -a-4- 
piperidinyl- (9CI) (CA INDEX NAME) 



Jl£r 



RN 142850-70-3 CAPLUS 

CN 5H-Thiazolo[3, 3-a)pyrimidin-5-one, 6- (2- [4- { [3 - (2-furanylmethyl) -3H- 

imidazo[4, 5-b]pyridin-2-yl]hydroxymethyl) - 1 -piperidinyl) ethyl) - 2 , 3 -dihydro- 
7-methyl- (9CI) (CA INDEX NAME) 



AB The title COmpds. (I; A1:A2A3:A4 - (un) substi tuted CH:CHCH:CH, N:CHCH:CH, 
N:CHN:CH, etc.; m - 1-4; n - 0-2; Rl - aryl , DR3 ; D - O, S ; R2 - 
(un) substituted Cl-6 alkyl; L - H, ci-12 alkyl (carbonyl ) , C3-6 

cycloalkyl, 

(aryl)C3-6 alkenyl, Alk-R3, Alk- YR4 , etc.; R3 - cyano, aryl, 
heterocyclyl; 

R4 - H, aryl, heterocyclyl, (un) substituted Cl-6 alkyl; Alk - Cl-6 
alkylene; Y - O, S, NR7; R7 - H, Cl-6 alkyl (carbonyl ) ] or their 
stereoisomers and pharmaceutical ly acceptable acid addition salts, 
effective 

antihiataminics (no data) useful in the treatment of, e.g., allergic 



Habte 
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r 

p 2 



D 



142850-78-0 CAPLUS 

3H-Imidazo(4, S-b] pyridine-2-methanol , 3- (2-furanylmethyl) -a- (1- 
raethyl-4-piperidinyl) - (9CI) (CA INDEX NAME) 



V 1 



:-0 



142849-95-4P 142850-01-9P 142850-17-7P 
142B50-19-9P 142850-20-2P 14285Q-32-6P 
143850-33-7P 142850-38-2P 142B72-78-4P 

RL: SPN (Synthetic preparation) ; PREP (Preparation) 

(preparation of, as antihisaminic) 
142849-95-4 CAPLUS 

4H-Pyrido[l,2-a]pyrimidin-4-one, 3- [2- [4- [ {3- ( (4 - f luorophenyl ) methyl] -3H- 
imidazo 14, 5-b) pyridin-2-yl) carbonyl) -l-piperidinyl) ethyl) -2-methyl- (9CI) 
(CA INDEX NAME) 



-a 




RN 142850-01-9 CAPLUS 

CN Methanone, [3- ( (4-f luorophenyl) methyl) -3H-imida2o(4. 5-b] pyridin-2-yl J (1- 
methyl -4 -piperidinyl) -, ethanedioate (1:1) (9CI) (CA INDEX NAME) 



CRN 142850-00-8 
CMP C20 H21 F N4 O 



L4 ANSWER 29 OF 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 
CM 2 

CRN 144-62-7 
CMP C2 H2 04 




HO-C— C— OH 



RN 142850-17-7 CAPLUS 

CN Methanone, [3- [ (4 -£ luorophenyl) methyl] -3H-imidazo [4 , 5-b) pyridin-2-yl] -4- 
piperidinyl-, (2E) -2-butenedioate (1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 142850-16-6 
CMF C19 H19 F N4 O 




. CM 2 

CRN 110-17-8 
CMF C4 H4 04 

Double bond geometry as shown. 



RN 142850-19-9 CAPLUS 

CN Methanone, [3- (2-furanylmethyl) -3H-imidazo [4 , 5-b] pyridin-2-yl] -4- 
piperidinyl-, ethanedioate (1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 142850-18-8 
CMF C17 H18 N4 02 
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CM 2 

CRN 144-62-7 
CMP C2 H2 04 




HO—C-C-OH 

RN 142850-20-2 CAPLUS 
CN Methanone, 

[3- [(4- f luorophenyl) methyl] -3H-imidazo [4 , 5-b] pyridin-2-yl] [1- [2- 

(4-methoxyphenyl) ethyl] -4-piperidinyl] - (9CI)' (CA INDEX NAME) 




RN 142850-32-6 CAPLUS 
CN Methanone, 

[3- (2-furanylmethyl) -3H-imidazol4, 5-b]pyridin-2-yl] (l-methyl-4 
piperidinyl)-, ethanedioate (1:1) (9CI) (CA INDEX NAME) 

.CM 1 

CRN 142850-31-5 
CMF C18 H20 N4 02 



Habte 
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CRN 144-62-7 
CMF C2 H2 04 
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PAGE 1-A 



9 

CH 2 



* 2 

JH 2 



142850-33-7 CAPLUS 

4H-Pyrido[1.2-a]pyrimidin-4-one, 3- [2- [4- [ (3 - (2-furanylmethyl) -3H- 
imidazo(4,5-b]pyridin-2-yl]carbonyl] -1-piperidinyl] ethyl] -2 -methyl - 
(CA INDEX NAME) 



%-lQ~" 




142850-38-2 CAPLUS 

5H-Thiazolo[3,2-a]pyrimidin-5-one, 6- (2- [4- [ [3 - (2 - f uranylmethyl ) -3H- 
imidazo(4, 5-b] pyridin-2 -yl] carbonyl ] -1-piperidinyl) ethyl] -2, 3-dihydro-7- 
methyl-, (2E) -2 -butenedioate (1:1) (9CI) (CA INDEX NAME) 



CRN 1428S0-37-1 
CMF C26 H28 N6 03 S 



CRN 110-17-8 
CMF C4 H4 04 



Double bond geometry as shown. 
^C0 2 H 



H02< 

RN 142872-78-4 CAPLUS 

CN 5H-Thiazolo[3.2-a]pyrimidin-S-one, 

6- [2- [4- [ {3- ( (4 -fluorophenyl) methyl] -3H- 
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imidazo (4, 5-b) pyridin-2-yl] carbonyl) - 1-piperidinyl) ethyl) -2, 3 -dihydro-7- 
methyl-, ethanedioate (1:1) (9CI) (CA INDEX NAME) 




CM 2 

CRN 144-62-7 
CMF C2 H2 04 




IT 142050-97-3 142851-00-1 

RL: RCT (Reactant) ; RACT (Reactant or reagent) 

(reaction of, in preparation of antihistamines) 
RN 142850-97-3 CAPLUS 
CN 1-Piperidinecarboxylic acid, 
4- ( (3- I (4- fluorophenyl )methyl] - 3H-imidazo [4 , 5 - 

b)pyridin-2-yl]hydroxymethyl]-. ethyl ester (9CI) (CA INDEX NAME) 



i 

_ ^C-OEt 



142851-00-1 CAPLUS 

3H-Imidazo(4, 5-b) pyridine-2-methanol , 3- (2-furanylmethyl) -n-4- 
piperidinyl- (9CI) (CA INDEX NAME) 



Habte 04/28/2006 



10/817,472 



Page 3 5 
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PATENT NO. 



1992:255611 CAPLUS 
116:2SS611 

Preparation of oxazolyl derivatives 

Jan Been a, Prana Eduard; Sommen. Prancoia Maria; 

Dierckx, Ann Christina Joannes; Cooymana, Ludwig Paul 

JanBsen Pharmaceutica N. V., Belg. 

PCT Int. Appl., 63 pp. 

CO DEN : PIXXD2 

Patent 

English 
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(RMn, 



(Continued) 




KIND DATE 



APPLICATION NO. 



WO 


9201687 






Al 




19920206 


WO 


1991-EP1291 




19910709 


AB 


Title compds. I (A1-A4 - CH:CHCH:CH, N:CHCH:CH. CH:NCH:CH. CH : CHN : CH , 




Ws AU, 






BR, 






JP. KP, KR, LK, MC, 




NUj ru, wj, 




i_n . inLn . N , N : LnW : Ln , . nlh : N wnerein l or 2 M may DC repiBcea ay noio, 


SU 
























Cl-6 alkyl, Cl-6 alkoxy, HO, F3C; R - H. Cl-4 alkyl; Rl - H. Cl-6 alkyl. 




RW: AT, 


BE, 


BP, 


BJ, 


CP, 


CG, CH, 


CI. CM, DE, DK. ES. 


FR , 


, OA, GB, GN, 




HO-Cl-6-alkyl; D - Cl-4 alkanediyl; B - R2N wherein R2 - H, Cl-4 alkyl. 




GR, 


IT. 


LU, 


ML, 


MR, 


NL, SE, 


SN. TD, TG 








H2C. O. S. SO. S02; L « H, Cl-12 alkyl, C3-6 cycloalkyl, (aryl) C3-6 


us 


5217980 






A 




19930608 


US 


1991-723862 




19910701 




alkenyl, Cl-6 alkyl carbonyl, Cl-6 alkoxycarbonl , arylcarbonyl , etc.; m - 


AU 


9162141 






Al 




19920218 


AU 


1991-82141 




19910709 




1,2; n « 0-2), stereoisomer or aalt thereof, useful as antiallergic (no 


AU 


644202 






B2 




19931202 












data), are prepared 5- (Bromomethyl) -2-methyloxazole, Et, 


EP 


539421 






Al 




19930505 


EP 


1991-912700 




19910709 




4- l(lH-benzimidazol-2-yl)amino] - 1-piperidinecarboxylate, Na2C03 and DMF 


EP 


539421 






Bl 




19980923 












were stirred for 18 h at 80° to give after work-up I [A1-A4 - 




R: AT, 


BE, 


CH, 


DE, 


DK, 


ES. PR. 


GB. GR, IT, LI, LU, 


NL, 


. SE 




CH:CHCH:CH, R - H, (Rl)m - 2-Me, D - H2C, B - NH, L - Et02C, n - 1] . 


JP 


05506839 






T2 




19931209 


JP 


1991-511644 




19910709 


IT 


141567-36-0P 141567-59-1P 141568-84-5P 


JP 


3070951 






B2 




20000731 












141568-85-6? 141568-B6-7P 141568-67-flP 


HU 


64340 






A2 




19931228 


HU 


1993-97 




19910709 




141568-88-9P 141568-B9-0P 141568-90-3P 


RU 


2059636 






CI 




19960510 


RU 


1992-16607 




19910709 




141568-96-9P 141568-97-0P 141568-99-2P 


PL 


169361 






Bl 




19960731 


PL 


1991-297611 




19910709 




141569-01-9P 141569-04-2P 141569-05-3P 


RO 


111768 






Bl 




19970130 


RO 


1993-46 




19910709 




141569-0B-6P 1415S9-10-0P 141569-11-1P 


AT 


171449 






E 




19981015 


AT 


1991-912700 




19910709 




141569-12-2P 1415S9-13-3P 141569-16-SP 


ES 


2121784 






T3 




19981216 


ES 


1991-912700 




19910709 




141591-B9-1P 141591-91-5P 


IL 


98864 






Al 




19951206 


IL 


1991-98664 




19910717 




RL: SPN (Synthetic preparation); PREP (Preparation) 


ZA 


9105653 






A 




19930331 


ZA 


1991-5653 




19910716 




(preparation of, as antiallergic) 


CZ 


279344 






B6 




19950412 


CZ 


1991-2240 




19910718 


RN 


141567-58-0 CAPLUS 


SK 


278133 






B6 




19960207 


SK 


1991-2240 




19910716 


CN 


1-Piperidinecarboxylic acid, 4- I [3- [ (2 -methyl- 5 -oxazolyl) methyl) -3H- 


CN 


10S821S 






A 




19920129 


CN 


1991-104902 




19910719 




imidazo [4, 5-b] pyridin-2 -yl) amino] -. ethyl ester (9CI) (CA INDEX NAME) 


CN 


1043640 






B 




19990616 














NO 


9300156 






A 




19930118 


NO 


1993-156 




19930118 






NO 


300459 






Bl 




19970602 














US 


5278165 






A 




19940111 


US 


1993-35854 




19930323 






PRIORITY APPLN. 


INFO 










US 


1990-554326 




A 19900719 . 




















us 


1991-723862 




A3 19910701 




















wo 


1991-EP1291 




A 19910709 







OTHER SOURCE (S) : 
GI 



MARPAT 116:255611 
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T 



RN 141567-59-1 CAPLUS 

CN 1-Piperidinecarboxylic acid, 4- ( {3- ( (2. 4-dimethyl - 5 -oxazolyl) methyl) -3H- 
imidazo{4,5-b]pyridin-2-ylJatnino) -, ethyl ester (9CI) (CA INDEX NAME) 



RN 141568-B4-5 CAPLUS 

CN 3H-Imidazo{4,5-b)pyridin-2-amine, 3-1 (2-methyl -5 -oxazolyl) methyl) -N-4- 
piperidinyl- (9CI) (CA INDEX NAME) 



H 



RN 141568-85-6 CAPLUS 

CN 3H-Imidazo[4.5-b]pyridin-2-amine, 3- [ (2-methyl-5-Oxazolyl)methyl) -N- (1- 
methyl-4-piperidinyl) - (9CI) (CA INDEX NAME) 



L4 ANSWER 3 0 OF 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 



RN 141568-86-7 CAPLUS 

'CN 3H - Imidazo (4 , 5 -b) pyridin-2 -amine, N- [1- {3 - (4 - f luorophenoxy ) propyl ] -4- 
piperidinyl] -3- [ (2-methyl -5-Oxazolyl) methyl] - (9CI) (CA INDEX NAME) 



v -Cr""'-n0L 



Y 



RN . 141568-87-8 CAPLUS 

CN 3H- Imidazo [4 . 5-b] pyridin-2 -amine, 

3- [(2 -methyl -5 -oxazolyl) methyl] -N- [l- (2- 

propenyl) -4-piperidinyl] - (9CI) (CA INDEX NAME) 



CH2 - CH=CH 2 



14156B-88-9 CAPLUS 

3H-Imidazo[4, 5-b] pyridin-2-amine, N- [1- (2- (4 -methoxyphenyl ) ethyl] -4- 
piperidinyl] -3- ( (2-raethyl -5-oxazolyl) methyl] - (9CI) (CA INDEX NAME) 



Habte 



04/28/2006 



10/817,472 
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"T 



RN 141568-89-0 CAPLUS 

CN iH-Purine-2,6-dione, 3, 7-dihydro-l . 3-dimethyl-7- [2- 14- ( [3- { (2-methyl-5- 

oxazolyl) methyl) -3H-iraidazb[4 , 5-b] pyridin-2-yl] amino] -l-piperidinyljethyl] - 
(9CI) (CA INDEX NAME) 



Me 

y 



™2 
^2 
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RN 141560-90-3 CAPLUS 

CN 3H- Imidazo {4, 5-b] pyridin- 2-amine, 

3- [ (2 -methyl -5 -oxazolyl J methyl J -N- [1- (2- 

(2-pyridinyl) ethyl] -4-piperidinyl] - (SCI) (CA INDEX NAME) 



Q2 



I CH 2 

1 



! 2 -CH 2 — 



RN 141568-96-9 CAPLUS 

CN 3H-Imidazo [4 , 5-b] pyridin -2-amine , » 
3- [(2-methyl-5-oxazolyl) methyl] -N- (1- (2- 

(2-thienyl) ethyl] -4-piperidinyl) - (9CI) (CA INDEX NAME) 



Y 



RN 141568-97-0 CAPLUS 

CN lH-Pyrrole-2-carboxamide, l-methyl-N- (2- (4- [ [3- ( (2-methyl-S- 



L4 ANSWER 30 OF 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 

oxazolyl) methyl] -3H-imidazo{4 , 5-b] pyridin-2-yl} amino] - 1 -piperidinyl] ethyl] - 
(9CI) (CA INDEX NAME) 




Me 



RN 141568-99-2 CAPLUS 

CN 3-Furancarboxamide, N- [2- (4- [ {3- [ (2-methyl-5-oxazolyl)methylJ -3H- 

imidazol4,5-b]pyridin-2-yl]amino] - 1-piperidinyl] ethyl] - (9CI) (CA INDEX 
NAME) 




Me 



RN 141569-01-9 CAPLUS 

CN 4 (1H) -Pyrimidinone, 2- ( {2- [4- I (3- [ (2 -methyl -5-oxazolyl) methyl] -3H 
imidazo [4, 5-b] pyridin- 2 -yl] amino] -1-piperidinyl] ethyl ] amino] 
(2E) -2-butenedioate (2:5) (9CI) (CA INDEX NAME) 

CM 1 



CRN 141569-00-8 
CMP C22 H27 N9 02 
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CM 2 

CRN 110-17-8 
CMP C4 H4 04 

Double bond geometry as shown. 

„ 0JC -^ C0JH 



RN 141569-04-2 CAPLUS 
CN Pyrazinecarboxamide, 

3-amino-N- (2- [4- { [3- [ (2 -methyl -5 -oxazolyl) methyl] -3H- 

imidazo(4,5-b]pyridin-2-yl]amino] -1-piperidinyl] ethyl] - (9CI) (CA INDEX 
NAME) 




RN 141S69-05-3 CAPLUS 

CN 3H- Imidazo [4, 5-b) pyridin-2 -amine, 

3- [{2 -methyl -5 -oxazolyl) methyl] -N- [l- [2- 

(2-pyrimidinylemino) ethyl] -4-piperidinyl J - (9CI) (CA INDEX NAME) 



Habte 



04/28/2006 



10/817,472 
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r — ch 2 



— 0 



RN 141569-06-6 CAPLUS 

CN l-Piperidineethanol. 4- [ [3- [ (2 -methyl -5-oxazolyl) methyl) -3H-imidazo [4, 5- 
b]pyridin-2-yll amino) -a- (phenoxymethyl ) - {9CD (CA INDEX NAME) 



^ ^> -tf— CH2 



CH 2 ~ CH-CH 2 -OPh 



RN 141569-10-0 CAPLUS 
CN 4 (3H) -Pyrimidinone, 

3, 6 -dimethyl -2- (methylamino) -5- [2- [4- [ [3- [ (2 -methyl- 5- 

oxazolyl) methyl) -3H-imidazo [4 , 5-b) pyridin-2-yl ] amino) -1-piperidinyl] ethyl] - 
, <2E) -2-butenedioate {2i5) (9CI) (CA INDEX NAME) 



CRN 141569-09-7 
CMF C25 H33 N9 02 
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(Continued) 



Y 




CRN 110-17-8 
CMP C4 H4 04 



Double bond geometry as shown. 
" ^cosh 



H02C 



RN 



CAPLUS 



141569-11- 
Phenol, 

[2- (4- ( [3- ( (2 -methyl -5-oxazolyl) methyl] -3H-imida2o[4, S-b]pyridin- 
2 -yl) amino) -1-piperidinyll ethyl) - (9CI) (CA INDEX NAME) 



N-C^ 0 



•Xk. 



RN 141569-12-2 CAPLUS 

CN 3H-lmidazo(4, 5-bl pyridin-2-amine, 

3- [ (2-methyl-5-Oxazolyl)methyl] -N- (1- [2- 

(6,7,8,9-tetrahydro-2-methyl-4H-pyridoU.2-a]pyrimidin-3-yl)ethyl) -4- 
piperidinyl] - (9CI) (CA INDEX NAME) . 
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Me 



RN 141569-13-3 CAPLUS 

CN 3H-Imidazo [4, 5-b) pyridin-2-amine, N- [1- [2- [ (6-chloro-3 - 

pyridazinyl) amino) ethyl] - 4 -piperidinyl 3 -3- [ (2 -methyl - 5 -oxazolyl ) methyl] - 
(9CI) (CA INDEX NAME) 




Me 



RN 141569-16-6 CAPLUS 

CN Benzamide, 2-amino-N- [2- (4- { (3-1 (2 -methyl - 5-oxazolyl ) methyl) -3H- 

imidazol4,5-b]pyridin-2-yl]amino) -1-piperidinyl) ethyl] - (9CI) (CA INDEX 
NAME) 




Me 



RN 141591-89-1 CAPLUS 

CN [1, 2,4)Triazolo(l, 5-a)pyrimidin-7(lH) -one, 2, 3 -dihydro- 1, 3 . 5-trimethyl -6 - 
(2- (4- [ (3- [ (2-methyl -5-oxazolyl) methyl] -3H-imidazo[4. S-b] pyridin-2 - 

Habte • 
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yljamino] -1-piperidinyl] ethyl) - (9CI) (CA INDEX NAME) 

PAGE 1-A 




PAGE 2 -A 



RN 141591-91-5 CAPLUS 
CN 3H-Imidazo{4, 5-b] pyridin-2-amine, 
3- { (2, 5 -dimethyl -4 -oxazolyl) methyl) -N- ti- 
mothy! -4 -piperidinyl) -, (2E) -2-butenedioate (1:2) (9CI> (CA INDEX NAME) 

CM 1 

CRN 141591-90-4 
CMF C18 H24 N6 O 



04/28/2006 



10/817,472 
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CRN 110-17-8 
CMP C4 H4 04 



Double bond geometry an shown. 
^C0 2 H 



H0 2 < 



ANSWER 31 OP 52 CAPLUS COPYRIGHT 2006 ACS on STN 
1992:174145 CAPLUS 
116:174145 

Preparation of noberastine citrate 
De Knaep, Alfons Goaton Maria; Nelen. Tonny 

Johanna; Janssens, Frans Eduard 
Janeaen Pharmaceutics N. V., Belg . 
Eur. Pat. Appl . , 6 pp. 
CO DEN : EPXXDW 
Patent 
English 



L4 

ACCESS ION, I 
DOCUMENT NUMBER: 
TITLE: 

INVENTOR(S) i 
Pranciscus 

PATENT AS S IGNEE ( S } : 
SOURCE : 

DOCUMENT TYPE : 
LANGUAGE : 
FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



PATENT NO. 


KIND 


DATE 


APPLICATION NO. 


DATE 


EP 


464927 


A2 


19920108 


EP 


1991-201639 


19910627 


EP 


464927 


A3 


19920408 








EP 


464927 


Bl 


19960904 










R: AT, BE, CH, 


DE, DI 


<, ES, FR, 


GB, GR, IT, LI, LU, 


NL, SE 


CA 


2043564 


AA 


19920107 


CA 


1991-2043564 


19910530 


AT 


142207 


E 


19960915 


AT 


1991-201639 


19910627 


ES 


2091285 


T3 


19961101 


ES 


1991-201639 


19910627 


CZ 


279435 


B6 


19950412 


CZ 


1991-1987 


1991062B 


SK 


278127 


B6 


19960207 


SK 


1991-1987 


19910628 


JP 


04230382 


A2 


19920819 


JP 


1991-185901 


19910701 


AU 


9180206 


Al 


19920109 


AU 


1991-80206 


19910704 


AU 


632949 


B2 


19930114 








IL 


98725 


Al 


19950731 


IL 


1991-98725 


19910704 


KR 


165894 


Bl 


19990115 


KR 


1991-112B4 


19910704 


PI 


9103281 


A 


19920107 


FI 


1991-3281 


19910705 


PI 


94132 


B 


19950413 








PI 


94132 


C 


19950725 








NO 


9102650 


A 


19920107 


NO 


1991-2650 


19910705 


NO 


177854 


■B 


19950828 








NO 


177854 


C 


19951206 








HU 


58333 


A2 


19920228 


HU 


1991-2284 


19910705 


ZA 


9105241 


A 


19930331 


ZA 


1991-5241 


19910705 


RU 


2047615 


CI 


19951110 


RU 


1991-5001001 


19910705 


PL 


168719 


Bl . 


19960329 


PL 


1991-290956 


19910705 


CN 


1058020 


A 


19920122 


CN 


1991-104582 


19910706 


CN 


1026790 


B 


19941130 








PRIORITY APPLN. INFO. : 






US 


1990-549350 


A 19900706 



AB Noberastine citrate (I) was prepared by salt formation of noberastine 
with 

citric acid. I is an antiallergic agent (no data) with superior light 

stability compared to noberastine and noberastine dimaleate. 
Formulations 

of I were prepared 
IT 139751-07-6P 

RL: SPN (Synthetic preparation) ; PREP (Preparation) 
(preparation of, as antiallergic agent) 
RN 139751-07-8 CAPLUS 

CN 3H-Imidazo[4,5-b]pyridin-2-amine, 3- [ (5-methyl -2- furanyl) methyl] -N-4- 



ANSWER 31 OF 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 
piperidinyl-, 2 -hydroxy- 1 , 2 , 3 -propanetricarboxylate (1:1) (9CI) (CA 



CRN 110588-56-2 
CMP C17 H21 N5 O 



H 



CRN 77-92-9 
CMP C6 H8 07 



110588-56-2, Noberastine 
RL: PROC (Process) 

(salt formation of, with citric acid) 
110588-56-3 CAPLUS 

3H-Imidazo(4,5-b}pyridin-2-emine. 3- t (S-methyl-2-furanyl )methyl) -N-4- 
piperidinyl- (9CI) (CA INDEX NAME) 



H . 
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ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 

antihistaminics 

INVENTOR (S) : 

PATENT ASSIGNEE (S) : 
SOURCE : 

DOCUMENT TYPE: 
LANGUAGE : 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



1991:608009 CAPLUS 
115:208009 

Preparation of 2-aminopyrimidinones as 

and antiserotoninergics 

Janssens, Frans E.; Kennis, Ludo E. J. 

Francois M. ; Dierckx, Ann C. J. 

Janssen Pharmaceutica N. V., Belg. 

Eur. Pat. Appl.. 3 0 pp. 

CODEN: EPXXDW 

Patent 

English 



PATENT NO. 


KIND 


DATE 


APPLICATION NO. 


DATE 


EP 


378254 


A2 


19900718 ' 


EP 


1990-200004 


19900103 


EP 


3782S4 


A3 


19910109 








EP 


378254 


Bl 


1994 0623 










R: AT, BE, CH, 


DE, DK, 


, ES, FR, G 


B, GR, IT, LI, LU, 


NL 


US 


5008268 


A 


19910416 


US 


1989-456391 


19891226 


ES 


2058749 


T3 


19941101 


ES 


1990-200004 


19900103 


CA 


2007198 


AA 


19900709 


CA 


1990-2007198 


19900105 


PI 


9000084 


A 


19900710 


FI 


1990-B4 


19900108' 


PI 


94526 


B 


19950615 








FI 


94526 


C 


19950925 








NO 


9000070 


A 


-19900710 


NO 


1990-70 


19900108 


NO 


172645 


B 


19930510 








NO 


172645 


C 


19930818 








AU 


9047780 


Al 


19900712 


AU 


1990-47780 


19900108 


AU 


622509 


B2 


19920409 








HU 


53364 


A2 


19901028 


HU 


1990-63 


19900108 


HU 


206350 


B 


19921028 








ZA 


9000120 


A 


19910925 


ZA 


1990-120 


19900108 


SU 


1825364 


A3 


19930630 


SU 


1990-4742861 


19900108 


CN 


1044099 


A 


19900725 


CN 


1990-100077 


19900109 


CN 


1030452 


B 


19951206 








JP 


02233678 


A3 


19900917 


JP 


1990-2414 


19900109 


PRIORITY APPLN. INFO. : 






GB 


1989-3B0 . 


A 19890109 



OTHER SOURCE (S) : 



MAR PAT 115:208009 



Habte 



04/28/2006 



10/817,472 
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AB The title compds. [I; X1X2X3X4 . (aubatitUted) CH:CHCH:CH, N:CHCH:CH, 
CH:NCH:CH, CH : CHN : CH , CH:CHCH:N, N:CHN:CH, CH:NCH:N; Rl - H, alkyl, 
cycloalkyl, arylalkyl, etc.; R2, R3, R6 - H, alkyl; n - 0-2; R4 - H, 
(substituted) alkyl; R5 - H, alkyl, alkylaminocarbonyl . 

arylaminocarbonyl ; 

R5R6 - (alkyl -Substituted) CH2CH2, CH2CH2CH2, CH:CH, CH:N, N:CH, N:CHCH2; 
Z - alkylene; Zl - CH2, O. S, SO, S02, imino] . were prepared ThuB, 
1- [ (4 -fluorophenyl) methyl] -2- (4-piperidinylmethyl) -lH-benz imidazole, 
4-methyl-2-pentanone, and Na2C03 were refluxed 42 h to give 51.2% title 
compound II which had an BOS0 of 0.005 mg/kg in rats for reduction of 
tryptamine- induced hyperemia. 
IT 131263-46-3F 131263-48-4P 131263-56-4P 
131263-58-6F 13 126 3 -62 - 2P 131263-64-4P 
131263-65-5F 131263-77-9P 131263-80-4P 
131263-81-5F 131363-83-7P 131363-85-9P 

131263- 91-7P 131263-96-2P 131264-01-2P 

131264- 04-5P 131364-08-9P 131264-14-7P 
131264-16-9P 131264-18-1P 131364-19-3P 
131264-2G-5P 131264-23-8P 131264-28-3P 
131264-29-4P 131264-30-7P 131264-31-8P 
131264-34-1P 131264-35-2P 131263-59-SP 
131283-65-3P 131203-68-6P 

RL: SPN (Synthetic preparation); PREP (Preparation) 

(preparation of, as antihistamine and antiserotoninergic) 
RN 131263-46-2 CAPLUS 
CN 4 (3H) -Pyrimidinone, 

3,6-dimethyl-2- (methylamino) -5- [2- [4- [ (3- [ (5-methyl-2- 

furanyl) methyl] -3H- imidazo [4 , 5-b] pyridin- 2 -yl ] amino] - 1 -piperidinyl ] ethyl] - 
(9CI) (CA INDEX NAME) 



L4 ANSWER ' 3 2 OP 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 




Me 



RN 131263 -4 S -4 CAPLUS 
CN 4 (3H) -Pyrimidinone, 

3 , 6 -dimethyl -5 - [2- [4 - [ [3- [ ( 5-methyl -2- f uranyl ) methyl] - 

3H-imidezo(4,5-b)pyridin-2-yl]aminoJ -l-piperidinyl)ethyl] -2- 

[ (phenylmethyl) amino] ethanedioate (1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 131263-47-3 
CMF C32 H38 NB 02 




CM 2 

CRN 144-62-7 
CMF C2 H2 04 




HO-C-C-OH 
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RN 131263-56-4 CAPLUS 

CN 4 (3H) -Pyrimidinone, 2-amino-3 , 6-dimethyl -5- [2- [4 - [ [3 - [ (5 -methyl -2 - 

furanyl) methyl] -3H-imidazo (4, 5-bJpyridin-2-yl)amino] -1-piperidinyl] ethyl] 
(9CI) (CA INDEX NAME) 




CN Urea, 

N- (1,6 -dihydro- 1,4 -dimethyl -5- [2- (4- [ (3- t (5-methyl -2 -furanyl) methyl J - 

3H-imidazo[4,S-bJpyridin-2-yl]aminol -1-piperidinyl] ethyl) -6-oxo-2- 
pyrimidinyl) -N' -methyl- (9CI) (CA INDEX NAME) 




RN 131263-62-2 CAPLUS 

CN 4 (3H) -Pyrimidinone, 2-amino-5- [2- [4- [ [3- [ (5- (hydroxymethyl) -2- 

f uranyl ] methyl } -3H- imidazo [4 , 5-b] pyridin- 2 -yl ] amino] - 1-piperidinyl ] ethyl } - 
3, 6 -dimethyl- (9CI) (CA INDEX NAME) 
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CHj— OH 



RN 131263-64-4 CAPLUS 

CN 4 (3H) -Pyrimidinone, 5- (2- {4- t {3- [ (5- (hydroxymethyl) -2 -furanyl] methyl] -3H 
imidazo (4, 5-b] pyridin- 2 -yl] amino] - 1-piperidinyl] ethyl] -3 , 6-dimethyl -2- 
( methyl ami no ) - (9CI) (CA INDEX NAME) 




CHj-OH 



RN 131263-65-5 CAPLUS 
CN 4 (3H) -Pyrimidinone, 

3,6-dimethyl-S- (2- [4- ( [3- [ (5 -methyl -2- furanyl) methyl) - 

3H-imidazo [4, 5-b] pyridin- 2-yl] amino] -1-piperidinyl] ethyl] -2- [ (2- 
pyridinylmethyl) amino] - (9CI) (CA INDEX NAME) 




Habte 



04/28/2006 



10/817,472 
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RN 131263-77-9 CAPLUS 
CN Urea. 

N- [1,6-dihydro-l. 4 -dimethyl - 5 - (2- (4- ( (3- [ ( 5 -methyl -2 - furanyl ) methyl ] - 

3H-imidazo(4, 5-bl pyridin-2-yl J amino) -1-piperidinyl] ethyl] -6-OXO-2- 
pyrimidinyl) -N' -phenyl- (9CI) {CA INDEX NAME) 




Me 



RN 131263-60-4 CAPLUS 

CN 4 <3H) -Pyrimidinone, 2- (ethylamino) -5- [2- (4- { (3- { (5- (hydroxymethyl) -2- 

furanyl) methyl) -3H-imidazo[4, 5-b)pyridin-2-yl)aminoJ -1-piperidinyl J ethyl) - 
3.6-diroethyl- (9CI) {CA INDEX NAME) 




CH 2 -OH 



RN 131263-81-5 CAPLUS 

CN 4 (3H) -Pyrimidinone, 2 - [ (2 -ethoxyethyl ) amino) - 5- [2 - [4 - [ [3 - { [S- 

(hydroxymethyl) -2 - furanyl J methyl ) -3H- iraidazo [4 , 5-b] pyridin- 2-yl ] amino) -1- 
piperidinyl] ethyl) -3. 6 -dimethyl- (9CI) (CA INDEX NAME) 



L4 ANSWER 32 OP 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 




CH 2 -0H 



RN 131263-83-7 CAPLUS 

CN 4 (3H) -Pyrimidinone. 2- (butylamino) -3 , 6-dimethyl-5- 12- [4- [(3- ( (5-methyl-2- 

furanyl) methyl) -3H-imidazo (4 , 5-b) pyridin-2-yl) amino) -1-piperidinyl J ethyl ] - 
, ethanedioate (1:2) (9CI) (CA INDEX NAME) 

CM 1 

CRN 131263-82-6 
CMF C29 H40 N8 02 




CM 2 

CRN 144-62-7 
CMP C2 H2 04 




HO- C- C— OH 
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RN 131263-B5-9 CAPLUS 
CN 4 <3H) -Pyrimidinone. 

3,6-dimethyl-5- [2- [4- [ [3- I ( 5 -methyl -2 - furanyl ) methyl] - 

3H-imidazo(4, 5-b] pyridin-2-yl) aminol - 1 -piperidinyl) ethyl ] -2- (propylamino) 
(9CI) (CA INDEX NAME) 




Me 



RN 131263-91-7 CAPLUS 

CN 4 (3H) -Pyrimidinone. 5- [2- [4- [ 13- [ [5- (hydroxymethyl) -2 - furanyl] methyl ] -3H- 

imidazo(4. 5-b] pyridin- 2-yl) ami no J -1-piperidinyll ethyl] -3 . 6-dimethyl-2- ( 1(5- 
methyl-2 -furanyl) methyl] amino] - (9CI) (CA INDEX NAME) 




CH 2 -0H 



RN 131263-96-2 CAPLUS 

CN Imidazo[1.2-a]pyrimidin-5 (1H) -one, 

l,2,7-trimethyl-6- 12- [4- [(3- ((5-methyl- 

2- furanyl) methyl ] -3H-imidazo(4, 5-b] pyridin-2-yl] amino] -1- 
piperidinyl) ethyl] - (9CI) (CA INDEX NAME) 
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O 



RN 131264-01-2 CAPLUS 

CN Imidazo[l,2-a]pyrimidin-S(lH) -one, 1, 7-dimethyl -6- [2- [4- ( [3- I <5-methyl-2 

furanyl) methyl] - 3H- imidazo (4 , 5-b] pyridin-2 -yl] amino] -1-piperidinyl] ethyl] - 
, ethanedioate (1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 131264-00-1 
CMF C27 H32 N8 02 




Habte 



CM 2 

04/28/2006 



10/817,472 
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(Continued) 
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(Continued) 



CRN 
CMP 



144-62-7 
C2 H2 04 



HO— C- C— OH 



131264-04-5 CAPLUS 

lmidazoll.2-a}pyrimidin-5(lH) -one, 2, 3-dihydro-l, 7-dimethyl-6- [2- (4- [ 13- 
[ ( 5 - methyl - 2 - f u ranyl ) methyl J -3H-imidazo[4,5-b]pyridin-2-yl)amino] -l- 
piperidinyljethyl]- (9CI) (CA INDEX NAME) 



RN 131264-08-9 CAPLUS 

CN 6H-Pyriroido[2, 1-c) [1, 2, 4}triazin-6-one. 1. 4-dihydro- 1, 3 , 8-trimethyl-7- (2- 

[4- I [3- [ (5-methyl- 2 -furanyl) methyl] -3H-imidazo {4 , 5-b] pyridin-2 -yl ) amino] -1- 
piperidinyl) ethyl} - (9CI) (CA INDEX NAME) 




-o- 



p 



RN 131264-14-7 CAPLUS 

CN i.2,4-Triazolo[4,3-a]pyrimidin-5(lH) -one, 
l,3,7-trimethyl-6- [2- (4- [ [3- [ (5- 

methyl -2 -furanyl) methyl} -3H- imidazo {4, 5-b) pyridin-2 -yl) amino] -1- 

piperidinyl ] ethyl ] - (9CI) (CA INDEX NAME) 



0g 



T 



RN 131264-16-9 CAPLUS 

CN Imidazo{l,2-a}pyrimidin-5(lH) -one, 6- [2- [4- [ [3- [ (5- (hydroxymethyl) -2- 

furanyl] methyl} -3H-imidazo [4 , 5-b) pyridin-2 -yl} amino) -1-piperidinyl] ethyl) - 
1,7-dimethyl- (9CI) (CA INDEX NAME) 



L4 ANSWER 32 OP 52 CAPLUS COPYRIGHT 2006 ACS On STN (Continued) 




RN 13 1264- IB -1 CAPLUS 

CN 6H-Pyrimido[2,l-c] [1, 2, 4] triazin-6-one, l,4-dihydro-7- [2- [4- [ [3- [ [5- 

(hydroxymethyl) -2-furanyl)methyl] -3H-imidazo (4 , 5-b] pyridin-2-yl] amino] -1- 
piperidinyl] ethyl] -1,3, 8-trimethyl- (9CI) (CA INDEX NAME) 




O 



RN 131264-19-2 CAPLUS 

CN l,2,4-Triazolo(4, 3-a)pyrimidin-5(lH) -one, 

6- [2- [4- [13- {(5- (hydroxymethyl) - 

2-furanyl] methyl) -3H- imidazo (4 , 5-b) pyridin- 2 -yl ] methyl} - 1- 
piperidinyl) ethyl] -1,3, 7-trimethyl- (9CI) (CA INDEX NAME) 



L4 ANSWER 32 OF 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 




O 



RN 131264-20-5 CAPLUS 

CN Imidazo[l,2-a)pyrimidin-5(lH) -one, 2, 3-dihydro-6- {2- [4- ( [3- I [5- 

( hydroxymethyl ) - 2 - furanyl )methyl]-3H-imidazo[4,5-b) pyr idin-2-yl] me thy 1 ] - 1 - 
piperidinyl] ethyl] - l, 7 -dimethyl- (9CI) (CA INDEX NAME) 




O 



RN 131264-23-8 CAPLUS 

CN Imidazo [l , 2-a] pyrimidin-5 ( 1H) -one, 6- {2- [4- [ (3- [ [5- (hydroxymethyl) - 2- 

furanyl] methyl} -3H- imidazo (4, 5-b) pyridin-2 -yl] methyl] - 1 -piperidinyl) ethyl] 
1,2, 7-trimethyl- (9CI) (CA INDEX NAME) 



Habte 



04/28/2006 



10/817,472 
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HO-CH2 



0q 



RN 131264-28-3 CAPLUS 

CN 1.2.4-Triazolo[4.3-a]pyrimidin-5(lH) -one, 
«- [2- [4- [ (3- (3-furanylmethyl) -3H- 

imidazo(4, 5-b] pyridin-2-yl] amino] - 1-piperidinyl] eChyl) -1, 3 , 7- trimethyl- 

(9CI) (CA INDEX NAME) 



Oq 



T 



ANSWER 32 OF 52 CAPLUS COPYRIGHT 2006 ACS on STN 
(9CI) (CA INDEX NAME) 



9 

I Me 

T 



131264-30-7 CAPLUS 

l,2,4-Triazolo(4,3-a]pyrimidin-5(lH) -one, 6- [2- [4- [ [3- [<4- 
fluorophenyl) methyl] -3H-imidazo [4 , S-b] pyridin-2-yl] thio) -1- 
piperidinyl] ethyl] -1.3. 7 -tri methyl- (9CI) (CA INDEX NAME) 



T 

Ci^3^— ^ S CH 2 - CH 2 — ^C/ W ^\ 

T 



131264-31-8 CAPLUS 

1.2,4-Triazolo(4.3-a]pyrimidin-5(lH) -one, 6- [2- (4- [ [3- 1(4- 
fluorophenyl) methyl] -3H-imidazo(4, 5-b]pyridin-2-yl] oxy] -1- 
piperidinyl} ethyl] -1 , 3 . 7-trimethyl- (9CI) (CA INDEX NAME) 



(Continued) 



CN 



131264-29-4 CAPLUS 

l,2,4-Triazolo[4.3-a]pyrimidin-5(lH)-one, 1,3, 7-trimethyl-6- (3- (4- [[3- (2- 



pyridinyl methyl) -3H-imidazo [4 , 5 -b] pyridin-2 -yl] amino] -1-piperidinyl] ethyl] - 



L4 ANSWER 32 OF 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 




O 



RN 131264-34-1 CAPLUS 

CN Imidazo[l,2-a]pyrimidin-5(lH) -one, 6- (2- [hexahydro-4- ( [3- [ (5-methyl -2- 

furanyl) methyl] -3H-imidazo[4, 5 -b] pyridin-2 -yl] amino] -lH-azepin-l-yl]ethyl] - 
1.2, 7-trimethyl-, (2E) - 2 -butenedioate (1:2) (9CI) (CA INDEX NAME) 

CM 1 

CRN 131264-33-0 
CMP C29 H36 N8 02 




CM 2 

CRN 110-17-8 
CMP C4 H4 04 

Double bond geometry bb ohown. 

Habte 
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^^^C0 2 H 
H0 2 C 

RN 131264-35-2 CAPLUS 

CN 1.2,4-Triazolo[4,3-a]pyrimidin-5(lH) -one, 
6- [2- [hexahydro-4- [ [3- [ (5-methyl - 

2 -furanyl) methyl] -3H- imidazo (4 , S-b] pyridin- 2-yl ] amino) - lH-azepin- 1 - 

yl] ethyl ] -1,3, 7-trimethyl- (9CI) (CA INDEX NAME) 




Me 



RN 131283 -59- 5 CAPLUS 

CN 4(3H) -Pyrimidinone. 2-amino-5- [2- [4- [ [3- ( [5- (hydroxymethyl) -2- 

furanyl] methyl ] -3H-imidazo (4 . 5-b] pyridin-2-yl] methyl] -1-piperidinyl] ethyl] - 
3.6-dimethyl- (9CI) (CA INDEX NAME) 




CHa-OH 



RN 131283-65-3 CAPLUS 

CN 6H-PyrimidoI2, 1-c] [1. 2, 4] triazin-6-one, 1, 4-dihydro-7- [2- [4- [ (3- [ (S- 

( hydroxymethyl) -3 -furanyl] methyl J -3H-imidazo (4 , 5-b] pyridin- 2-yl] methyl] -1- 
piperidinyl] ethyl] -1, 3, 8-trimethyl- (9CI) (CA INDEX NAME) 

04/28/2006 



10/817,472 
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CHa— OH 



L4 ANSWER 32 OP 53 CAPLUS COPYRIGHT 2006 ACS on STN 
^C0 2 H 



(Continued) 



H0 2 < 




'2 



p 



RN 131383-68-6 CAPLUS 

CN l, 2, 4-Triazolo{4,3-a]pyrimidin-5 (1H) -one, 

l,3.7-trimethyl-6- [3 - [3 - [ [3 - { ( 5 - 

methyl -3 -furonyl) methyl) -3H-imidazo [4 , 5-b)pyridin-2-yl]amino] -1- 
pyrrolidinyl) ethyl] -. (2E) -2-butenedioate (2:3) (9CI) (CA INDEX 1 

CM 1 

CRN 131283-67-S 
CMP C36 H31 N9 02 



T 



CRN 110-17-8 
CMF C4 H4 04 



Double bond geometry as shown. 
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CAPLUS COPYRIGHT 2006 ACS on STN 
1991:185500 CAPLUS 
114:185500 
Preparation of 



AB The antihietaminic effects of 7 days treatment with each of three doses 
of 

noberastine (10, 20 and 30 mg) were compared to placebo in healthy male 
volunteers. The antihistamine activity was assessed from the inhibition 
of weal and flare formation after intradermal histamine injections. For 
both weal and flare there was a highly significant effect of treatment 
with each of the three doses of noberastine, compared to placebo. The 3 0 
mg daily dose produced the maximum inhibition of weal and flare. The 

daily 

mean values for the assessment of sedation by visual analog scales at 
09.00 h, 15.00 h and 31.00 h showed no significant treatment, or order, 
effect for any of the three doses of noberastine compared to placebo. 

The 

mean steady-state plasma concns. of noberastine were higher with 
increasing daily doses of noberastine (trough concns.: 1.0, 1.6 and 3.2 
ng/mL; peak concns.: 3.5, 13.4 and 20.9 ng/mL for 10, 30 and 30 mg daily 
dose, reBp.). The percentage weal inhibition correlated (r « 0.77) with 
steady-state noberastine plasma trough levels. The percentage flare 
inhibition showed a weaker correlation (r » 0.35) with steady-state 
noberastine plasma trough levels. 

IT 110588-56-3, Noberastine 

RL : BAC (Biological activity or effector, except adverse) ; BSU 

(Biological 

study, unclassified) ; THU (Therapeutic use) ; BIOL (Biological study) ; 

USES 



on histamine- induced weal and flare 



(Uses) 

(antihistaminic activity of. 
formation in humans) 
110S88-56-3 CAPLUS 

3H-Imidazo[4,5-b]pyridin-3-amine, 3- [ (5 -methyl -3 -furenyl) methyl] -N-4- 
piperidinyl- (9CI) (CA INDEX NAME) 



[ (hydroxyalkylfuryl ) methyl] benzimidazid 

ea and -imidazopyridines as antihistamines 
Janssens, Frana Eduard; Diels, Gaston Stanislas 
Marcella; Leenaerts, Joseph Elisabeth 
Janssen Pharmaceutics N. V., Belg . 
Eur. Pat. Appl . , 48 pp. 
CODEN: EPXXDW 

Patent 
English 



INVENTOR (S) : 



PATENT ASSIGNEE (S) 
SOURCE : 



DOCUMENT TYPE: 
LANGUAGE : 
FAMILY ACC. NUM. COUNT 
PATENT INFORMATION: 



PATENT NO. 



EP 393738 
EP 393738 

R: AT, BE, 
ES 2067645 
CA 2013892 
AU 9052951 
AU 615612 
ZA 9002664 
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NO 9001580 
NO 174851 
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RU 2030415 
FI 95702 
FI 95703 
CN 1046161 
CN 1031403 
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OTHER SOURCB(S) : 



KIND DATE 

Al 19901024 
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DE. DK, ES, FR, 

T3 19950401 

AA 19901007 

Al 19901011 

B2 19911003 

A 19911224 

Al 1997021B 

A 19901008 

B 19940411 

C 19940720 

A3 19901130 

A2 19920328 

CI 19950310 

B 19951130 

C 19960311 

A 19901017 

B 19960327 

A 19931221 



APPLICATION NO. 



EP 1990-200720 



GB, GR, IT, LI, LU, NL, SE 



ES 1990-200720 
CA 1990-2013892 
AU 1990-52951 

ZA 1990-2664 
IL 1990-94008 
NO 1990-1580 



JP 1990-90528 
HU 1990-2107 
RU 1990-4743517 
FI 199D-1755 

CN 1990-101997 

US 1992-842024 
US 1989-335022 

US 1990-488566 



19900327 
19900405 
19900405 

19900405 
19900405 
19900406 



19900406 
19900406 
19900406 
19900406 

19900407 

19920226 
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q 
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AB The title compels. [I; A1A2A3A4 - (substituted) CH:CHCH:CH, NsCHCHtCH, 

CH:NCH:CH, N:CHN:CH, etc.; D - Cl-4 alkylene; Rl - H, alkyl, arylalkyl, 
alkylcarbonyl; R2,R3 - H, alkyl; n - 0-2; B - NR4, O, S, SO, S02, CH2; R4 
. H, alkyl, cycloalkyl, arylalkyl; L - H, alkyl. cycloalkyl, 
(aryl)alkenyl, alkylcarbonyl, alkoxycarbonyl , arylcarbonyl, 
arylalkoxycarbonyl, alkylsulfonyl , arylsulfonyl . heterocyclylalkyl, 

etc.] , 

were prepared Thus, a mixture of Et 4- ( lH-benzimidazol -2 -ylamino) -l- 
piperidinecarboxylate, Et 5-chloromethyl-2-furancarboxylate, Na2C03, and 
DMF vsb stirred 2 nights at 70° to give 70.8% condensation product, 
which was refluxed with LiBH4 in THP followed by reflux with KOH in 
Me2CHOH to give title compound II. II had an EOS0 of 0.04 mg/kg s.c. in 
rats for inhibition of compound 46/80- induced lethality. Several I are 

also 

serotonin antagonists. 
IT 1325S1-40-7P 132551-41-BP 132 551-42 - 9P 
132551-43-0P 132551-44-1P 132551-46-3P 
132551-47-4P 132S91-4a-5P 132551-49-6P 
132551-51-0P 132SS1-S2-1P 132551-54-3P 
132551-55-4P 1325S1-SS-5P 132551-5B-7P 
133551-S0-1P 1325S1-C1-2P 132551-62-3P 
133531-63-4P 132551-64-5P 132551-65-CP 
133551-67-BP 132551-68-9P 133551-69-0P 
132551-70-3P 132551-72-5P 132551-73-6P 

132551- 74-7P 132551-7S-8P 132552-17-1P 

132552- 31-9P 132553-46-6P 132552-4B-8P 
132S52-49-9P 132S64-1S-9P 133584-62-4P 
1325B4-63-5P 132929-59-0P 

RL: BAC (Biological activity or effector, except adverse) ; BSU 
(Biological 

study, unclassified) ; SPN (Synthetic preparation) ; THU (Therapeutic use) ; 
BIOL (Biological study); PREP (Preparation); USES (Uses) 
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(prepn. of, as antihistamine) 
RN 132551-40-7 CAPLUS 

CN 1-Piperidinecarboxylic acid, 4- ( (3- ( (5- (hydroxytnethyl) -3 -furanyl] methyl] - 
3H-imidazo(4, 5-bJpyridin-2-yl] amino] -, ethyl ester (9CI) (CA INDEX NAME) 



if 




CH 3 ~ OH 



RN 132S51-41-8 CAPLUS 

CN 2-Puranmethanol. 5- [ [2- (4 -piperidinylamino) -3H- imidazo [4 . 5-b] pyridin-3 - 
yl] methyl]- (9CI) (CA INDEX NAME) 




RN 132551-42-9 CAPLUS 

CN 2-Puranmethanol, 5- [ (2- (4-piperidinylamino) -3H-imidazo [4 , 5-b] pyridin-3 - 
yllmethyl]-, (2E) -2 -butenedioate (2:3) (salt) (9CI) (CA INDEX NAME) 

CM 1 

CRN 132551-41-8 
CMF C17 H21 N5 02 
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CM 2 

CRN 110-17-8 
CMF C4 H4 04 

Double bond geometry as shown. 
-C0 2 H 

H0 2 C 

RN 133551-43-0 CAPLUS 
CN 3-Furanmethanol, 

S- [ (3- ( [1- [3- (4-methoxyphenyl)ethyl] -4-piperidinyl]amino] - 

3H-imidazo [4, 5-b] pyridin-3-yl] methyl) - (9CI) (CA INDEX NAME) 

ch 2 -oh 

RN 133SS1-44-1 CAPLUS 

CN 2-Puranmethanol. S- t [2- [ (1- (3-ethoxyethyl ) -4-piperidinyl] amino] -3H- 
imidazo(4,5-b]pyridin-3-yl]methyl) - (9CI) (CA INDEX NAME) 
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CH 2 — CH 2 -0Et 



CH 2 -0H 



RN 132551-46-3 CAPLUS 

CN 1-Butanone, 1- (4-f luorophenyl) -4 - [4 - [ (3- { IS- (hydroxymethyl) -2- 

furanyl] methyl] -3H-imidazo [4 . 5-b] pyridin-3-yl] amino] - 1-piperidinyl] -, 
ethanedioate (1:1) (salt) (9CI) (CA INDEX NAME) 

CM l 

CRN 132551-45-2 
CMF C27 H30 F N5 03 




CH 2 ~ OH 



CM 2 

CRN 144-62-7 
CMF C2 H3 04 



n 

HO-C-C-0H 



RN 133551-47-4 CAPLUS 

CN 3H-Benzimidazol-2-one, 1. 3 -dihydro- 1- 12- [4- [ [3- ( (5- (hydroxymethyl) -2- 

furanyl] methyl] - 3H-imidazo [4 , 5-b] pyridin-3-yl] amino] -1-piperidinyl] ethyl) - 
(9CI) (CA INDEX NAME) 



Habte 



04/28/2006 



10/817,472 
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RN 1325S1-4B-S CAPLUS 

CN 5H-Thiazolo[3,2-a)pyrimidin-S-one, 2 , 3 -dihydro-6 - [2- 14- [ [3- [ 15- 

(hydroxymethyl) -2 -furanyl] methyl) -3H-imidazo [4 , 5-b] pyridin-2-yl] amino] -1- 
piperidinyl] ethyl} -7-methyl- (9CI) {CA INDEX NAME) 
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PAGE 1-A 




PAGE 2 -A 



RN 132551-49-6 CAPLUS 

CN SH-Thiazolo[3.2-e]pyrimidin-5-one, 6- [2- [4- ( (3- [[5- (hydroxymethyl) -2 

furanyl 3 methyl! -3H-imidazo (4 , 5-b) pyridin-2-yl] aminoj -1-piperidinyl) ethyl) 
7 -methyl- (SCI) (CA INDEX NAME) 
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RN 132551-51-0 CAPLUS 

CN 4H-PyridoU,2-a)pyrimidin-4-one, 3- [2- [4- [ [3- [[5- (hydroxymethyl) -2- 

furanyl) methyl) -3H- imidazo [4 , 5-b]pyridin-2-yl) amino) -1-piperidinyl) ethyl] - 
2-methyl-. (2E) -2-butenedioate (2:5) (ualt) (9CI) (CA INDEX NAME) 



CRN 132551-50-9 
CMF C28 H31 N7 03 
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(Continued) 




CRN 110-17-8 
CMF C4 H4 04 



Double bond geometry as shown. 



RN 132551-52-1 CAPLUS 

CN 2-Furanmethanol, 5- [ (2- ( [1- (phenyl methyl) -4 -piperidinyl] methyl] -3H- 
imidazo[4,5-b]pyridin-3-yl)methyl] - (9CI) (CA INDEX NAME) 



^ J N CH 2 "n^/N 

4- 



RN 132551-54-3 CAPLUS 

CN 3H-Imidazo{4,5-b]pyridine, 3- I {5- (methoxymethyl ) -2-furanyl] methyl] -2 
(phenylmethyl) -4 -piperidinyl] methyl) -, ethanedioate (1:1) (9CI) (CA 

INDEX 



CRN 132551-53-2 
CMF C26 H3 0 N4 02 



Habte 



04/28/2006 



10/817,472 
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CH 2 -OMe 



CM 2 

CRN 144-63-7 
CMP C2 H3 04 




HO-C— C— OH 



RN 132551-55-4 CAPLUS 

CN 2-Furanmethanol, 5- [ [2- (4 -piperidinylmethyl ) - 3H- imidazo [4 , 5-b) pyridin-3 - 
yl I methyl) - (9CI) (CA INDEX NAME) 




CH 2 -0H 



L4 ANSWER 34 OF 52 CAPLUS COPYRIGHT 3006 ACS on STN (Continued) 




CHa-OH 

CM 2 

CRN 110-17-8 
CMP C4 H4 04 

Double bond geometry as shown. 
C0 2 H 

H02C 

RN 132551-58-7 CAPLUS 

CN 5H-Thiazolo[3.2-a)pyrimidin-5-one, 2 , 3 -dihydro-6 - [2- [4- [ [3- [ [5- 

(hydroxymethyl) -2 -furanyl] methyl] -3H- imidazo [4, 5-b] pyridin-2-yl] methyl] -1- 

piperidinyl] ethyl) -7-methyl-, (2E) -2-butenedioate (1:1) (salt) (9CI) (CA 
INDEX NAME) 

CM 1 

CRN 132551-57-6 
CMF C27 H32 N6 03 S 



RN 132S51-56-5 CAPLUS 

CN 2-Furanmethanol, 5- [ [2- (4 -piperidinylmethyl ) -3H-imidazo [4, 5-b] pyridin-3 - 
yl] methyl)-, (2E) - 2 -butenedioate (1:2) (salt) (SCI) (CA INDEX NAME) 

CM 1 

CRN 132551-55-4 
CMP CIS H22 N4 02 
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PAGE 1-A 



-CH 2 



9 

-H 



r 

CH 3 



CRN 110-17-8 
CMF C4 H4 04 



Double bond geometry as shown. 
" ^C0 2 H 



H0 2 C 



RN 



132551-60-1 CAPLUS 

1-Piperidinepropanamide, 4- [ 13- ( (5- (hydroxymethyl) -2 - Curanyl ] methyl) -3H- 
imidazo (4. 5-b] pyridin-3 -yl] amino] -N- (1-methylethyl) -, ethanedioate (3:3) 
(salt) (9CI) (CA INDEX NAME) 



L4 ANSWER 34 OF 52 CAPLUS COPYRIGHT 2006 ACS On STN (Continued) 
CM 1 

CRN 132551-59-8 
CMF C23 H32 N6 03 




CH 2 ~ CH 2 - C— NHPr - i 



CRN 144-62-7 
CMF C2 H2 04 



HO-C-C-OH 



132551-61-2 CAPLUS 

3-Furanmethanol, S- [ {2- ( (1 -methyl- 4 -piperidinyl) amino] -3H-imidazo (4 , 5- 
b]pyridin-3-yl]methyl] - (9CI) (CA INDEX NAME) 



132551-62-3 CAPLUS 

1-Piperidineethanol. a- ( (4 -f luorophenoxy) methyl] -4- [ (3- ( [5- 
(hydroxymethyl) - 2 -furanyl) methyl] -3H-imidazo(4,5-b)pyridin-2-yl]amino) - 
(9CI) (CA INDEX NAME) 



Habte 



04/28/2006 



10/817,472 Page 47 
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(Continued) 




CHa-OH 



RN 132551-63-4 CAPLUS 

CN 3-Purancarboxamide, N-{3-(4-((3- [(5- (hydroxymethyl ) -2- furanyl] methyl] -3H- 
imidazo[4. 5-b] pyridin-2-yl) methyl) - 1 -piperidinyl ] ethyl ) - <9CI) (CA INDEX 
NAME) 




CH 2 -OH 



RN 132551-64-5 CAPLUS 

CN 2-Furancarboxamide, N- {2- (4- { (3- [ [S- (hydroxymethyl) -2 -furanyl] methyl] -3H- 
imidazo[4,5-b]pyridin-2-yl]amino] -1-piperidinyl) ethyl] - (9CI) (CA INDEX 
NAME) 




RN 132551-65-6 CAPLUS 

CN 5H-Thiazolo[3,2-a]pyrimidin-S-one. 6- [2- [4- ( [3- ( [5- (hydroxymethyl ) -2- 

furanyl] methyl] -3H-imidazo (4 , 5-b] pyridin- 2 -yl] methyl] -1-piperidinyl] ethyl] - 
7-methyl- (9CI) (CA INDEX NAME) 



PAGE 1-A 




C«2 
^2 



PAGE 2 -A 




RN 132551-67-B CAPLUS 

CN Sulfamic acid, cyclohexyl-, compd. with 1- (4-fluorophenyl) -4- [4- [ (3- [ 

(hydroxymethyl ) - 2 - furanyl ] methyl ] - 3H- imidazo [4 , 5 -b] pyr idin-2 -yl J methyl ] - 1 - 
piperidinyl) -1-butanone (1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 132551-66-7 
CMP C28 H31 P N4 03 



L4 ANSWER 34 OF 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 



^ ^? N CH 2 S s / N (CH2)3-C— ^ J» 



CRN 100-88-9 

CMP C6 H13 N 03 S 



RN 132551-68-9 CAPLUS 

CN 7H-Iooxazolo[2, 3-a]pyrimidin-7-one, 6- [3- (4- [ [3- [ (5- (hydroxymethyl) -2- 

furanyl] methyl] -3H-imidazo [4. 5-b]pyridin-2-yl)methyl] -1 -piperidinyl] ethyl] - 
2,5 -dimethyl- (9CI) (CA INDEX NAME) 



PAGE 1-A 




Habte 
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RN 132551-69-0 CAPLUS 

CN 4H-Pyrido[l,2-a]pyrimidin-4-one, 3- [2- [4- [ {3- [ 15- (hydroxymethyl) -2- 

furanyl] methyl] - 3H- imidazo [4 . 5-b] pyridin-2-yl] methyl) -1-piperidinyl) ethyl] 
2-methyl- (9CI) (CA INDEX NAME) 

^tO*- cH2 ~ ffl2 i 

CH 2 -OH 
RN 132551-70-3 CAPLUS 

CN 2H.6H-Pyrimido{2, 1-b] {l,3}thiezin-6-one« 3, 4-dihydro-7- (2- (4- H3-II5- 

(hydroxymethyl) -2 -furanyl) methyl J -3H- imidazo (4, 5-b] pyridin-2-yl] methyl] -l- 
piperidinyl) ethyl] -8-methyl- (9CI) (CA INDEX NAME) 

CH 2 -CH 3 — rT N > 



132551-72-5 CAPLUS 
a -Puranmethanol , 



04/28/2006 



;ethyl] -4 -piperidinyl] methyl] -3H- 



10/817,472 



Page 4 8 
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imidazo (4, 5-b]pyridin-3-yl] methyl] (2E) -2-butenedioate (2:3) (salt) 
(9CI) (CA INDEX NAME) 

CM 1 

CRN 1325S1-71-4 
CMP C25 H29 N5 02 




CH 3 -0H 



CM 2 

CRN 110-17-8 
CMP C4 H4 04 

Double bond geometry as ehown. 




RN 132551-73-6 CAPLUS 

CN 2-Thiophenecarboxamlde, 

N- (2- [4- t [3- 1 [5- (hydroxymethyl) -2 -furanyl) methyl] - 

3H-imidazo(4,5-b]pyridin-2-yl]methyl] -1-piperidinyl] ethyl) - (9CI) (CA 
INDEX NAME) 




CH 2 -OH 



RN 132SS1-74-7 CAPLUS 

CN Pyrazinecarboxamide, 3-amino-N- [2- {4 - [ (3- I (5- (hydroxymethyl) -2- 
furanyl] methyl) -3H- imidazo [4 , 5-b) pyridin-2-yl 3 methyl) -1-piperidinyl] ethyl] - 



L4 ANSWER 34 OP 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 
(9CI) (CA INDEX NAME) 




CH 2 - OH 



RN 132551-75-B CAPLUS 

CN Urea, N-ethyl-N* - [2- (4- { [3- { [5- (hydroxymethyl) -2 -furanyl] methyl] -3H- 

imidazo[4,5-b)pyridin-2-yl]methyll -l-piperidinyl]ethyl) - (9CI) (CA INDEX 
NAME) 




CH 2 -OH 



RN 132552-17-1 CAPLUS 

CN 2-Furanmethanol , 5- [ (2- [ (hexahydro-lH-azepin-4 -yl ) amino] -3H- imidazo [4,5- 
b] pyridin-3-yl] methyl) -, (2E) -2-butenedioate (1:2) (oalt) (9CI) (CA 

INDEX 

NAME) 
CM 1 

CRN 132552-16-0 
CMF C18 H23 N5 02 



L4 ANSWER 34 OP 52 CAPLUS COPYRIGHT 2006 ACS on STN 



CRN 110-17-8 
CMP C4 H4 04 



Double bond geometry as shown. 
^C0 2 H 



ho 2 c 

rn 132552-31-9 caplus 

CN 2-Puranmethanol, 5- [ [2- ( (hexahydro-l-methyl-lH-azepin-4-yl)amino] -3H- 
imidazol4,5-bJpyridin-3-yl)methyl] -, (2E) -2-butenedioate (1:2) (salt) 
(9CI) (CA INDEX NAME) 



CRN 132552-30-8 
CMP C19 H25 N5 02 



ANSWER 34 OP 52 
.C0 2 H 



CAPLUS COPYRIGHT 2006 ACS on STN 



(Continued) 



RN 132552-46-6 CAPLUS 

CN 1- Piper idinecarboxylic acid, 4- [ [3- { [5- (hydroxymethyl) -2- furanyl] methyl] - 
3H-imidazo[4. s-b]pyridin-2-yl)methyl] ethyl eater (9CI) (CA index 

NAME) 



r 



RN 132552 -48 - 8 CAPLUS 

CN 1-Piperidineacetonitrile, 4- [ {3- I [5- (hydroxymethyl) -2 -furanyl] methyl] -3H- 
imidazo[4.S-b]pyridin-2-yl]amino) - (9CI) (CA INDEX NAME) 



132552-49-9 CAPLUS 

lH-Azepine- 1-carboxylic acid, hexahydro-4- [ (3- ( (5- (hydroxymethyl) -2- 

f uranyl] methyl] -3H- imidazo [4, 5-b] pyridin-2-yl ) amino]-, ethyl ester (9CI) 

(CA INDEX NAME) 



CM 2 

CRN 110-17-8 
CMP C4 H4 04 

Double bond geometry aa shown. 



Habte 



04/28/2006 



10/817,472 
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QrxzP' 



RN 132564-15-9 CAPLUS 

CN 7H-Iooxazolo[2,3-a]pyrimidin-7-one, 6- {2- (4- [ [3- [ [5- (hydroxymethyl) -2- 

furanylj methyl] -3H-iraidazol4,5-b]pyridin-2-yl]amino] -1-piperidinyl] ethyl} - 
2,5-dimethyl- (9CI) (CA INDEX NAME) 



HO" CH 2 

Q 

Or, 
0 
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PAGE 2 -A 



CH 2 




4 



RN 132584-62-4 CAPLUS 

CN 5H-Tetrazol-5-one, 1-ethyl-l , 4-dihydro-4- [2- (4- [ 13- [ [5- (hydroxymethyl) -2- 

furanyl) methyl) -3H-imidazo[4, 5-b] pyridin-2-yl ) amino) -1-piperidinyl] ethyl] - 
(9CI) {CA INDEX NAME) 



r 
\ 



RN 132584-63-5 CAPLUS 

CN lH-Indole-2-carboxamide, 

N- [2- (4- ( [3- { [5- (hydroxymethyl) -2-furanyl] methyl] - 

3H-imidazo{4, 5-b]pyridin-2-yl] amino] - 1-piperidinyl] ethyl 1 -1-methyl- (9CI) 
(CA INDEX NAME) 



L4 ANSWER 34 OP 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 

PAGE 1-A 

HO-CHa 



6 



p 

CH2 



nui 



132929-59-0 CAPLUS 

2-Furanmethanol. 5- I (2- [ [1- (2- [ ( 9-methyl - 9H-purin-6 -yl ) amino] ethyl] -4- 
piperidinyl) methyl] -3H-imidazo(4, 5-b)pyridin-3-yl]methyl] - (9CI) (CA 
INDEX NAME) 
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90518-52-8P 

RL: SPN (Synthetic preparation) PREP (Preparation) 

(preparation of. as intermediate for antihistaminic) 
90518-52-8 CAPLUS 

1-Piperidinecarboxylic acid, 4- ( (3- (2-furanylmethyl) -3H-imidazo [4 . S- 
b]pyridin-2-yl)amino) -, ethyl eater (9CI) (CA INDEX NAME) 



Habte 



04/28/2006 



10/817,472 
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ACCESSION NUMBER : 
DOCUMENT NUMBER: 
TITLE; 



CORPORATE SOURCE : 



1991:135873 CAPLUS 
114:135673 

Comparative Btudy of central and peripheral 
histamine-Hl receptor binding in vitro and ex vivo of 
non-eedating antihistamines and of noberaetine, a new 
agent 

Leyaen, Josee E.; Gomraeren, Walter; Jansaen, Paul P. 
M.j Janssen, Paul A. J. 

Dep. Biochera. Pharmacol., Janssen Res. Pound.. 



B-2340, Belg. 

Drug Development Research (1991), 22(2), 165-78 
CODEN : DDREDK; ISSN: 0272-4391 
Journal 
English 

A new antihistamine, noberastine, and clin. used non- sedating 
antihistamines, aatemizole, mequitazine, terfenadine, loratadine. and 
cetirizine were investigated for in vitro and ex vivo binding to 
hiatamine-Hl receptors in guinea-pig cerebellums and lungs. In vitro, 



DOCUMENT TYPE 
LANGUAGE : 



all 



the drugs dissociated slowly from histamine-Hl receptors (half-times 
&100 min) , Ki , app-values decreased with longer incubation timeB and 
for potent lipophilic agents (aatemizole, mequitazine, and terfenadine) 
Ki, app-values were lower with more dilute tiseue suspensions. Because of 
the slow dissociation, true binding equilibrium cannot be attained 
during limited 

incubation times and because of the apparently high tissue adsorption for 
some of the drugs, the actual free drug concentration in solution is 
unknown . 

Therefore, measured binding parameters are apparent; true equilibrium 
binding 

consts. cannot be estimated Noberastine showed the lowest Ki.app-value 



in 



various assay conditions (0.55-0.15 nM) . In optimized assay conditions, 
aatemizole and mequitazine were nearly as potent (Ki, app-values 0.2 and 
0.29 nM) . Terfenadine, cetirizine, and loratidine bound with 30-, 80- 

and 

100-times lower affinity. The in vitro receptor binding and 
neurotransmitter inhibition profile of these compds. revealed that they 
all primarily bound to histamine-Hl receptors. The occupation of lung 

and 

cerebellar histamine-Hl receptors was investigated after oral 
administration of different dosages of the drugs and at various times 
after drug administration ueing ex vivo binding techniques. Noberastine 
and aatemizole were the most potent compds. and showed complete 
differentiation between lung and cerebellar receptor occupation (with 

0.63 

mg/kg: 701 lung receptor occupancy, <10% cerebellar receptor occupancy). 
With mequitazine and terfenadine, a 7-times higher dose was required to 
reach the same effect. Aatemizole was extremely long acting and 
noberastine, mequitazine and terfenadine were short acting. Loratidine 
and cetirizine differentiated very poorly or not at all between lung and 
cerebellar receptor occupation (at 2.5 mg/kg: 70% and 60% lung receptor 
occupation. 50% and 70% cerebellar receptor occupation) . The 
physicochem. 



ANSWER 35 OP 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 
properties of the drugs were considered in the discussion of the data. 

appeared that penetration into the brain is not directly related to 
lipophilicity. The study allowed a quant, comparison of the receptor 
binding properties of the drugs. Noberastine, as a shorter acting agent, 
and aatemizole, as a long acting agent, appeared to be the compds. of 
choice as non- sedating antihistamines. 
1105B8-S6-2, Noberastine 
RL: BIOL (Biological study) 

(histamine-Hl receptors binding by, in brain cerebellum and lung) 
110588-56-2 CAPLUS 

3H-Imidazol4, 5-b)pyridin-2-amine. 3- [ (5-methyl -2-furanyl) methyll -N-4- 
piperidinyl- (9CI) (CA INDEX NAME) 



H 

q 

fyy- L 

N— CH 



L4 ANSWER 36 OF 52 
ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 

PATENT ASS I GNEE ( S ) : 
SOURCE : 



CAPLUS COPYRIGHT 2006 ACS on STN 
1989:534153 CAPLUS 
111:134153 

Preparation of (heterocyclylalkyl) imidazopyridines as 

antiallergy agents 

Janssen Pharmaceutica N. v., Belg. 

Jpn. Kokai Tokkyo Koho, 46 pp. 

CODEN: JKXXAP 



DOCUMENT TYPE: Patent 

LANGUAGE: Japanese 

FAMILY ACC. NUM. COUNT: 1 
PATENT INFORMATION: 



PATENT NO. 


KIND 


DATE 


APPLICATION NO. 




DATE 


JP 


01031782 


A2 


19890202 


JP 


1988- 


-170051 




19880709 


US 


4946843 


A 


19900807 


US 


1988- 


-211652 




19880627 


EP 


307014 


Al 


19890315 


EP 


1988- 


-201387 




19880704 


EP 


307014 


Bl 


19921209 














R: AT, BE, CT 


I, DE, ES 


. PR, GB, 


GR, IT, LI, 


, LU, NL, 


SE 




AT 


83147 


E 


19921215 


AT 


1988- 


-201387 




19880704 


CA 


1324131 


Al 


19931109 


CA 


1986- 


-571030 




19880704 


ES 


2043711 


T3 


19931216 


ES 


1968- 


•201387 




19880704 


IL 


87018 


Al 


19930221 


IL 


1988- 


•8701B 




19880706 


DK 


8803823 


A 


19890111 


DK 


19B8- 


•3823 




19880706 


FI 


8803282 


A 


19890111 


FI 


1988- 


-3282 




19880708 


PI 


89483 


B 


19930630 












FI 


89483 


C 


19931011 












NO 


8803069 


A 


19890111 


NO 


1988 


-3069 




19880708 


NO 


167979 


B 


19910923 












NO 


167979 


C 


19920102 












AU 


8818853 


Al 


19890112 


AU 


1988- 


-18853 




19880708 


AU 


608336 


B2 


19910328 












HU 


47573 


A2 


19890328 


HU 


1988 


-3598 




19880708 


HU 


204627 


B 


19920226 












ZA 


8804946 


A 


19900328 


ZA 


198B- 


■4946 




19880708 


CN 


1030587 


A 


19890125 


CN 


1988 


-104375 




19880709 


CN 


1020906 


B 


19930526 












US 


5011842 


A 


19910430 


US 


1990 


-561633 




19900802 


US 


5086056 


A 


19920204 


us 


1991 


-652828 




19910208 


RITY APPLN. INFO. : 






GB 


1987- 


•16313 


A 


19870710 










us 


1988- 


-211652 


A3 


19880627 










EP 


1988- 


-201387 


A 


19880704 










us 


1990 


•561633 


A3 


19900802 
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Rl 




AB The title cotnpda. [I; 1 of A1-A4 - N, the others - (un) substituted CH; L 

H, Cl-« alkylcarbonyl, alkylsulfonyl , etc.; R - H, Cl-6 elkyl; Rl - H, 
Cl-10 alkyl, C3-6 cycloalkyl, etc.; ra - 1-4; n ■ 1, 2], useful as 
antiallergy agents, were prepared A mixture of 

N- 13- t (2-ethoxyethyl) amino) -4- 

pyridinyll -4- (phenylmethyl) - l-piperazineacetamide, 4 -MeC6H4S03H, and 
xylene was refluxed 16 h to give 

3- (2-ethoxyethyl) -2- [ (4- (phenylmethyl) -1- 

piperazinyl} methyl] -3H-imidazo (4 , S-c] pyridine. 2- { (4-Methyl-l- 
piperazinyl) methyl] -3- [2- (2-propynyloxy) ethyl] -3H- imidazo [4 , S-b] pyridine 
exhibited an ED50 of 0.02 mg/kg against compound 48/60- induced allergy in 
rats. 

IT 133659-71-6P 133S59-79-4P 1326S9-86-3P 
133459-94-3P 133S59-95-4P 122660-00-8P 
123660-04-3P 123(01-69-4? 133681-91-8P 

RL: SPN (Synthetic preparation) ; PREP (Preparation) 
(preparation of, as antiallergic agent) 
RN 122659-71-6 CAPLUS 

CN 1-Piperazinecarboxylic acid, 4- [ [3- [ (5-methyl-2-furanyl) methyl] -3H- 

imidazo[4,5-b)pyridin-2-yl]methyl) -, ethyl ester (SCI) (CA INDEX NAME) 




Me 



L4 ANSWER 36 OP 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 
CMP CIS H23 N5 O 




CM 2 

CRN 110-17-B 
CMP C4 H4 04 

Double bond geometry as shown. 



^C0 3 H 

H0 2 C 

RN 122659-86-3 CAPLUS 

CN 3H-Imidazo[4, 5-b] pyridine, 3- [ (5 -methyl -2- furanyl) methyl] -2- { (4 -methyl - 1 - 
piperazinyl) methyl] -, (2E) -3-butenedioate (1:2) (9CI) (CA INDEX NAME) 

CM 1 

CRN 122659-85-2 
CMF CIS H23 N5 O 




RN 122659-79-4 CAPLUS CM 2 

CN 3H-Imidazo [4, 5-b] pyridine, 3- I (3-methyl-2-furanyl)methyl] -2- [ (4-raethyl-l- 

piperazinyl ) methyl) -, <2E) -2-butenedioate (1:2) (9CI) (CA INDEX NAME) CRN 110-17-8 

CMP C4 H4 04 

CM 1 

Double bond geometry as shown. 

CRN 122659-78-3 
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^C0 2 H 



(Continued) 



123659-94-3 CAPLUS 

3H-Imidazo (4, 5-b] pyridine, 2- [14- 1(3- (2-ethoxyethyl) -3H-imidazo 14 . 5- 
b]pyridin-2-yl]methyl] -l-piperazinyljmethyl} -3- ( (5-methyl-2- 
furanyl) methyl}-, (2E) -2-butenedioate (1:2) (9CI) (CA INDEX NAME) 

CM 1 

CRN 122659-93-2 
CMF C28 H34 N6 02 




^2 CH 2 -CH 2 -OEt 



Habte 



L4 



ANSWER 36 OP 52 CAPLUS COPYRIGHT 2006 ACS on STN 
CMP C4 H4 04 



(Continued) 



Double bond geometry as shown. 
^C0 2 H 

H0 2 < ' " ' 



1226S9-95-4 CAPLUS 

3H-Imidazo (4, 5-b) pyridine. 2- [ (4 -methyl -1-piperazinyl) methyl] -3- (2- 
piperazinylmethyl) - (9CI) (CA INDEX NAME) 



' N— CH 2 

/ \ 



\ / 



122660-00-8 CAPLUS 

3H-Imidazo{4,5-b]pyridine, 3- [ (5-methyl -3 -furanyl) methyl] -2- (l- 
piperazinylmethyl) (2E) -2 -hutenedioate ( l .- 2) (9CI) {CA INDEX NAME) 



CRN 
CMF 



122659-99-8 
C17 H21 N5 0 



H 

o 



CRN 110-17-8 
CMF C4 H4 04 



Double bond geometry as shown. 



122660-04-2 CAPLUS 

3H-Imidazo (4, 5-b) pyridine, 3- [ (3 -methyl -2 -furanyl) methyl} -2- (1- 
piperazinylmethyl) (2E) -2-butenedioate (1:1) (9CI) (CA INDEX NAME) 
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CM 1 

CRN 122660-03-1 
CMF C17 H21 N5 O 




CM 2 

CRN 110-17-8 
CMP C4 H4 04 

Double bond geometry as shown. 
HOac 

RN 122681-89-4 CAPLUS 

CN 3H-Imidazol4,S-blpyridine, 3- (2-furanylmethyl) -2- [ (4 -methyl - 1- 

piperazinyl) methyl] -. <2E) -2-butenedioate (1:2) (9CI) {CA INDEX name) 

CM 1 

CRN 122681-86-3 
CMF C17 H21 N5 O 
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CRN 110-17-8 
CMF C4 H4 04 

Double bond geometry as shown. 



RN 122681-91-6 CAPLUS 

CN 3H- Imidezo [4, S-b) pyridine. 2- [ (4-methyl- l-piperazinyl)methyl] -3- (4- 
thiazolylmethyl) -, (2E) -2-butenedioate (1:1) (9CI) (CA INDEX NAME) 

CM l 

CRN 122681-90-7 
CMF C16 H20 N6 S 




CM 2 

CRN 110-17-8 
CMF C4 H4 04 

Double bond geometry as shown. 
H0 2 C 

IT 132659-71-6 

RL: RCT (Reactant); RACT (Reactant or reagent) 

(reaction of, in preparation of antiallergic agent) 
RN 122659-71-6 CAPLUS 

CN 1-Piperazinecarboxylic acid, 4- { {3 - [ (5-methyl-2- furanyl) methyl) -3H- 

imidazo [4, 5-b] pyridin-2-yl) methyl) -, ethyl ester (9CI) (CA INDEX NAME) 



CM 2 
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Preparation of [{bicyclic 



heterocyclyl ) amino! hexahydro 
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PATENT ASSIGNEE (S) i 
SOURCE : 

DOCUMENT TYPE: 
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pyrrolidines as antihistamines 
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OTHER SOURCE(S): MARPAT 110:212855 

GI For diagram(s), see printed CA Issue. 

AB Title compds. I (R - H, Cl-6 alkyl; Rl - H, Cl-10 alkyl, C3-6 cycloalkyl, 
etc.; A1-A4 - CH:CHCH:CH, N:CHCH:CH, CH:NCH:CH, CH:CHN:CH, CH:CHCH:N, 
N:CHN:CH, CH:NCH:N wherein l or 2 H may be replaced by halo. Cl-6 alkyl, 
Cl-6 alkoxy, F3C, HO; B - CH2 , O. SO, S02, R2N; R2 - H, Cl-6 alkyl. C3-6 
cycloalkyl, Cl-6 alkylcarbonyl . Cl-6 alkoxycarbonyl . etc.; L - H, Cl-6 
alkylcarbonyl, Cl-6 alkylsulfonyl, Cl-6 alkoxycarbonyl, (un) substituted 
C2-6 alkenyl, etc.; n - 0. 2), a pharmaceutical ly acceptable salt, or 
stereochem. isomeric form thereof, are prepared MeNCO and 
N- [1- (2-aminoethyl) -3 -pyrrol idinyl] -l - ( (4 -fluorophenyl) methyl) -1H- 
benzimidazol-2-amine were reacted in THP to give I (L - MeNHC0NHCH2CH2 ; R 
- H, B - NH; Rl - 4-FC6H4CH2; A1-A4 . CHsCHCHiCH; n - 0) which had ED50 

of 

0.01 mg/kg for protection of rate from compound 48/BO-induced lethality. 
IT 120439-J0-3P 120429-32-5P 120429-33-6P 
120439-J4-7P 130429-3S-8P 120429-38-1P 
120439-48-3P 130429-50-7P 120429-C4-3P 



Habte 
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120429-69-BP 120429-76-7P 12042S - 7fl - 9P 

120429- 82-5P 120429-64-7P 120429-86-9P 
120439-87-0P 120429-69-2P 120429-9S-1P 

120430- Q2-6P 120430-04-BP 120430-10-SP 
120430-12-8P 120430-14-OP 120430-16-3P 
120430-17-3P 120430-23-1P 120430-37-5P 
130430-34-4P 120430-37-7P 120430-39-9P 
120430-44-SP 120430-46-8P 120430-48-0P 
120430-52-SP 120430-34-BP 120430-5C-OP 
120430-58-2P 120430-60-SP 120430-63-BP 
120430-66-2P 120430-79-7P 120430-84-4P 
120430-89-9P 130430-92-4P 120430-95-7P 

120430- 9S-8P 120431-01-8P 130431-04-1P 

120431- 05-2P 120431-07-4P 120431-13-3P 
120431-24-5P 120431-36-7P 120431-27-8P 
120431-J0-3P 130431-32-5P 120431-34-7P 
120431-36-9P 120431-37-OP 120431-39-2P 
120431-46-1P 120431-49-4P 120431-51-BP 
120431-53-0P 120431-55-3P 120431-57-4P 
120431-65-4P 120431-70-1P 120431-72-3P 
120457-49-OP 120457-S3-6P 120457-S5-8P 
120457-57-OP 130457-S9-2P 120457-61-6P 
120457-63-7P 

RXi : SPN (Synthetic preparation); PREP (Preparation) 

(prepn. of, as antiallergic agent) 
120429-30-3 CAPLUS 

1- Pyrrol idinecarboxylic acid, 3- ( [3 - (4 -thiazolylmethyl) -3H-imidazo{4, 5- 
b) pyridin-3-yl] amino] -, ethyl ester, (2E) -3-butenedioate (2:3) (9CI) (CA 
INDEX NAME) 



CM 



l 



CRN 120429-29-0 
CMP C17 H20 N6 02 S 



RN 130429-32-5 CAPLUS 

CN 1-Pyrrolidinecarboxylic acid. 3 - [ [3 - (2-pyridinylmethyl) -3H-imidazo [4 , 5- 
b] pyridin-2-yl) amino} ethyl ester (9CI) (CA INDEX NAME) 



RN 120429 r 33-6 CAPLUS 

CN 1- Pyrrol idinecarboxylic acid, 3- ( [3- (2-thienylmethyl) -3H-imidazo [4 . 5- 
b]pyridin-2-yl)amino} ethyl ester (9CI) (CA INDEX NAME) 



6 



CRN 110-17-8 
CMP C4 H4 04 



Double bond geometry as shown. 



RN 120429-34-7 CAPLUS 

CN 1-Pyrrolidinecarboxylic acid. 3- [ [3- (2-furanylmethyl) -3H-imidazo [4 , 5- 
b}pyridin-2-yl]amino] ethyl ester (9CI) (CA INDEX NAME) 



RN 120429-35-8 CAPLUS 

CN 1- Pyrrol idinecarboxylic acid, 3- ( [3- [ (5-methyl -2 -furanyl) methyl] -3H- 
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imidazo[4,5-blpyridin-2-yl]amino] -, ethyl ester (9CI) (CA INDEX NAME) 




Me 



RN 120429-36-1 CAPLUS 

CN lH-Azepine-l-carboxylic acid, 

hexahydro-3- 1(3- [ (5 -methyl -2 -furanyl) methyl] - 

3H-imidazo[4,5-b]pyridin-2-yl] amino] hexahydro-, ethyl ester (9CI) (CA 

INDEX NAME) 



L4 ANSWER 37 OP 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 




Me 

RN 120429-50-7 CAPLUS 

CN lH-Azepine-1-carboxylic acid, 4- [ [3- (2-furanylmethyl) -3H-imidazo [4 , 5- 
b]pyridin-2-yl] amino] hexahydro-, ethyl ester (9CI) (CA INDEX NAME) 



RN 120429-48-3 CAPLUS 
CN lH-Azepine-l-carboxylic acid, 
hexahydro-4- [{3- ( (5-methyl -2 -furanyl) methyl] 
3H-imidazo [4, 5-b)pyridin-2-yl] methyl] 

NAME) 



ethyl eBter (9CI) (CA INDEX 



RN 120429-64-3 CAPLUS 

CN 3H-Imidazo[4,5-b]pyridin-2-amine, 

N-3-pyrrolidinyl-3- (4 -thiazolylmethyl) -, 

dihydrobromide (9CI) (CA INDEX NAME) 



^1 NH ^3^ N! 



• 2 HBr 



Habte 



120429-69-8 CAPLUS 
3H-Imidazo[4,5-b]pyridin-2-emine, 

04'/2872'0'6'6 1,yrrolidl " yl - 
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trihydrobromide (9CI) (CA INDEX NAME) 



H 




• 3 HBr 



RN 120429-76-7 CAPLUS 

CN 3H-Imidazo[4,5-b)pyridin-2-amine. 3- (2-furanylmethyl) -N- ( hexahydro - 1H - 
azepin-4-yl)-, dihydrochloride (9CI) (CA INDEX NAME) 




• 2 HC1 



RN 120429-78-9 CAPLUS 

CN 3H-Imidazo{4,5-b)pyridin-2-amine, N- (hexahydro- lH-azepin-4-yl) -3- [<5- 
methyl -2 -furanyl) methyl] -, (2E) -2-butenedioate (1:2) (9CI) (CA INDEX 
NAME) 

CM 1 

CRN 120429-77-8 
CMP C18 H23 N5 0 



L4 ANSWER 37 OP 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 




CM 2 

CRN 110-17-B 
CMP C4 H4 04 

Double bond geometry as shown. 




RN 120429-82-5 CAPLUS 

CN 3H-Imidazo [4, 5-b) pyridine. 2- { (hexahydro-lH-azepin-4-yl) methyl) -3- [ (5- 
methyl -2 -furanyl) methyl) (2E) -2-butenedioate (2:3) (9CI) (CA INDEX 
NAME) 

CM 1 

CRN 120429-81-4 
CMP C19 H24 N4 O 




CM 2 

CRN 110-17-8 
CMP C4 H4 04 
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CN 3H-Imidazol4,5-b]pyridin-2-amine, 3- (2- furanyl methyl) -N-3 -pyrrol idinyl- 
Double bond geometry as shown. dihydrochloride (9CI) (CA INDEX NAME) 



RN 120429-84-7 CAPLUS 

CN 3H-Imidazo[4, 5-b) pyridin-2-amine, N-3-pyrrolidinyl-3- (2-thienylmethyl) - 
dihydrochloride (9CI) (CA INDEX NAME) 



6- 



#2 HCl 

RN 120429-86-9 CAPLUS 

CN 3H-Imidazot4, 5-b] pyridin-2-emine. 3- (2-furanylmethyl) -N-3-pyrrolidinyl- 
(2E) -2-butenedioate (2:3) (9CI) (CA INDEX NAME) 



CRN 120429-65-B 
CMP CIS H17 N5 O 



CRN 110-17-8 
CMP C4 H4 04 



Double bond geometry as shown. 
^C0 3 H 



HOaC 

RN 120429-87-0 CAPLUS 



Habte 



NH ^^Nl 



• 2 HCl 

120429-89-2 CAPLUS 

3H-Imidazo[4,5-b)pyridin-2-amine, 3 - ( (5-i 
pyrrol idinyl-, ethanedioate (1:2) (9CI) 



iethyl-2-furanyl) methyl] -N-3- 
(CA INDEX NAME) 



CRN 120429-88-1 
CMP C16 H19 NS O 



H 

9 



CRN 144-62-7 
CMP C2 H2 04 



HO- C-C- OH 



120429-96-1 CAPLUS 

3H-Imidazo{4,5-b]pyridin-2-amine, N- [1- (2- (4 - methoxyphenyl ) ethyl) -3- 
pyrrolidinyl) -3- (2-pyridinylmethyl) -, ethanedioate (1:2) (9C1) (CA INDEX 
NAME) 

CM 1 



CRN 120429-95-0 

04/28/2006 
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CMP C25 H28 N6 O 



CRN 144-62-7 
CMP C2 H2 04 



n 



HO- C— C— OH 

RN 120430-02-6 CAPLUS 

CN 3H-Imidazo(4,5-b)pyridin-2-emine, N- [1- [2- (4 -methoxyphenyl) ethyl) -3- 

pyrrolidinyl] -3- [ (5-methyl -2-furanyl)methyl) ethanedioate (1:2) (9CI) 
(CA INDEX NAME) 

CM 1 

CRN 120430-01-5 
CMP C25 H29 N5 02 



CRN 144-62-7 
CMP C2 H2 04 



ANSWER 37 OP 52 CAPLUS COPYRIGHT 2006 ACS on STN 



(Continued) 



HO-C— C-OH 



120430-04-8 CAPLUS 

3H-Imidazo(4,5-b]pyridin-2-amine, N- (1- {2- (4 -methoxyphenyl) ethyl) -3- 
pyrrolidinyl)-3-(4-thiazolylmethyl)-, ethanedioate (1:2) (9CI) (CA INDEX 
NAME) 

CM 1 

CRN 120430-03-7 
CMP C23 H26 N6 0 S 



— m — — CHa_ CT2 — 



CRN 144-62-7 
CMP C2 H2 04 



r r 



HO-C-C-OH 



RN 12O430-1O-6 CAPLUS 

CN 5H-Tetrazol-5-one, l-ethyl-4- (2- [hexahydro-4 - [ (3- [ (5-methyl-2- 

furanyl) methyl] -3H-imidazo [4, 5-b] pyridin-2-yl] amino) -lH-azepin-l-yl] ethyl] - 
1, 4-dihydro-, (2E) -2 -butenedioate (3:2) (9CI) (CA INDEX NAME) 



CRN 120430-09-3 
CMP C23 H31 N9 02 



L4 ANSWER 37 OP 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 




CM 2 

CRN 110-17-8 
CMP C4 H4 04 

Double bond geometry ao Bhown. 




RN 120430-12-8 CAPLUS 

CN 3H-Imidazo (4 , 5-b)pyridin-2-amine, 

N- {1- (2-ethoxyethyl) hexahydro- lH-azepin- 

4-yl] -3- [ (S -methyl -2- furanyl) methyl) ethanedioate (1:2) (9CI) (CA 

INDEX 

NAME) 
CM 1 

CRN 120430-11-7 
CMP C22 H31 N5 02 




CM 2 

CRN 144-62-7 
CMP C2 H2 04 



L4 ANSWER 37 OF 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 




HO-C-C-OH 



RN 120430-14-0 CAPLUS 

CN 3H-Imidazo[4,5-b]pyridin-2-amine. N- thexahydro-1- (2- (2-thienyl) ethyl) -1H- 
azepin-4-yl] -3- { (5-methyl-2-furanyl ) methyl) -, ethanedioate (1:2) (9CI) 
(CA INDEX NAME) 

CM 1 

CRN 120430-13-9 
CMP C24 H29 N5 O S 




CM 2 

CRN 144-62-7 
CMP C2 H2 04 




HO~ C — C — OH 

RN 120430-16-2 CAPLUS 

CN 1-Butanone, 1- (4 - f luorophenyl ) -4- [hexahydro-4 - { (3- [ (5-methyl-2- 

Curanyl) methyl] -3H- imidazo [4 , 5-b] pyridin-2-yl] amino] - lH-azepin- 1-yl ] 
ethanedioate (1:2) (9CI) (CA INDEX NAME) 

CM 1 

CRN 120430-15-1 
CMP C28 H32 P N5 02 



Habte 
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CM 2 

CRN 144-62-7 
CMP C2 H2 04 




HO~ C-C- OH 

RN 120430-17-3 CAPLUS 

CN 5H-Thiazolo[3,2-a]pyrimidin-S-one, 6- [3- {hexahydro-4- [ [3- { <5-methyl-2- 

furanyl) methyl] -3H-imidazo [4 , 5-b] pyridin-2-yl] amino] -lH-azepin-l-yl] ethyl] - 
2.3-dihydro-7-methyl-, tri hydrochloride (SCI) (CA INDEX NAME) 




• 3 HC1 
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RN 120430-23-1 CAPLUS 

CN 2H-l-Benzopyran-2-one, 3 - [2 - [3 - I [3- (2-pyridinylmethyl ) -3H-imidazo (4 , 5- 

b) pyridin-2-yl] amino] - 1-pyrrolidinyl] ethyl] dinitrate (9CI) (CA INDEX 
NAME) 

CM 1 

CRN 120430-22-0 
CMP C27 H26 N6 02 




CM 2 

CRN 7697-37-2 
CMF H N 03 



If 

0=N— OH 



RN 120430-27-5 CAPLUS 

CN 2H-l-Benzopyran-2-one. 3- [2- [3- [ [3- (4-thiazolylmethyl) -3H-imidazol4,s- 
b] pyridin-2-yl) amino] -l-pyrrolidinyl] ethyl] ethanedioate (1:3] (9CI) 
(CA INDEX NAME) 

CM 1 

CRN 120430-26-4 
CMP C25 H24 N6 02 S 
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CM 2 

CRN 144-62-7 
CMP C2 H2 04 



H 

HO- C~~ C — OH 

RN 120430-34-4 CAPLUS 

CN 4H-Pyrido[l,2-a]pyrimidin-4-one. 

2-methyl-3- (2- [3- [ [3 - (2-pyridinylraethyl) - 

3H-imidazo[4. S-b] pyridin-2-yl) amino] - 1-pyrrolidinyl] ethyl] -, 

tetrahydrochloride (9CI) (CA INDEX NAME) 




• 4 HC1 



RN 120430-37-7 CAPLUS 

CN 4H-Pyrido[l,2-a]pyrimidin-4-one. 2 -methyl -3- {2- [3- [ 13- ( (5-methyl-2- 

furanyl) methyl) -3H-imidazo (4 . 5-b] pyridin-2-yl] amino] - 1-pyrrolidinyl] ethyl) - 
(9CI) (CA INDEX NAME) 




He 



RN 120430-39-9 CAPLUS 

CN 4H-Pyrido[l,2-a]pyrimidin-4-one, 

3-raethyl-2- [2- [3- [ (3- (4-thiazolylmethyl) - 
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3H-imidazo(4, 5-b] pyridin-2-yl] amino] - l -pyrrolidinyl ] ethyl] -, 
(2E) -2-butenedioate (2:3) <9CI) (CA INDEX NAME) 

CM 1 

CRN 120430-38-8 
CMP C25 H26 N8 O S 




CM 2 

CRN 110-17-8 
CMP C4 H4 04 

Double bond geometry as shown. 




RN 120430-44-6 CAPLUS 

CN 4H-Pyrido(l,2-a]pyrimidin-4-one. 6 , 7, 8 . 9-tetrahydro-2-methyl-3 - [2- [3- { (3- 
(2-pyridinylmethyl) -3H-imidazo{4. 5-b]pyridin-2-yl)aminoJ -1- 
pyrrolidinyl] ethyl] - (9CI) (CA INDEX NAME) 




RN 120430-46-8 CAPLUS 

CN 4H-PyridoIl, 2-a) pyrimidin-4-one, 6,7. 8, 9 -tetrahydro-2-methyl -3 - (2- (3- ( (3- 
((5-methyl -3 -furanyl) methyl) -3H-imidazo [4 . S-b] pyridin-2-yl] amino) -1- 
pyrrolidinyl] ethyl) (2E) -2-butenedioate (2:3) (9CI) (CA INDEX name) 

CM l 

CRN 120430-45-7 
CMP C27 H33 N7 02 



Habte 
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CRN 110-17-8 
CMP C4 H4 04 



Double bond geometry as shown. 
^C02H 



H0 2 C 

RN 120430-48-0 CAPLUS 

CN 4H-Pyrido[l.2-a]pyrimidin-4-one. 6,7,8. 9-tetrahydro-2-methyl-3- (2- [3- [13- 
(4-thiazolylmethyl) -3H-imidazo [4 . 5-b] pyridin-2-yl] amino) -1- 
pyrrolidinyl) ethyl) -, (2B) -3-butenedioate (2:3) (9CI) (CA INDEX NAME) 



CRN 120430-47-9 
CMP C25 H30 N8 O S 



I . N 




CRN 110-17-8 
CMP C4 H4 04 



L4 ANSWER 37 OP 52 CAPLUS COPYRIGHT 2006 ACS On STN 
Double bond geometry as shown. 

^coaH 



Ho 2 C 



RN 120430-52-6 CAPLUS 

CN 5H-Thiazolo[3,2-o)pyrimidin-5-one. 6- [2- [hexahydro-4- [ [3- [ (5-methyl-2- 

furanyl) methyl) -3H-iraidazo [4, S-bl pyridin-2-yl) amino) -lH-azepin-l-ylJethyl] - 
7 -methyl-, ethanedioate (1:2) (9CI) (CA INDEX NAME) 



CRN 120430-51-S 
CMP C27 H31 N7 02 S 




CRN 144-62-7 
CMP C2 H2 04 



RN 120430-54-8 CAPLUS 

CN 3H-Imidazo[4,5-b]pyridin-2-amine. N- (1- ( (2, 3 -dihydro- 1, 4 -benzodioxin-2- 



L4 ANSWER 37 OF 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 

yl)methyl)hexahydro-lH-azepin-4-yl) -3-1 (5 -methyl -3 -furanyl) methyl] -, 
(2E) -2-butenedioate (1:2) (9CI) (CA INDEX NAME) 

CM 1 

CRN 120430-53-7 
CMF C27 H31 N5 03 




CM 2 

CRN 110-17-8 
CMF C4 H4 04 

Double bond geometry as shown. 



RN 120430-56-0 CAPLUS 

CN 2H-l-Benzopyran-2-one, 3- [2- (4- [ [3 - (2-furanylmethyl) -3H-imidazo [4 , 5- 

b)pyridin-2-yl)amino] hexahydro- lH-azepin-l-yl) ethyl] - , ethanedioate (1:2) 
(9CI) (CA INDEX NAME) 

CM 1 

CRN 120430-55-9 
CMP C2B H29 NS 03 
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CM 2 

CRN 144-62-7 
CMP C2 H2 04 




HO-C-C— OH 



RN 120430-5B-2 CAPLUS 

CN 3H-Imidazo[4,5-b]pyridin-2-amine, N- [1- (2- ( 4 -methoxyphenyl ) ethyl ] -3- 

pyrrolidinyl] -3- (2-thienylmethyl) -, (2E) -2 -butenedioate (1:1) (9CI) (CA 
INDEX NAME) 

CM 1 

CRN 120430-57-1 
CMP C24 H27 N5 0 S 




CM 2 

CRN 110-17-8 
CMF C4 H4 04 

Double bond geometry aa shown. 
H0 2 ^^ C02H 



RN 120430-60-6 CAPLUS 

CN 3H- Imidazo (4, 5-bJ pyridin-2-amine, 

3- (2-furanylmethyl) -N- (hexahydro- 1- {2- (4 - 

methoxyphenyl) ethyl) -lH-azepin-4-yl] - , ethanedioate (1:2) (9CI) (CA 

INDEX 

NAME) 
CM 1 

CRN 120430-59-3 
CMP C26 H31 N5 02 



Habte 



04/28/2006 
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(Continued) 



— ch 2 -ch 2 — 



CRN 144-62-7 
CMP C2 H2 04 



120430-62-fl CAPLUS 

2H-l-Benzopyran-2-one, 3- [2- (3- [ [3- (2-furanylmethyl) -3H-imidazo [4, 5- 
b]pyridin-2-yl] amino) - l -pyrrol idiny 1J ethyl] (2E) -2-butenedioate (2:1) 
(9CI) (CA INDEX NAME) 

CM 1 

CRN 120430-61-7 
CMP C26 H25 N5 03 



CRN 110-17-8 
CMF C4 H4 04 



Double bond geometry as shown. 



120430-66-2 CAPLUS 

4H-Pyrido(1.2-a]pyrimidin-4-one, 3- [2- [3- [ E3- (2 - Curanyl methyl ) -3H 
imidazo [4 . 5 -b] pyridin- 2 -yl ) amino) - 1 -pyrrol idinyl ) ethyl J - 2 -methyl - 
(2E) -2 -butenedioate (2:3) (9CI) (CA INDEX NAME) 

CM 1 



CRN 
CMF 



120430-65-1 
C26 H27 N7 02 



CRN 110-17-8 
CMP C4 H4 04 



Double bond geometry as shown. 
^C0 2 H 



H02< 



RN 



120430-79-7 CAPLUS 

2H-l-Benzopyran-2-one, 3- {2- [3- [ (3- { (5-methyl-2-furanyl) methyl] -3H- 
imidazo [4 , 5 -b] pyridin- 2 -yl] amino] -1-pyrrolidinyl] ethyl) - , 
(2E) -2-butenedioate (1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 120430-78-6 
CMP C27 H27 N5 03 



L4 ANSWER 37 OP 52 CAPLUS COPYRIGHT 2006 ACS on STN . (Continued) 
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(9CI) (CA INDEX NAME) 



(Continued) 



CRN 
CMP 



120430-91-3 
C20 H26 N6 02 S 



CRN 110-17-8 
CMP C4 H4 04 



CH 2 — CH 2 ~ NH- C- OEt 



RN 120430-84-4 CAPLUS 

CN 1- Pyrrol idineacetonitrile, 3- [ [3 - (2 -pyridinylmethyl ) -3H- imidazo {4, 5- 
b]pyridin-2-yl]amino] - (9CI) (CA INDEX NAME) 



RN 120430-89-9 CAPLUS 

CN 3H- Imidazo (4, 5 -b] pyridin- 2-amine. 

N- [1- (2-aminoethyl) -3 -pyrrol idinyl] -3- (2- 

pyridinylmethyl) - (9CI) (CA INDEX NAME) 



-CH3- CHa-NHa 



Double bond geometry as shown. 
H0 2 <^ — -" C ° 2H 



RN 



120430-95-7 CAPLUS 

Carbamic acid, [2- [3- [ [3- [ ( 5 -methyl -2 -furanyl) methyl] -3H- imidazo (4 , 5- 
b]pyridin-2-yl] amino] - 1 -pyrrol idinyl ] ethyl) -, ethyl ester, 
(2E) -2-butenedioate (1:2) (9CI) (CA INDEX NAME) 

CM 1 

CRN 120430-94-6 
CMP C21 H28 N6 03 



NH C^/ 1 * 



~ CH 2 ~ CH 2 — NH — C— OEt 



RN 120430-92-4 CAPLUS 

CN Carbamic acid. [2- (3- ( [3- (2-thienylmethyl ) -3H-imidazo [4 . 5-b] pyridin-2- 
yljaminoj -l -pyrrol idinyl] ethyl] ethyl ester, (2E) -2-butenedioate (1:1) 



Habte 



CRN 110-17-8 
CMF C4 H4 04 
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Double bond geometry as shown. 



RN 120430-96-8 CAPLUS 

CN Carbamic acid, 12- [3- t [3- (4-thiazolylmethyl) -3H-imidazo [4 , 5-b] pyridin-2 
yljamino) -1-pyrrolidinyl] ethyl] ethyl eater (9CI) (CA INDEX NAME) 




RN 120431-01-8 CAPLUS 

CN 3H-Imidazo[4, 5-b] pyridin-2-amine, 

N- (1- (2-arainoethyl) -3 -pyrrol idinyll -3- (2- 

thienylmethyl) - (9CI) (CA INDEX NAME) 




CHa— CH 3 -NH 2 



RN 120431-04-1 CAPLUS 

CN 3H-Imidazo(4, 5-b] pyridin-2 -amine. N- (1- (2-aminoethyl ) -3-pyrrolidinyl] -3- 
[ (5-methyl- 2- Curanyl) methyl] - (9CI) (CA INDEX NAME) 




L4 ANSWER 37 OP 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 

RN 120431-05-2 CAPLUS 

CN 3H-Imidazo(4,5-b]pyridin-2-amine. 

N- [1- (2-arainoethyl) -3-pyrrolidinyl] -3- (4- 

thiazolylmethyl)- (9CI) (CA INDEX NAME) 




RN 120431-07-4 CAPLUS 

CN 3H-Imidazo[4,5-b)pyridin-2-amine, N- [1- [2- (2-pyrimidinylamino)ethyl) -3- 
pyrrolidinyl] -3- (4-thiazolylmethyl) -, <2E) -2-butenedioate (1:3) (9CI) 

(CA 

INDEX NAME) 
CM 1 

CRN 120431-06-3 
CMF C20 H23 N9 S 




CM 2 

CRN 110-17-8 
CMP C4 H4 04 

Double bond geometry as shown. 
C0 2 H 

H02C 



RN 120431-13-2 CAPLUS 

CN 3H-Imidazo(4,5-b]pyridin-2-amine, 3- (2 -pyridinyl methyl) -N- (1- (2- (2- 

pyrimidinylamino) ethyl] -3-pyrrolidinyl) -, (2E) -2-butenedioate (1:3) (9CI) 
(CA INDEX NAME) 



L4 ANSWER 37 OP 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 
CM 1 

CRN 120431-12-1 
CMP C22 H25 N9 




CM 2 

CRN 110-17-8 
CMP C4 H4 04 

Double bond geometry as shown. 
-CO3H 

HD 2 C ^ — 

RN 120431-24-5 CAPLUS 

CN 3H-Imidazo[4. S-b] pyridin-2-amine, N- (1- [2- (2 -pyrimidinylamino) ethyl] -3- 
pyrrolidinyl] -3- (2-thienylmethyl) -, (2E> -2-butenedioate (1:1) (9CI) (CA 
INDEX NAME) 

CM 1 

CRN 120431-23-4 
CMP C21 H24 N8 S 




CM 2 

CRN 110-17-8 
CMF C4 H4 04 

Double bond geometry as shown. 

Habte 
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RN 120431-26-7 CAPLUS 

CN 3H-Imidazo(4,5-bJpyridin-2-amine J N- (hexahydro-1- (2- 12- 
pyrimidinyloxy) ethyl] -lH-azepin-4-yl] -3- ( (5-methyl -2- furanyl) methyl] 
(9CI) (CA INDEX NAME) 




RN 120431-27-8 CAPLUS 

CN 3H-Imidazo[4, 5-b] pyridin-2-amine, N- [1- (2- isothiocyanatoethyl ) -3- 

pyrrolidinyl] -3- I ( 5 -methyl -2-furanyl)methyl] - (9CI) (CA INDEX NAME) 




RN 120431-30-3 CAPLUS 

CN 3H-lmidazo{4 > S-b]pyridin-2-aroine, N- (1- (2- isothiocyanatoethyl ) -3 - 
pyrrol idinyl J -3- (2-thienylmethyl) - (9CI) (CA INDEX NAME) 




RN 120431-32-5 CAPLUS 

CN 3H-Imidazo[4,5-b]pyridin-2-amine, N- [1- (2 - isothiocyanatoethyl ) -3- 
pyrrolidinyl] -3- (4-thiazolylmethyl) - (9CI) (CA INDEX NAME) 

04/28/2006 
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RN 120431-34-7 CAPLUS 

CN Thiourea, N- (4 -amino- 3 -pyridinyl ) -N ' - [2- [3- [ [3- (2-thienylmethyl) -3H- 

imidazo(4,5-b)pyridin-2-yl]amino] -l -pyrrol id inyl] ethyl] - (9CI) (CA INDEX 
NAME) 




RN 120431-36-9 CAPLUS 

CN Thiourea, N- (4-amino-3-pyridinyl) -N' - [2- {3- [ [3- I (5-methyl-2- 

furanyl) methyl] -3H-imidazo [4, 5-b]pyridin-2-yl]amino] -1 -pyrrolidinyl] ethyl] - 
{9CI) (CA INDEX NAME) 




Me 



RN 120431-37-0 CAPLUS 

CN Thiourea, N- (4 -amino- 3 -pyridinyl) -N' - [2- 13- [ [3- (4 -thiazolylmethyl) -3H- 

imidazo [4, S-b] pyridin-2-yl] amino] -1-pyrrolidinyl] ethyl] - (9CI) (CA INDEX 
NAME) 



L4 ANSWER 37 OP 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 




RN 120431-39-2 CAPLUS 

CN 3H-Imidazol4,5-b]pyridin-2-amine. N- [1- [2- ( lH-imidazo{4 , 5-c) pyridin-2- 

ylami no) ethyl] -3 -pyrrol id inyl] -3- (4 -thiazolylmethyl) -. 
(2E) -2-butenedioate 

(1:3) (9CI) (CA INDEX NAME) 

CM 1 

CRN 120431-38-1 
CMP C22 H24 N10 S 




CM 2 

CRN 110-17-8 
CMP C4 H4 04 

Double bond geometry aa shown. 



RN 120431-46-1 CAPLUS 

CN 3H-Imidazo[4,5-b]pyridin-2-amine, N- (1- [2- (lH-imidazo (4, 5-c] pyridin-2- 
ylamino) ethyl) -3 -pyrrolidinyl J -3- ( ( 5 -methyl -2- furanyl) methyl] 
ethenedioate (2:5) (9CI) (CA INDEX NAME) 

CM 1 

CRN 120431-45-0 
CMP C24 H27 N9 O 



L4 ANSWER 37 OP 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 




CM 2 

CRN 144-62-7 
CMP C2 H2 04 




HO- C— C— OH 

RN 120431-49-4 CAPLUS 
CN 3 -Furancarboxamide, 

N- [2- [hexahydro-4- [ (3- ( (5 -methyl -2- furanyl) methyl] -3H- 

iraidazo[4, 5-b] pyridin-2-yl] amino] - lH-azepin-l-yl] ethyl] - (9CI) (CA INDEX 
NAME) 




Me 



RN 12043 1-51- B CAPLUS 

CN 3H-Imidazo[4,5-b)pyridin-2-amine, 3- ( (S-methyl-2-furanyl)methyl] -N- (1- 

methyl-3 -pyrrolidinyl) -, (2E) -2-butenedioate (1:2) (9CI) (CA INDEX NAME) 

CM 1 

CRN 120431-50-7 
CMP C17 H21 N5 0 



Habte 



L4 ANSWER 37 OP 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 




CM 2 

CRN 110-17-8 
CMP C4 H4 04 

Double bond geometry as shown. 
RN 120431-53-0 CAPLUS 

CN 3H-Imidazo{4, 5-b] pyridin-2-araine, N- ( 1 -methyl -3 -pyrrolidinyl ) -3 - (2- 
pyridinylmethyl) - , ethanedioate (1:2) (9CI) (CA INDEX NAME) 

CM 1 

CRN 120431-52-9 
CMF C17 H20 N6 




CM 2 

CRN 144-62-7 
CMP C2 H2 04 




HO - C- C~ OH 



RN 120431-55-2 CAPLUS 

CN 3H-Imidazo[4.5-b]pyridin-2-amine, N- (1 -methyl -3 -pyrrol idinyl ) -3- (4- 
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ANSWER 37 OP 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 
thiazolylmethyl)-, ethanedioate (1:2) (9CI) (CA INDEX NAME) 



ANSWER 37 OP 52 
CRN 144-62-7 
CMP C2 H2 04 



CAPLUS COPYRIGHT 2006 ACS on STN 



120431-54-1 
CIS H18 N6 s 




CM 2 

CRN 144-62-7 
CMP C2 H2 04 




HO-C-C-OH 

RN 120431-57-4 CAPLUS 

CN 3H-Imidazo(4, 5-b)pyridin-2-amine, 3- (2 - f uranylmethyl ) -N- (hexahydro-1- 
methyl-lH-azepin-4-yl) ethanedioate (1:2) (9CI) (CA INDEX NAME) 

CM 1 

CRN 120431-56-3 
CMP C1B H23 N5 O 




CM 2 



RN 120431-65-4 CAPLUS 

CN 3H-Imidazo[4, 5-b) pyridin-2 -amine , 

N- [hexahydro-l- (l-methylethyl) -lH-azepin- 

4-yl) -3- I (5 -methyl -2 -furanyl) methyl) -, (2E) -2-butenedioate (1:2) (9CI) 

(CA INDEX NAME) 

CM 1 

CRN 120431-64-3 
CMP C21 H29 N5 O 



,Pr-i 




CM 2 

CRN 110-17-8 
CMP C4 H4 04 

Double bond geometry as shown. 

RN 120431-70-1 CAPLUS 

CN 3H- Imidazo [4 , 5-b) pyridin- 2-amine, 

N- (l-cyclohexylhexahydro-lH-azepin-4-yl) - 

3- ((5-methyl -2 -furanyDmethyl)-, ethanedioate (1:2) (9CI) (CA INDEX 

NAME) 

CM 1 



L4 ANSWER 37 OF 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 
CRN 120431-69-fl 
CMP C24 H33 N5 O 




CM 2 

CRN 144-62-7 
CMP C2 H2 04 




HO-C-C-OH 



RN 120431-72-3 CAPLUS 

CN 3H-Imidazo[4,5-b)pyridin-2-amine, 

N- (hexahydro-l -methyl -lH-azepin-4-yl) -3- 

[ (5-methyl -2- furanyl) methyl] -. ethanedioate (1:2) (9CI) (CA INDEX NAME) 

CM 1 

CRN 120431-71-2 
CMP C19 H25 N5 O 




CM 2 

CRN 144-62-7 
CMP C2 H2 04 



L4 ANSWER 3 7 OF 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 



I? if 

HO-C-C-OH 

RN 120457-49-0 CAPLUS 

CN 3H- Imidazo {4, 5-b) pyridin-2-amine, N- [hexahydro-l- (2- (4 - 

methoxyphenyl ) ethyl ] - lH-azepin- 4 -yl ] -3 - t (5-methyl - 2 - furanyl ) methyl ) - , 
ethanedioate (1:2) (9CI) (CA INDEX NAME) 

CM l 

CRN 120457-46-9 
CMP C27 H33 N5 02 




CM 2 

CRN 144-62-7 
CMP C2 H2 04 



It 

HO— C— C— OH 

RN 120457-53 -6 CAPLUS 
CN 2H-Benzimidazol-2-one, 

1- (2- [hexahydro-4- [(3-1 (5-methyl-2-furanyl)methyl) - 

3H- imidazo [4, 5 -b) pyridin-2 -yl) methyl) -lH-azepin- 1-yl] ethyl) - 1, 3-dihydro- , 
(2E) -2-bUtenedioate (lil) (9CI) (CA INDEX NAME) 

CM 1 

CRN 120457-52-S 
CMP C28 H32 N6 02 



Habte 
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p 
P 



0^° 



CRN 110-17-B 
CMP C4 H4 04 



Double bond geometry as shown. 
^C0 3 H 



HOaC 

RN 120457-55-8 CAPLUS 

CN 2H-l-Benzopyran-2-one, 3- [2- [3- I (3- (2 -thienylmethyl ) -3H-imidazo (4 , 5- 

b] pyridin-2-yl] amino} - 1-pyrrolidinyl) ethyl] -, (3E) -2-butenedioate (1:1) 
(9CI) (OA INDEX NAME) 

CM 1 

CRN 120457-54-7 
CMP C26 H25 N5 02 S 



ANSWER 37 OF 52 CAPLUS COPYRIGHT 3006 ACS on STN 



(Continued) 



CRN 110-17-8 
CMP C4 H4 04 



Double bond geometry 00 shown. 



RN 120457-57-0 CAPLUS 

CN 4H-Pyrido[l,2-a]pyrimidin-4-one, 

2-methyl-3- [2- [3- I (3- (2-thienylmethyl) -3H- 

imidazo[4, 5-b)pyridin-2-yl)emino) -1-pyrrolidinyl J ethyl] - 
(2E) -2-butenedioate (2t3) (9CI) (CA INDEX NAME) 

CM 1 

CRN 120457-56-9 
CMP C26 H27 N7 O S 

6 



CRN 110-17-8 
CMP C4 H4 04 



Double bond geometry as shown. 
" .C0 2 H 



H0 2 C 



RN 



120457-59-2 CAPLUS 

4H-PyridoU.2-a]pyrimidin-4-one, 3- (2- (3- { (3- (2-furanylmethyl) -3H- 



imidazo[4, 5-b3pyridin-2-yl] amino] -1-pyrrolidinyl J ethyl J -6, 7, 8 , 9-tetrahydro- 
2-methyl-, (2E) -2 -butenedioate (2i3) (9CI) (CA INDEX NAME) 



CRN 120457-58-1 



L4 ANSWER 37 OP 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 
CMF C26 H31 N7 02 



L4 ANSWER 37 OP 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 
RN 120457-62-7 CAPLUS 

CN 4H-Pyrido[l,2-a)pyrimidin-4-one, 3- (2- [3- [{3- (2-furanylmethyl ) -3H- 

imidazo{4, 5-b] pyridin-2-yl] amino] - 1-pyrrolidinyl) ethyl] -6, 7, 8, 9-tetrahydro- 
2-methyl- # (2E) -2-butenedioate (1:3) (9CI) (CA INDEX NAME) 



CRN 120457-58-1 
CMP C26 H31 N7 02 



CM 2 



CRN 110-17-B 
CMF C4 H4 04 

Double bond geometry as shown. 



= ^C0 2 H 

H0 2 C 



RN 120457-61-6 CAPLUS 

CN 4H-Pyrido[l,2-a]pyrimidin-4-one. 6, 1. 8. 9-tetrahydro-2-methyl -3- [2- [3- [(3- 
(2 - thienylmethyl ) -3H- imidazo [4 , 5-b) pyridin-2 -yl ] amino] - 1 - 
pyrrolidinyl] ethyl] -, (2E) -2-butenedioate (2:3) (9CI) (CA INDEX NAME) 

CM 1 



CRN 120457-60-5 
CMP C26 H31 N7 O S 




CM 2 

CRN 110-17-8 
CMP C4 H4 04 

Double bond geometry as shown. 

yV E ^co 3 h 
Ho 2 <r 

Habte 




CM 2 

CRN 110-17-8 
CMP C4 H4 04 

Double bond geometry as shown. 



IT 120429-88-1P 120432-17-9P 120432-18-0P 
120432-19 -IP 

RL: SPN (Synthetic preparetion) ; PREP (Preparation) 

(preparation of, as intermediate in preparation of antiallergic 

agents) 

RN 120429-88-1 CAPLUS 

CN 3H-Imidazo[4,5-b]pyridin-2-amine. 3- ( (5-methyl- 2 -furanyl) methyl] -N-3- 
pyrrolidinyl- (9CD (CA INDEX NAME) 




RN 120432-17-9 CAPLUS 

CN 3H- Imidazo {4, 5-b] pyridin-2 -amine. 3- (2-furanylmethyl) -N- (hexahydro- 1H- 
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azepin-4-yl) - (9CI) {CA INDEX NAME) 



Q2 



r — nh 



RN 120433-18-0 CAPLUS 

CN 3H-Imidazo(4,S-b]pyridin-3-amine. N-3 -pyrrolidinyl-3- (2-thienylmethyl ) - 
(9CI) <CA INDEX NAME) 



RN 120432-19-1 CAPLUS 

CN lH-Azepine-l-ethanol, hexahydro-4- [ (3- ( (5-methyl-3- furanyl) methyl J -3H- 
imidazo[4,5-b)pyridin-2-yl]amino] - (9CI) (CA INDEX NAME) 




CH 2 -CH 2 -OH 
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120116-09-8P 

RL: BAC (Biological activity or effector, except adverse) ; BSU 
(Biological 

study, unclassified) ; SPN (Synthetic preparation) ; THU (Therapeutic use) ; 
BIOL (Biological study) ; PREP (Preparation) ; USES (Uses) 
(prepn. of, as antihistaminic) 
RN 120072-91-5 CAPLUS 

CN 3H-Imidazo[4,5-b]pyridin-3-amine, 3- [ (5-methyl-3-furanyl)methyl) -N- (1- 
methyl-4-piperidinyl) - (9CI) (CA INDEX NAME) 



A P 

t \/ ~ CH 2 CH 2 N^ y~ NH— ^ ^f ^| 



AB The title compds. [I; A1:A2A3:A4 - CH:CHCH:CH, N:CHCH:CH, CH:NCH:CH, 

CH:CHN:CH, or CH:CHCH:N optimally substituted by halo, Cl-6 alkyl, Cl-6 
alkoxy, CF3 or OH; R - H, Cl-6 alkyl; Rl - (Cl-6 alkyl -substituted) 
furanyl or imidazolyl, pyrazinyl, thiazolyl ; Z - Cl-6 alkanediyl ; R2 - H. 
Cl-6 alkyl, C3-6 cycloalkyl. aryl-substituted Cl-6 alkyl. Cl-6 acyl; L - 

(aryl- substituted) C3-6 alkenyl, ZR3 , ZOR4, ZNR5R6. ZZ1C(0)R7, 

CH2CH(OH)CH20R9; R3 - H, arylthio, arylsul f onyl ; (un) substituted 

4, 5-dihydro-5-oxo-lH-tetrazol-l-yl. etc.; R4 - Cl-6 alkyl, aryl; RS - 

(aryl-substituted) Cl-6 alkyl; R6 - aryl. (aryl-substituted) Cl-6 alkyl, 
etc.; R7 . Cl-6 alkyl. (aryl-substituted) Cl-6 alkyl or amino. 
1-piperidinyl. 1 - pyrrol idinyl , 4 -morpholinyl , etc.; Zl - 0, NR8 where R8 

H. (aryl -substituted) Cl-6 alkyl; R9 - aryl; aryl - (substituted) Ph. 
naphthalenyl, (halo- or Cl-6 alkyl -substituted) thienyl, (Cl-6 
alkyl -substituted) furanyl, etc.) were prepared as antihistaminic 
agents . A 

mixture of 1 - ( 2 -bromoethyl ) -4 -ethyl - 1 , 4-dihydro-5H-tetrazol- 5-one 3.32, 
1- I (5-raethyl-2-furanyl ) methyl) -N- (4 -piperidinyl ) - lH-benzimidazol -2-amine. 
4.65. Na2C03 1.6 and AcNMe2 45 parts was stirred overnight at 80* 
to give 55% benzimidazole derivative II. I protected rats against 
compound 

48/80-induced lethal circulatory collapse with ED50 of 0.005-0.04 mg/kg 

IT 



120072-93-7 CAPLUS 

3H-Imidazo[4, 5-b) pyridin-2-amine. N- [1- |2- (4-methoxyphenyl ) ethyl) -4- 
piperidinyl] -3- ( (5-methyl -2 -furanyl) methyl) -, (2E) -2-butenedioate (2:3) 
(9CI) (CA INDEX NAME) 

CM 1 

CRN 120072-92-6 
CMF C26 H31 N5 02 



>, — Cr""-Xk, 



p.o. or s 


. c . 














130072 


-91- 


5P 


120072 


-93 


-7P 


130072 


-95 


-9P 


120072' 


-57- 


• IP 


120072 


-99 


-3P 


120073 


-01- 


-OP 


120073' 


-02- 


• IP 


120073 


-03 


-2P 


120073 


-03- 


•4P 


120073 


-11- 


29 


120073 


-13 


•4P 


120073 


-17- 


-BP 


120073 


-39- 


29 


120073 


-32 


• 7P 


120073 


•34 


•9P 


120073 


-33- 


OP 


120073 


-36-1P 


120073 


-37- 


•2P 


120073 


-39- 


4P 


120073 


-40-7P 


120073 


-41- 


-BP 


12OO73-4J-0P 


120073 


-45-2P 


120073 


-47-4P 


120073 


-50- 


SP 


120073 


-52-1P 


120073 


-58- 


•7P 


120073 


-55- 


BP 


120073 


-«0- 


-IP 


120073 


-«3- 


4P 


120073 


-6«- 


7P 


120073 


-67- 


■8P 


120073 


-69- 


•OP 


120073 


-70- 


3P 


120073 


-73- 


-5P 


120073 


-73- 


•«P 


120073 


-73- 


BP 


120073 


-76- 


-9P 


120073 


-78- 


•IP 


120073 


-81- 


<P 


120073 


-B2- 


•7P 


12011C 


-03-2P 



Habte 



110-17-8 
C4 H4 04 



Double bond geometry as shown. 
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120072-95-9 CAPLUS 

3H-IraidBZOt4.5-bJpyridin-2-dmi.ne, n- (l- (i-methylethyl ) -4-piperidinyl) -3- 
( (S-raethyl-3-furanyl) methyl) (2E) -2-butenedioate (1:2) (9CI) (CA INDEX 
NAME) 



CRN 120072-94-8 
CMP C20 H27 N5 O 



9 



CRN 110-17-8 
CMP C4 H4 04 



Double bond geometry as shown. 



CRN 110-17-8 
CMP C4 H4 04 



Double bond geometry as Bhown. 



120072-99-3 CAPLUS 

3H-Imidazo(4,5-b]pyridin-3-amine, 3- [ (5-methyl-2-f uranyl) methyl J -N- [1- 
propenyl) -4-piperidinyl J -, (2E) -2-butenedioate (1:3) (9CI) (CA INDEX 
NAME) 



HO2C 



RN 120072-97-1 CAPLUS 

CN 3H-Imidazo[4,5-b]pyridin-2-amine, 

N- (l-ethyl-4-piperidinyl) -3- { (5-raethyl-2- 

furanyl) methyl] -, (2E) -2-butenedioate (1:2) (9CI) 

CM 1 



XX 



CH 2 ~CH=CH 2 



(CA INDEX NAME) 



CRN 
CMP 



120072-96-0 
C19 H25 N5 O 



CM 2 
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CRN 110-17-8 
CMP C4 H4 04 

Double bond geometry as shown. 
^5s. E ^,C0 2 H 

H0 2 C 



RN 120073-01-0 CAPLUS 

CN 3H-Imidazo{4, 5-b)pyridin-2-amine. N- [1- (2-ethoxyethyl) -4-piperidinyl] -3- 
{ (5-methyl -2- furanyl) methyl] -, ethanedioate (1:2) (9CI) (CA INDEX NAME) 

CM 1 

CRN 120073-00-9 
CMP C21 H29 N5 02 




•CH 2 -CH 2 -OEt 



CM 2 

CRN 144-62-7 
CMP C2 H2 04 




HO-C-C— OH 



RN 120073-02-1 CAPLUS 

CN 3H-Imidazo[4.S-b]pyridin-2-amine, 3- [ (5-methyl -2 - turanyl ) methyl] -N- (1- (3- 
phenoxypropyl) -4-piperidinyl) - (9CI) (CA INDEX NAME) 



L4 ANSWER 38 OP 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 




(CH 2 ) 3 -OPh 



Me 



RN 120073-03-2 CAPLUS 

CN 2H-Benzimidazol-2-one, 1,3-dihydro-l- (2- (4- [ [3- ( <5-methyl-2- 

furanyl) methyl] -3H-imidazo(4, 5-bJ pyridin-3-yl] araino] - 1-piperidinyl] ethyl) - 
(9CI) (CA INDEX NAME) 




RN 120073-05-4 CAPLUS 

CN 5H-Tetrazol-5-one, 1-ethyl-l, 4-dihydro-4- [2- (4- [ 13 - [ (5-methyl-2- 

furanyl) methyl] -3H-imidazo{4, S-b)pyridin-2-yl] amino] -1-piperidinyl] ethyl] - 
, ethanedioate (1:2) (9CI) (CA INDEX NAME) 

CM 1 

CRN 120073-04-3 
CMP C22 H29 N9 02 



Habte 
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CM 2 

CRN 144-62-7 
CMP C2 H2 04 



Iff 

HO— C-C— OH 



RN 120073-11-2 CAPLUS 

CN 3H-Imidazo [4, 5-b] pyridin-2-amine, N- [1- [ (2, 3 -dihydro-1, 4-benzodioxin-2- 
yljmethyl] -4-piperidinyl] -3- [ (5-methyl -2-furanyl) methyl] ethanedioate 
(1:2) <9C1) (CA INDEX NAME) 

CM 1 

CRN 120073-10-1 
CMP C26 H29 N5 03 
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CM 2 

CRN 144-62-7 
CMP C2 H2 04 

ffff 

HO- C-C— OH 

RN 120073-13-4 CAPLUS 

CN 3H-Imida20[4,S-b]pyridin-2-amine, 3- ( (5-methyl -2- furanyl) methyl] -N- [1- {2 
(2-thienyl) ethyl] -4-piperidinyl] -, ethanedioate <1:2) (SCI) (CA INDEX 
NAME) 

CM 1 

CRN 120073-12-3 
CMF C23 H27 N5 O S 




CM 2 

CRN 144-62-7 
CMF C2 H2 04 




HO C-C" OH 



RN 120073-17-8 CAPLUS 

CN 2-Pentanone, 5- [4- [ [3- [ (5-methyl -2 -furanyl ) methyl] -3H- imidazo [4 , 5- 

bJpyridin-2-yl] amino} -l-piperidinyl] ethanedioate (1:2) (9CI) (CA 

INDEX 

NAME) 
CM 1 



L4 ANSWER 38 OP 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 

CRN 120073-16-7 
CMP C22 H29 N5 02 




He 



CM 2 

CRN 144-62-7 
CMP C2 H2 04 




HO- C-C- OH 



RN 120073-29-2 CAPLUS 

CN 1-Piperidineethanol, 4- [ [3 - ( (5 -methyl -2 -furanyl ) methyl] -3H- imidazo (4 , 5- 
b]pyridin-2-yl]amino] -a- (phenoxymethyl ) - (9CI) (CA INDEX NAME) 




CH 2 — OPh 



Me 



RN 120073-32-7 CAPLUS 

CN 3H-Imidazo[4. S-b] pyridin-2 -amine, 3- ( (5-ethyl-2-furanyl)methyl] -N- (1- 
methyl- 4-piperidinyl) - (9CI) (CA INDEX NAME) 



L4 ANSWER 38 OP 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 




Et 



RN 120073-34-9 CAPLUS 

CN 3H- Imidazo [4, 5-b) pyridin-2-amine, N- [1- (2 -ethoxyethyl ) -4-piperidinyl] -3- 
f (5-ethyl-2-furanyl) methyl] -, ethanedioate (1:2) (9CI) (CA INDEX NAME) 

CM 1 

CRN 120073-33-8 
CMF C22 H31 N5 02 




CH 2 - CH 2 - OEt 



CM 2 

CRN 144-62-7 
CMP C2 H2 04 




HO- C-C- OH 



RN 120073-35-0 CAPLUS 

CN 3H- Imidazo (4 , 5-b] pyridin-2 -amine. 

3- ((5-ethyl-2-furanyl) methyl] -N- [l- (2- (4- 

methoxyphenyl) ethyl] -4-piperidinyl] - (9CI) (CA INDEX NAME) 



Habte 



04/28/2006 



10/817,472 



Page 66 



L4 ANSWER 38 OP 52 CAPUTS COPYRIGHT 3006 ACS on STN (Continued) 




Et 



RN 120073-36-1 CAPUTS 

CN 3H-lmidazo[4. 5-b] pyridin-2-emine, N- [1- (2 -ethoxyethyl ) -4-piperidinyl] -3- 
|(2-raethyl-3-furanyl)methylJ- <9CI> (CA INDEX NAME) 




RN 120073-37-2 CAPUTS 

CN 3H-Imidazo(4,5-b)pyridin-2-amine, N- [1- [2- (4-methoxyphenyl)ethyl] -4- 
piperidinyl] -3- ( (2-methyl-3-furanyl)methyl) - (9CI) (CA INDEX NAME) 




RN 120073-39-4 CAPLUS 

CN Urea, N-methyl-N' - [2- (4- [ [3- [ (S-methyl -2 -furanyl) methyl) -3H-imidazo[4, 5- 
b)pyridin-2-yl}amino] -1-piperidinyl] ethyl] - (9CI) (CA INDEX NAME) 



L4 ANSWER 38 OP 52 CAPUTS COPYRIGHT 2006 ACS on STN (Continued) 




Me 

RN 120073-4 0-7 CAPLUS 

CN 3H-Imidazo[4.S-b}pyridin-2-amine. 3- [ (2 -methyl -3 - furanyl ) methyl) -N- (1 
methyl -4 -piperidinyl) -, dihydrochloride (9CI) (CA INDEX NAME) 




• 2 HCl 

RN 120073-41-8 CAPLUS 

CN 2H-Benzimidazol-2-one, 1, 3-dihydro-l- {3- (4- [ {3 - [ (S-methyl-2- 

furanyl) methyl) -3H-imidazo [4 , 5-b) pyridin-2-yl] amino) -1-piperidinyl) propyl) - 
(9CI) (CA INDEX NAME) 



L4 ANSWER 3 8 OF 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 

PAGE 1-A 




ox 



RN 120073-43-0 CAPLUS 

CN 3H- Imidazo(4 , 5-b)pyridin-2-amine. 

N- (l-hexyl-4 -piperidinyl) -3- [ (5-methyl-2- 

Curanyl ) methyl) ethanedioate (1:2) (9CI) (CA INDEX 



CRN 120073-42-9 
CMP C23 H33 N5 O 



L4 ANSWER 3 8 OP 52 CAPLUS . COPYRIGHT 2006 ACS on STN (Continued) 



CRN 144-62-7 
CMP C2 H2 04 



HO- C-C— OH 

RN 120073-4 5-2 CAPLUS 
CN 2-Butanone, 

4- [4- { [3- ( <5-methyl-2-£uranyl)methyl] -3H-imidazo (4 , 5-b]pyridin- 

2-yl] amino! -1-piperidinyl] -. ethanedioate (1:2) (9CI) (CA INDEX NAME) 

CM 1 



CRN 120073-44-1 
CMP C21 H27 N5 02 




CH 2 -CH 2 -C-Me 



CRN 144-62-7 
CMP C2 H2 04 



Habte 
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HO-C-C-OH 



RN 120073-47-4 CAPLUS 

CN 3H-Imidazo[4, 5-b] pyridin-2 -amine. 3- t (5 -methyl-2-furanyl ) methyl] -N- (1- 

pentyl-4-piperidinyl) -. <2E) -2-butenedioate (2:3) (9CI) (CA INDEX NAME) 

CM 1 

CRN 120073-46-3 
CMP C22 H31 N5 O 




CM 2 

CRN 110-17-8 
CMP C4 M4 04 

Double bond geometry as shown. 



.C0 2 H 

ho 2 ct 



RN 120073-50-9 CAPLUS 

CN 1-Butanone, 1- (4 - f luorophenyl ) -4- (4- [ [3- [ { 5 - methyl - 2 - f uranyl ) methyl J -3H- 
imidazo[4, 5-b]pyridin-2-yl] amino] - 1-piperidinyl} - (9CI) (CA INDEX NAME) 



L4 ANSWER 38 OP 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 




Me 



RN 120073-52-1 CAPLUS 

CN 2-Propanone, 1 - [4 - [ [3 - ( (5-methyl-2-furanyl)methylJ -3H-imidazo (4 , 5- 

b]pyridin-2-yl] amino] -1-piperidinyl]-. ethanedioate (1:2) (9CI) (CA 

INDEX 

NAME) 
CM 1 

CRN 120073-51-0 
CMP C20 H25 N5 02 




Me 



CM 2 

CRN 144-62-7 
CMP C2 H2 04 

n 

HO-C-C-OH 

RN 120073-58-7 CAPLUS 
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3H-lmidazo[4, 5-b] pyridin-2-amine. N- |l- {2- (4-methoxyphenyl)ethyl] -4- 
piperidinyl] -3 - [ (3 -methyl -2-furanyl) methyl] - . (2E) -2-butenedioate (2:3) 
(9CI) (CA INDEX NAME) 



CM 



1 



CRN 120073-57-6 
CMP C26 H31 N5 02 



0^ 



CRN 110-17-8 
CMP C4 H4 04 



Double bond geometry as ahown. 
~ ^C0 2 H 



HO2C 



RN 



120073-598 CAPLUS 

2H-Benziraidazol-2-one, 1. 3-dihydro-l- [2- |4- [ [3- I (2-methyl-3- 



f uranyl) methyl] -3H-imidazo (4, 5-b] pyridin-2 -yl] amino) -1-piperidinyl] ethyl] - 
(9C1) (CA INDEX NAME) 



Habte 
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RN 120073-60-1 CAPLUS 

CN 2H-Benzimidazol-2-one, 1- (2- {4- [ (3- ( (5-ethyl-2-f uranyl ) methyl) -3H- 

iraidazo[4. 5-b] pyridin-2 -yl] amino] -1-piperidinyl] ethyl] - 1. 3 -dihydro- <9CI) 
(CA INDEX NAME) 




RN 120073-63-4 CAPLUS 

CN 3H-Imidazo[4.5-b]pyridin-2-amine, 3 - ( (3 -methyl -2- f uranyl ) methyl] -N- (1- 
methyi-4-piperidinyl) - (9CI) (CA INDEX NAME) 
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RN 120073-66-7 CAPUTS 

CN 3H-Imidazo(4,S-b)pyridin-2-amine, N- [1- [2- (4-methoxyphenyl)ethyl) -4- 

piperidinyl] -3- { 15- (l-methylechyl) -2-furanyl]methyl) -, di hydrochloride 
(9CI) (CA INDEX NAME) 

N — ch 2 - CH 2 — r^Ti 

^ J* N CH 3 

i-Pr 

• 2 HC1 

RN 120073 -67-B CAPLUS 

CN 2H-Benzimidazol-2-one, 1 , 3 -dihydro-1- [2- 14- t(3- ( [5- (1-methylethyl ) -2- 

furanyl] methyl] -3H-imidazo [4, 5-b) pyridin-2-yl J aminoj -1-piperidinyl) ethyl) - 
(9CI) (CA INDEX NAME) 



L4 ANSWER 38 OP S2 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 




RN 120073-69-0 CAPLUS 

CN 3H-Imidazo[4,5-b]pyridin-2-amine. N- [1- (2-ethoxyethyl) -4-piperidinyl] -3- 
[ [5- (1-methylethyl) -2-furanyl] methyl] -. (2E) -2-butenedioate (1:2) (9CI) 
(CA INDEX NAME) 

CM 1 

CRN 120073-68-9 
CMP C23 H33 N5 02 




CH 2 -CH 2 -OEt 



i-Pr 



CM 2 

CRN 110-17-8 



L4 ANSWER 38 OP 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 
CMP C4 H4 04 

Double bond geometry as shown. 
C0 2 H 

HO2C 

RN 120073-70-3 CAPLUS 

CN 3H- Imidazo [4 , S-b] pyridin-2 -amine, 

3-1(5- (1-methylethyl) -2-furanyl ) methyl) - 

N- ( 1 -methyl -4 -piper idinyl ) - , dihydrochloride (9CI) (CA INDEX NAME) 




i-Pr 



• 2 HC1 



RN 120073-72-5 CAPLUS 

CN 3H-Imidazo[4,S-b]pyridin-2-amine, 3- ( (4-methyl-2 - furanyl) methyl] -N- (1- 

methyl-4-piperidinyl) -. (2E) -2-butenedioate (1:2) (9CI) (CA INDEX NAME) 

CM 1 

CRN 120073-71-4 
CMP C18 H23 N5 O 




L4 ANSWER 3 8 OP 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 
CMP C4 H4 04 

Double bond geometry as shown. 



RN 120073-73-6 CAPLUS 

CN 2H-Senzimidazol-2-one, 1, 3-dihydro-l- (2- [4- ( [3- [ (4-methyl-a- 

furanyl) methyl] -3H- imidazo (4, 5-b] pyridin-2 -yl] amino] -1-piperidinyl] ethyl] - 
(9CI) (CA INDEX NAME) 




RN 120073-75-8 CAPLUS 

CN 3H-lraidazo (4, 5-b) pyridin-2 -amine, N- [1- (2- (4 -methoxyphenyl ) ethyl ] -4- 

piperidinyl) -3- { (4 -methyl -2 -furanyl) methyl) -, (2E) -2-butenedioate (1:2) 
(9CI) (CA INDEX NAME) 

CM 1 

CRN 120073-74-7 
CMP C26 H31 N5 02 



CM 2 

CRN 110-17-8 

Habte 
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hA ANSWER 38 OP 52 CAPLUS COPYRIGHT 2006 ACS on STN 
CRN 120073-77-0 
CMF C25 H39 N5 O S 



COT 



CH 3 — CH 2 -SPh 



CRN 110-17-8 
CMP C4 H4 04 



Double bond geometry as shown. 



H0 2 C 



CRN 
CMF 



144-62-7 
C2 H2 04 



RN 120073-76-9 CAPLUS 

CN 3H-Imidazo[4. S-b] pyridin-2 -amine, 3- (( 5-methyl -2 - furenyl ) methyl] -N- [1- (2- 
<4-morpholinyl)ethyl) -4 -piperidinyl] -, trihydrochloride (SCI) (CA INDEX 
NAME) 



XT' 



HO- C- C~ OH 



120073-81-6 CAPLUS 

3H-Imidazo[4, 5-blpyridin-2-amine, 3- ( (5-methyl-2-furanyl)methyl) -N- {1- [2- 
(phenyleulfonyl ) ethyl) -4 -piperidinyl) - , ethanedioate (1:2) (9CI) (CA 
INDEX NAME) 

CM 1 

CRN 120073-80-5 
CMP C25 H29 N5 03 S 



#3 HC1 

120073-78-1 CAPLUS 

3H- Imidazo [A, 5 -b) pyridin-2 -amine, 3- [ ( 5-methyl -2 - f uranyl ) methyl) -N- U- [2- 
(phenylthio) ethyl) -4 -piperidinyl) -, ethanedioate (1:2) (9CI) (CA INDEX 
NAME) 
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v--Q 



Q-Xj, 



CH2-CH2— $— Ph 



f o 
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CRN 120116-02-1 
CMF C26 H29 N5 O 

Double bond geometry as shown. 



CRN 144-62-7 
CMF C2 H3 04 



CRN 144-62-7 
CMF C2 H2 04 



HO- C— C- OH 

RN 120073-82-7 CAPLUS 

CN 3H-Iraidazo[4, 5-b] pyridin-2-amine, 3- ( (5-methyl -2-f uranyl) methyl) -N- (1- [2- 
(l-piperidinyl> ethyl) -4 -piperidinyl 3 -, trihydrochloride (9CI) (CA INDEX 



0-i 



v--O"°""°* _ 0 



HO- C— C— OH 

RN 120116-09-8 CAPLUS 

CN 3H- Imidazo 14, 5-b) pyridin-2-amine, 

N- (1 -butyl -A -piperidinyl) -3- { ( 5 -methyl -2- 

furanyl) methyl) -. ethanedioate (1:2) (9CI) (CA INDEX NAME) 

CM 1 

CRN 120116-08-7 
CMP C21 H29 N5 O 



120116-03-2 CAPLUS 

3H-Imidazo(4, 5-b]pyridin-2-amine, 3- ( (5-methyl - 2 - f uranyl ) methyl 1 -N- [1- (3- 
phenyl-2-propenyl) -4 -piperidinyl J -, (E) - , ethanedioate (1:2) (9CI) {CA 
INDEX NAME) 



B 



Habte 
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CRN 144-62-7 
CMF C2 H2 04 



CAPLUS COPYRIGHT 2 006 ACS on STN 



110568-5C-3P 111931-84-7P 111921-97-3P 
120073-87-2P 130073-91-8P 

RL: SPN (Synthetic preparation); PREP (Preparation) 

(preparation of, as intermediate Cor antihistamines) 
110588-56-2 CAPLUS 

3H-Imidazo[4,5-b]pyridin-3-amine ( 3- I (5-methyl -3-furanyl) methyl] -N-4- 
piperidinyl- (9CI) <CA INDEX NAME) 



H 

q 

fry- 

s N — CH 



111931-84-7 CAPLUS 

1-Piperidinecorboxylic acid, 4- [ [3- [ (S -ethyl -2-furanyl) methyl] -3H 
imidazo(4,5-b]pyridin-3-yl)amino] -. ethyl ester (9CI) (CA INDEX 



— o 



111921-97-2 CAPLUS 

3H-Imidazo[4,5-bJpyridin-3-araine. 3- [ (2-methyl -3 -furanyl) methyl] -N-4- 
piperidinyl- (9CI) (CA INDEX NAME) 
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-N— CH 3 



RN 120073-87-3 CAPLUS 

CN 1-Piperidinecarboxylic acid, 4- [ [3- I (5-methyl -2 -furanyl) methyl] -3H- 

imidazo[4,5-b]pyridin-2-yl)amino] -. ethyl ester (9CI) (CA INDEX NAME) 




RN 120073-91-8 CAPLUS 

CN 3H-Imidazo[4,5-b]pyridin-2-amine. 3- { (4 -methyl -2 -furanyl) methyl] -N-4- 
piperidinyl- (9CI) (CA INDEX NAME) 



H 
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R2 

N ^A3 

A« I 



o 



PhSCH 2 CH 2 N ) CH 2 



AB The title compds. (I; 3 of A1-A4 - (un) substituted CH, the 4th » N, 
(un) substituted CH; B - CH2, O, SO, S02; R - substituted Cl-6 alkyl, 
alkoxy, alkylthio, amino, pyrrolidinyl , piperidinyl, hexahydroazepinyl , 
etc.; Rl ■ H, alkyl, cycloalkyl, (un) substituted aryl, heteroaryl, 
(hetero)aralkyl; R2 - H, alkyl] and their stereoisomers and acid salts 
were prepared as antihistamines and serotonin antagonists. 
1- { (4 -Fluorophenyl) methyl) -2- (4 -piperidinylmethyl ) -lH-benzimidazol-5-ol 
and PhSCH2CH2Br were refluxed 2 h in Me2CHCH2COMe containing Na2C03 to 

give 

27.8% ben z imidazole derivative (II). I inhibited compound 48/80-induced 
lethality in rats, caused by histamine release, with ED50 of 0.005-0.16 
mg/kg s.c. or orally. I also inhibited gastric lesions caused by 
simultaneous release of serotonin. 
IT 99960-07-3P 

RL: RCT (Reactant) ; SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation and cyclocondensation of, with acetic anhydride) 
RN 99960-07-3 CAPLUS 

CN Benzamide, 2-amino-N- [2- (4- [ [3- [ (4 - fluorophenyl ) methyl ] -3H-imidazo (4 . 5- 
b}pyridin-2-yl}methyl) -1-piperidinyl) ethyl] - (9CI) (CA INDEX NAME) 

^ J> N— CH 3 k^^CH2-CH 3 -NH-C--|p^j 



IT 99944-21-5P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation and N-alkyletion of. by (bromoethyl)pyrimidothiazine 
derivative) 



Habte 
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99944-31-5 CAPLUS 

3H-Imidazo[4. 5-b) pyridine, 3- [ (4 -f luorophenyl) methyl] -2- (4- 
piperidinylmethyl)- (9CI) (CA INDEX NAME) 



L4 ANSWER 3 9 OP 52 CAPLUS COPYRIGHT 2006 ACS on STN 



9 



IT 99959-35-0P 

RL : RCT {Reactant); SPN (Synthetic preparation) ; PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation and N-alkylation of. by (chloroethyl ) thiazolopyrimidine 
derivative) 

RN 99959-35-0 CAPLUS 

CN 3H-Imidazo {4, 5-b] pyridine, 3- (2-furanylmethyl) -2- (4-piperidinylmethyl) - 
(9CI) (CA INDEX NAME) 



6 



T 999S9-90-7P 

RL: RCT (Reactant); SPN (Synthetic preparation) ; PREP (Preparation); RACT 

(Reactant or reagent) 

(preparation and N-arylation of, by bromothiazole) 
H 99959-90-7 CAPLUS 
N 1-Piperidineethanamine, 

- I [3- (2-furanylmethyl) -3H-imidazot4, S-b] pyrldin-2- 
yljmethyl]- (9CI) (CA INDEX NAME) 



C- 



CH 2 -CH2-NH 2 



IT 99944-14-6P 99944-22-CP 9J933-71-6P 
99933-73-7P 99953-74-9P 99953-76-1P 
99953-80-7P 99953-84-1P 999S3-94-3P 
99953-98-7P 99954-03-7P 99954-17-3P 

99958- 67-5P 99958-*9-7P 99938-7C-6P 
99956-81-3P 99938-82-4P 999S8-97-1P 

99959- 00-9P 99959-01-0P 999S9-07-6P 
99959-08-7P 99959-09-8P 99939-11-2P 
99959-2C-9P 99959-27-0P 99939-33-8P 
99959-36-1P 99959-37-2P 99959-39-4P 
99959-54-3P 99939-55-4P 99939-56-5P 
99959-57-6P 99959-S8-7P 99959-59-8P 
99959-61-2P 99959-62-3P 999S9-64-3P 
999S9-66-7P 99959-75-8P 99959-77-0P 

99959- 85-0P 99959-97-4P 999C0-39-9P 

99960- 30-2P 99960-32-4P 999C0-34-6P 
99960-47-1P 99960-53-8P 99960-62-0P 
999C0-C5-3P 999C0-67-5P 99960-80-2P 
99960-81-3P 99940-87-9P 999C0-91-SP 

99960- 95-9P 99961-01-OP 99961-03-2P 
999C1-05-4P 99961-13-4P 99961-14-5P 

99961- 37-3P 99961-42-9P 99961-57-6P 
99961-39-8P 99961-61-2P 99961-tS-CP 
99961-73-6P 99961-75-8P 999C1-80-5P 

99961- 82-7P 999C1-84-9P 99961-89-4P 

99962- 03-5P 999C3-24-0P 999C2-28-4P 
999C3-35-3P 99962-39-7P 99963-58-0P 

99963- 59-1P 99963-73-9P 99962-78-4P 

99962- 80-8P 99962-85-3P 99963-88-6? 

99963- 38-7P 99963-30-1P 99963-37-8P 
999O-39-0P 99963-41-4P 99963-45-8P 
999C3-46-9P 99963-48-1P 99963-51-6P 
99963-55-0P 100015-33-6P 100015-35-8P 
10001S-38-1P 100015-48-3P 100015-51-8P 
100015-53-OP 10001S-54-1P 100015-59-6P 
100013-60-9P 100013-78. 9P 100015-79-OP 
100015-84-7P 100015-86-9P 1OO013-B8-1P 
100015-90-5P 100015-91-6P 100013-92-7P 

100015- 94-9P 100016-07-7P 100Q1C-08-8P 

100016- 12-4P 100016-14-6P 1000K-17-9P 
100016-19-1P 100016-30-4P 100365-76-3P 
11516C-53-5P 

RL: BAC (Biological activity or effector, except adverse) ; BSU 
(Biological 



L4 ANSWER 39 OP 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 

study, unclassified) ; SPN (Synthetic preparation) ; THU (Therapeutic use) ; 
BIOL (Biological study); PREP (Preparation); USES (Uses) 
(prepn. of, as antihistamine) 

RN 99944-14-6 CAPLUS 

CN 3H-Imidazo (4, 5-b] pyridine, 

3- [ (4 -f luorophenyl) methyl] -2- { [1- (phenylmethyl ) - 

4 -piperidinyl) methyl] - (9CI) (CA INDEX NAME) 




P 



RN 99944-22-6 CAPLUS 

CN 3H-Imidazot4. 5-b] pyridine, 3- [ (4- f luorophenyl (methyl ] -2- (4- 

piperidinylmethyl) -, (2E) -2-butenedioate (1=2) (9CI) (CA INDEX NAME) 

CM 1 

CRN 99944-21-5 
CMP C19 H21 P N4 




CM 2 

CRN 110-17-B 
CMP C4 H4 04 

Double bond geometry as shown. 



.C0 2 H 

HO2C 



RN 99953-71-6 CAPLUS 

CN 2,4 (1H.3H) -Ouinazolinedione, 3-{3-{4- ( (3- [ (4- f luorophenyl) methyl] -3H- 

Habte 



L4 ANSWER 3 9 OP 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 

imidazo [4. 5-b] pyridin-2-yl] methyl] - 1-piperidinyl] propyl] - (9CI) (CA 

INDEX 

NAME) 




RN 99953-72-7 CAPLUS 

CN 2,4 (1H.3H) -Ouinazolinedione, 3- [3- [4- ( [3 - [ (4- f luorophenyl) methyl ] -3H- 
imidazo [4 , 5-b] pyridin-2-yl] methyl] -l-piperidinyl] ethyl] - 1-methyl - , 
di hydrochloride (9CI) (CA INDEX NAME) 




• 2 HC1 



RN 99953-74-9 CAPLUS 

CN 3H-Imidazot4, 5-b] pyridine, 3- 1(1- [4, 4-bis (4 -f luorophenyl ) butyl] -4- 

piperidinyl] methyl) -3- (2-furanylmethyl) ethanedioate (1:2) (9CI) (CA 
INDEX NAME) 

CM 1 

CRN 99953-73-B 

CMP C33 K34 F2 N4 0 



04/28/2006 



10/817,472 
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CM 3 

CRN 144-63-7 
CMP C3 H3 04 



H 

HO— C — C — OH 



RN 999S3-76-1 CAPLUS 

CN 3H-Imidazo(4. 5-b]pyridine, 3- [ {1- [4, 4 -bis (4-f luorophenyl ) butyl] -4- 

piperidinyl] methyl} -3- (2-pyridinylmethyl) - , ethanedioate (1:3) (9CI) (CA 
INDEX NAME) 

CM 1 

CRN 99953-75-0 
CMP C34 H35 P3 N5 




CM 3 

CRN 144-63-7 
CMP C3 H3 04 
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HO- C— C— OH 



RN 99953-80-7 CAPLUS 

CN 3H-Imidazo(4,5-b]pyridine, 3- [ [1- [4 . 4 -bis (4 - f luorophenyl ) butyl J -4- 

piperidinyl J methyl) -3- [ (4 -f luorophenyl)methyl] -. ethanedioate (1:2) (9CI) 
(CA INDEX NAME) 

CM 1 

CRN 99953-79-4 
CMP C35 H35 P3 N4 




CM 2 

CRN 144-62-7 
CMP C2 H2 04 



n 

HO-C-C-OH 



RN 99953-84-1 CAPLUS 

CN 3H-Imidazo(4, 5-bJ pyridine , 2- ( {1- [4, 4 -bin (4-f luorophenyl) butyl J -4- 

piperidinyl] methyl] -3- (phenylmethyl ) - , ethanedioate (1:2) (9CI) (CA 

INDEX 

NAME) 
CM 1 

CRN 99953-83-0 
CMP C35 H36 F3 N4 
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CRN 144-62-7 
CMP C2 H2 04 
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3H-Imidazo[4 ( 5-b) pyridine, 2- ( [1- [ (2, 3-dihydro- 1, 4 -benzodioxin-2- 
yDmethyl] -4-piperidinyl] methyl] -3 - (3-pyridinylmethyl) - , ethanedioate 
(3:5) (9CI) (CA INDEX NAME) 



CM 



CRN 
CMP 



99953-97-6 
C37 H29 N5 03 



0— £j*rO^«»-£^Q 



HO-C-C— 0H 

RN 99953-94-3 CAPLUS 

CN 3H-Imidazo (4. 5-b] pyridine. 2- I [1- ( (2. 3-dihydro-l, 4-benzodioxin-2- 

yl) methyl] -4-piperidinyl] methyl] -3- (2-thienylmethyl) - , ethanedioate (1 : 1) 
(9CI) (CA INDEX NAME) 

CM 1 

CRN 99953-93-2 

CMP C26 H28 N4 02 S 



CRN 144-62-7 
CMP C2 H2 04 



CRN 
CMP 



144-62-7 
C2 H2 04 



y~ c~~ c — oh 

tf 999S4-03-7 CAPLUS 

N 5H-Thiazolo (3 , 2 -a] pyrimidin-5-one. 

- [2- [4- { [3- [ (4-f luorophenyl) methyl] -3H- 

imidazo[4,5-b]pyridin-2-yl]methyl] -1-piperidinyl] ethyl] -2. 3 -dihydro-7- 

methyl-. ethanedioate (2:5) (9CI) (CA INDEX NAME) 



CRN 99954-02-6 

CMF C28 H31 P N6 O S 



^ ^ N CH 3 CH 2 -CH 2 — |T jT ^ 

/=l A/ — s 



RN 999S3-98-7 CAPLUS 

Habte 
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CRN 144-62-7 
CMP C2 H2 04 



CAPLUS COPYRIGHT 2006 ACS on STN 



(Continued) 
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(Continued) 



999S4-17-3 CAPLUS 

3H-lmidazo[4.S-b]pyridine, 2- [[l- [4, 4-bU (4 - fluorophenyl) butyl] -4- 
piperidinyDmethyl] -3- (2-thienylmethyl) -. ethanedioate (1:1) (9CI) 
INDEX NAME) 



CRN 99954-16-2 

CMP C33 H34 P2 N4 S 



^-? H ~ 1^)3-CH-Y^ 

6 6^- 



9 



CRN 144-62-7 
CMP C2 H2 04 



RN 99958-69-7 CAPLUS 

CN 3H-Imidazo [4, S-b] pyridine, 3- [ (4 -fluorophenyl) methyl) -2- [ (l-methyl-4- 
piperidinyl ) methyl] - , ethanedioate (1:2) (9CI) (CA INDEX NAME) 



CRN 99958-68-6 
CMP C20 H23 P N4 



CRN 144-62-7 
CMP C2 H2 04 



HO— C- C— OH 



99958-67-5 CAPLUS 

3H-Imidazo[4, 5-b] pyridine , 3- [ (4 - fluorophenyl ) methyl] -2- [[1- (1- 
methylethyl) -4-piperidinyl}methyl] ethanedioate (1:2) (9CI) (CA INDEX 



CRN 99958-66-4 
CMP C22 H27 P N4 



CRN 144-62-7 
CMP C2 H2 04 



L4 ANSWER 3 9 OP 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 



HO- C— C— OH 

RN 999S8-76-6 CAPLUS 

CN 3H-Imidazo[4, 5-b] pyridine, 2- [ (l-cyclohexyl-4-piperidinyl)methyl) -3- { (4- 
fluorophenyl) methyl] -, ethanedioate (1:2) (9CI) (CA INDEX NAME) 



CRN 99958-75-5 
CMP C25 H31 P N4 



CRN 144-62-7 
CMP C2 H2 04 



it it 



HO- C— C— OH 
RN 99958-81-3 CAPLUS 

CN 3H-Imidazo (4, 5-b] pyridine. 3- [ (4 -fluorophenyl) methyl] -2- [ { 1- (2- (3- 
pyridinyl) ethyl] -4-piperidinyl] methyl] - (9CI) (CA INDEX NAME) 

^ y n— CH2 k^N— CH 3 -CH 2 —^ Jj 
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pyridinyl) ethyl] -4-piperidinyl] methyl] -, ethanedioate (1:3) (9CI) (CA 
INDEX NAME) 



CRN 99958-81-3 
CMP C26 H2B P N5 



l^ N ^J n— ch 3 ^n— cHa-cHa— |^ Jj 



CRN 144-62-7 
CMP C2 H2 04 



HO— C— C— OH 

RN 99958-97-1 CAPLUS 

CN 1-Piperidineethanol. 4- [ [3- t (4 -fluorophenyl) methyl) -3H-imidazo (4 , 5- 
b]pyridin-2-yl] methyl)- (9CI) (CA INDEX NAME) 



^ CH 2 



XT' 



RN 99959-00-9 CAPLUS 

CN 3H-Imidazo [4, 5-b] pyridine, 3- ( (4 -fluorophenyl) methyl] -2- ( (1- (2- (2- 
thienyl) ethyl] -4-piperidinyl]methyl] - (9CI) (CA INDEX NAME) 



99958-82-4 CAPLUS 

3H-Imidazo( 4, 5-b] pyridine, 3- [ (4 -fluorophenyl) methyl) -2- [ [1- [2- (2- 



Habte 04/28/2006 
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{Continued) 




F 



RN 99959-01-0 CAPLUS 

CN 3H- imidazole 5-b) pyridine, 3- [ (4 -fluorophenyl) methyl) -3- [[l-{2-(2- 

thienyl) ethyl] -4-piperidinyl J methyl] -, di hydrochloride (9CI) (CA INDEX 
NAME) 




F 



• 2 HC1 



RN 99959-07-6 CAPLUS 

CN 3H-Imidazo{4,5-b]pyridine, 3- [ (4 -fluorophenyl) methyl] -2- [ [1- [2- (4- 

morpholinyl) ethyl] -4-piperidinyl] methyl] ethanedioate (1:2) (9CI) (CA 
INDEX NAME) 

CM 1 

CRN 99959-06-5 
CMP C25 H32 P N5 0 




P 



CM 2 

CRN 144-62-7 
CMF C2 H2 04 




HO-C-C— OH 



RN 99959-08-7 CAPLUS 

CN 3H-Imidazo [4, 5-b]pyridine. 2- ( U- (2-ethoxyethyl) -4-piperidinyl] methyl) -3- 
{ (4 -fluorophenyl) methyl] -. dihydrochloride (9CI) (CA INDEX NAME) 




CH 2 ~ CH 2 -OEt 



F 



• 2 HC1 



RN 99959-09-8 CAPLUS 

CN 1-Butanone, 1- (4-f luorophenyl ) -4- [4- [ (3- ( (4 -fluorophenyl) methyl) -3H- 

imidazo [4, 5 -b] pyridin-2 -yl] methyl) -1-piperidinyl] -, dihydrochloride (9C1) 
(CA INDEX NAME) 



L4 ANSWER 39 OF 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 
^N^ t1 ~f H2 k^-N— {CH 2)3 -0— Jj^| 



L4 ANSWER 39 OP 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 
piperidinyl] methyl] -, dihydrochloride (9CI) (CA INDEX NAME) 



CH 2 - CH— CH 2 



• 2 HC1 




RN 99959-11-2 CAPLUS 

CN 1-Piperidineacetamide. 4- [ {3 -[ (4 -fluorophenyl) methyl) -3H-imidazo [4, 5- 

b] pyridin-2 -yl] methyl] -N- (1-methylethyl) -, ethanedioate (1:1) (9CI) (CA 
INDEX NAME) 

CM 1 

CRN 99959-10-1 
CMF C24 H30 P N5 0 



• 2 HC1 

RN 99959-27-0 CAPLUS 

CN 1-Piperidinepropanamide, 4- [ [3- [ (4 - fluorophenyl ) methyl J -3H- imidazo [4 , 5- 
b] pyridin-2 -yl] methyl] -N- (1-methylethyl) - (9CI) (CA INDEX NAME) 



CH 2 — C— NHPr-i 




CH 2 — CH 2 — C— NHPr- i 



CRN 144-62-7 
CMF C2 H2 04 



RN 99959-33-8 CAPLUS 

CN 3H- Imidazo (4, 5-b]pyridine, 3- [ (4 - fluorophenyl ) methyl] -2- [ [1- [2- 

(phenylthio) ethyl] -4-piperidinyl)methyl] ethanedioate (1:2) (9CI) (CA 
INDEX NAME) 

CM 1 

CRN 99959-32-7 
CMP C27 H29 P N4 S 



HO-C-C— OH 



RN 99959-26-9 CAPLUS 

CN 3H-Imidazo(4, 5-b] pyridine, 

3- [ (4 -fluorophenyl) methyl] -2- [ {1- (2-propenyl) -4- 



Habte 
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L4 ANSWER 3 9 OP 53 CAPLUS COPYRIGHT 3006 ACS on STN (Continued) 



XX 



CH 2 -CH2-SPh 



CRN 144-63-7 
CMP C3 H3 04 



HO-C-C-OH 

RN 99959-36-1 CAPLUS 

CN 5H-Thiazolo{3.3-a]pyriraidin-5-one, 6- [3- 14- { [3- (3- furanyl methyl) -3H- 
imidazo (4, 5-b] pyridin-3-yl] methyl] -1-piperidinyl) ethyl] -3 , 7-dimethyl- 
(9C1) (CA INDEX NAME) 



RN 99959-37-3 CAPLUS 



ANSWER 39 OP 53 CAPLUS COPYRIGHT 3006 ACS on STN (Continued) 
5H-Thiazolo[3.3-a}pyriraidin-5-one, 6- [3- [4- t (3- (3-furanylmethyl) -3H- 
imida zo [4. 5-b] pyridin-3-yl] methyl) - l-piperidinyl] ethyl] -3, 7 -dimethyl - 
trihydrochloride (9CI) (CA INDEX NAME) 



9 

*a 

Ogf 

^t^- CHa- ch 3 -~X^^^ 

T 



99959-3 9-4 CAPLUS 

3H-Benzimidazol-3-one, l- [3- [4- [ (3 - (a -furanylmethyl) -3H- imidazo [4, 5- 
b]pyridin-3-yl]methyl} -l-piperidinyl] propyl] -1, 3-dihydro- , ethanedioate 
(3:3) (9CI) (CA INDEX NAME) , 

CM 1 

CRN 99959-38-3 
CMP C27 H30 N6 03 



L4 ANSWER 3 9 OP 53 CAPLUS COPYRIGHT 3006 ACS on STN (Continued) 



9n 

CHa— n— | 

I 

(CH 3 ) 3 

OX 



CRN 144-63-7 
CMP C3 H2 04 



RN 999S9-54-3 CAPLUS 

CN 5H-Thiazolol3,3-a]pyrimidin-5-one, 6- (3- (4- [ (3- (3-furanylmethyl) -3H- 

imidazo 14 . 5-bJ pyridin-3 -yl ] methyl ] - 1 -piperidinyl J ethyl ] -3 , 3 -dihydro-7- 
methyl-, trihydrochloride (9CI) (CA INDEX NAME) 



L4 ANSWER 39 OP 5a CAPLUS COPYRIGHT 3006 ACS on STN (Continued) 

PAGE 1-A 



9>i 

CH 3 — N J 



M3 
Ms 



• 3 HC1 



RN 99959-55-4 CAPLUS 

CN 3.4(1H,3H) -Quinazolinedione. 

3- (3- {4- I (3- (3-furanylmethyl) -3H-imidazo(4 , 5- 

b} pyridin-3 -yl] methyl] -l-piperidinyl] propyl] - (9CI) (CA INDEX NAME) 



Habte 



04/28/2006 
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L4 ANSWER 39 OP 52 CAPUTS COPYRIGHT 3006 ACS on STN (Continued) L4 ANSWER 39 OF 52 CAPUTS COPYRIGHT 3006 ACS on STN (Continued) 




PAGE 1-A 



• 3 HCl 



RN 99959-57-6 CAPUTS 

CN 3,4 (1H,3H) -Quinazolinedione, 

3 -(2- [4- [[3-<2-furanylmethyU -3H-imidazo [4 , 5- 

bj pyridin-2-yl J methyl J -l-piperidinyl] ethyl] - (9CI) (CA INDEX NAME) 




RN 99959-58-7 CAPUTS 

CN 5H-Thiezolo[3.3-a]pyrimidin-5-one, 6- [2- (4- ( (3- (3 - Curanylmethyl ) -3H- 
imidazo[4,5-b)pyridin-3-ylJmethyl] -l-piperidinyl] ethyl] -7-methyl-. 
trihydrochloride (9CI) (CA INDEX NAME) 



PAGE 2 -A 




• 3 HCl 



RN 99959-59-8 CAPUTS 

CN 2H-l-Benzopyran-3-one, 3- [3- [4- [ [3- (2-furanylmethyl) -3H-imidazo [4 , 5- 

b)pyridin-2-yl] methyl] - l-piperidinyl] ethyl] - , dihydrochloride (9CI) (CA 
INDEX NAME) 



L4 ANSWER 39 OF 53 CAPLUS COPYRIGHT 3006 ACS on STN (Continued) 



RN 99959-61-3 CAPLUS 

CN lH-Purine-3,6-dione, 7- (2- [4- [ [3- (3 - furanyl methyl ) -3H-iraidazo [4 . 5- 

b]pyridin-3-yl] methyl] -l-piperidinyl} ethyl] -3, 7 -dihydro- 1.3 -dimethyl - 
dihydrochloride (9CI) (CA INDEX NAME) 




Habte 



L4 ANSWER 3 9 OF 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 

PAGE 2 -A 



• 2 HCl 



99959-63-3 CAPLUS 

4H-Pyrido[l,2-a]pyrimidin-4-one, 3- (3- [4- ( (3- [ (4- fluorophenyl) methyl] -3H- 
imidazo [4, 5-b)pyridin-3-yl) methyl) -l-piperidinyl] ethyl) -2 -methyl-, 
trihydrochloride (9CI) (CA INDEX NAME) 



C^j^— CH2~~C^ CH 2 - CH 2 — tf^ 



• 3 HCl 

RN 99959-64-5 CAPLUS 

CN 3H,6H-Pyrimido(3, 1-b] [1 , 3] thiazin-6-one, 

7- [3- [4- [[3-(3-furanylmethyl)-3H- 

imidazo[4, 5 -b)pyridin-3-yl) methyl] -l-piperidinyl] ethyl] -3. 4 -dihydro- 8- 
methyl-, (3E) -3-butenedioate (1:3) (9CI) (CA INDEX NAME) 

CM 1 

CRN 99959-63-4 

CMF C37 H33 N6 03 S 



^ ^ N CH 2 k^N CHa-C 

04/28/2006 
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L4 ANSWER 39 OP 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 



CM 2 

CRN 110-17-8 
CMF C4 H4 04 

Double bond geometry as ahown. 



RN 99959-66-7 CAPLUS 

CN 4H-Pyrido{l, 2-a] pyrimidin-4-one, 3- {2- [4- [ [3- (2-furanylmethyl) -3H- 
imidazo[4, 5-b)pyridin-2-yl]methyl] - 1 -piperidinyl ] ethyl ] -3 -methyl - , 
ethanedioate (2:5) (9CI) (CA INDEX NAME) 

CM 1 

CRN 99959-65-6 
CMF C28 H30 N6 02 




L4 ANSWER 39 OP 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 
CMF C26 H3 0 N4 02 




CM 2 

CRN 144-62-7 
CMF C2 K2 04 



iH 

HO-C— C— OH 



RN 99959-77-0 CAPLUS 

CN 3H-Imidazo[4.S-b]pyridine, 2- [ El- [2- (4-methoxyphenyl) ethyl] -4 - 

piperidinyl) methyl J -3- (phenylmethyl) -. (2E) -2-butenedioate (1:2) (9CI) 
(CA INDEX NAME) 

CM 1 

CRN 999S9-76-9 
CMF C28 H32 N4 0 



CRN 
CMF 



144-62-7 
C2 H2 04 



t^JJ N^ CH 2 -CHa— 



HO~ C- C- OH 



99959-75-8 CAPLUS 

3H-Imidazo(4,5-b]pyridine, 3 - (2 - f uranylmethyl ) -2- [[1- [2- (4- 
methoxyphenyl ) ethyl] -4 -piperidinyl] methyl] -, ethanedioate (1:2) 

INDEX NAME) 



CRN 99959-74-7 



CRN 110-17-8 
CMF C4 H4 04 



Double bond geometry ae ahown. 
^C0 2 H 



H0 2 < 



L4 ANSWER 3 9 OF 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 

RN 99959-8S-0 CAPLUS 

CN 1-Piperidineacetonitrile, 

4- I [3- (2-furanylmethyl) -3H-imidazo [4 , 5-b] pyridin- 
2-yl]methyl] - (9CI) (CA INDEX NAME) 




RN 99959-97-4 CAPLUS 

CN 3H-Imidazo[4, 5-b] pyridine, 2 - [ [ 1 - (2 -isothiocyanatoethyl ) -4 - 

piperidinyl] methyl] -3- (2-thienylmethyl) - (9CI) (CA INDEX NAME) 




RN 99960-29-9 CAPLUS 

CN 3H-Imidazo [4, 5-b] pyridine, 

2- t [1- (phenylmethyl) -4 -piperidinyl] methyl] -3- (2- 
pyridinylmethyl) - (9CI) (CA INDEX NAME) 




RN 99960-30-2 CAPLUS 

CN 3H-Imidazo[4, 5-b] pyridine, 3- (2-furanylmethyl) -2- [ [1- (phenylmethyl) -4- 
piperidinyl) methyl] - (9CI) (CA INDEX NAME) 



L4 ANSWER 39 OF 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 




RN 99960-32-4 CAPLUS 

CN 3H-Imidazo[4, 5-b] pyridine , 

2- { (1- (phenylmethyl) -4 -piperidinyl ] methyl] -3- (2- 
thienylmethyl) - (9CI) (CA INDEX NAME) 




RN 99960-34-6 CAPLUS 

CN 3H-Imidazo [4, 5-b] pyridine, 3- [ (4-methoxyphenyl ) methyl] -2- [ [1 
(phenylmethyl) -4 -piperidinyl) methyl] - (9CI) (CA INDEX NAME) 




MeO 



RN 99960-47-1 CAPLUS 

CN 3H-Imidazo [4, 5-b] pyridine , 3- [ (4-methoxyphenyl) methyl] -2- (4- 
piperidinylmethyl) - (9CI) (CA INDEX NAME) 



Habte 



04/28/2006 



10/817,472 
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L4 ANSWER 3 9 OP 52 CAPLUS COPYRIGHT 2006 ACS on STN 



(Continued) 



H 

q 



RN 99960- 52- B CAPLUS 

CN 3H-Iraidazol4. 5-b J pyridine. 

2- (4-piperidinylmethyl) -3- (2 -pyridinylmethyl) 

<2E) -3-butenedioate {2:3) <9CI) (CA INDEX NAME) 



CRN 99960-51-7 
CMF C1B H21 N5 



CH 2 - 
CH 2 



OX 

c 



xy 



CRN 110-17-8 
CMP C4 H4 04 



Double bond geometry as ehown. 



99960-62-0 CAPLUS 

1-Piperidinecarboxylic acid, 4- [ (3- (2-thienylmethyl) -3H- imidazo [4 , 5- 
b]pyridin-2-yl) methyl}-, ethyl eater (9CI) (CA INDEX NAME) 



L4 ANSWER 39 OP 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 



X i 



RN 99960-65-3 CAPLUS 

CN 3H-Imidazo[4.5-b)pyridine, 3 - (2-f uranylmethyl) -2- (4 -piperidinylmethyl) - 
(2E) -2-butenedioate (2=3) (9CI) (CA INDEX NAME) 



CRN 99959-35-0 
CMP C17 H20 N4 O 



N— CH 2 K^sM 

6 



CRN 110-17-8 
CMP C4 H4 04 

Double bond geometry as shown. 



99960-67-S CAPLUS 

3H-Imidazo[4, 5-b] pyridine, 2- (4-piperidinylmethyl) -3- (2-thienylmethyl) - 
(2E) -2-butenedioate (2=3) (9CI) (CA INDEX NAME) 



CRN 99960-66-4 
CMP C17 H20 N4 S 



L4 ANSWER 3 9 OP 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 



CRN 
CMP 



110-17-8 
C4 H4 04 



Double bond geometry as shown. 



99960-80-2 CAPLUS 

2H, 6H-Pyrimido[2. l-b] [1 . 3] thiazin-6-one, 7 - [2 - [4 - [ [3 - [ (4 - 
fluorophenyl) methyl) -3H-imidazo [4 , 5-b] pyridin-2-yl] methyl] -1- 
piperidinyl] ethyl] -3,4 -dihydro- B -methyl- (9CI) (CA INDEX NAME) 




2 CH 2 -C 




99960-81-3 CAPLUS 

2H,6H-PyrimidoI3, l-b] [1 , 3} thiazin-6-one, 7- [2- [4- [ [3- { (4- 
fluorophenyl) methyl ] -3H-imidazo [4 , 5-b) pyridin-2-yl] methyl] -1- 
piperidinyl ] ethyl] -3, 4-dihydro-8 -methyl-, ethanedioate (1:2) (9CI) 
INDEX NAME) 

CM 1 

CRN 99960-80-2 

CMP C29 H33 P N6 0 S 



Habte 



L4 ANSWER 3 9 OP 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 



fHa" CH 2 — f^X 



CRN 144-62-7 
CMF C2 H2 04 



RN 99960-87-9 CAPLUS 

CN 2H-Benzimidazol-2-one, 1 , 3 -dihydro- 1 - [3- [4- [ [3- (2-thienylmethyl) -3H- 

imidazol4. 5-b)pyridin-2-yl]methyl] - 1 -piperidinyl ] propyl] -, ethanedioate 
(2:3) (9CI) (CA INDEX NAME) 

CM 1 

CRN 99960-86-8 
CMP C27 K30 N6 O S 




04/28/2006 



10/817,472 
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ANSWER 39 07 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) L4 ANSWER 3 9 OP 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 

CM 2 CRN 110-17-8 

CMP C4 H4 04 

CRN 144-62-7 

CMP C2 H2 04 Double bond geometry as shown. 




HO-C-C-OH 



RN 99960-91-5 CAPLUS 

CN 2, 4 (1H, 3H) -Quinazolinedione, 3- [2- (4- { (3- ( (4 -fluorophenyl) methyl] -3H- 

imidazo[4,5-b]pyridin-2-yl)roethyl] - l-piperidinyl] ethyl J - (9CI) (CA INDEX 
NAME) 




F 



RN 99960-95-9 CAPLUS 

CN 1-Butanone, 1- (4 -fluorophenyl ) -4- [4- I [3- [ (4 -fluorophenyl) methyl J -3H- 

imidazo [4, 5-b]pyridin-2-yl] methyl] -l-piperidinyl] -, (2E) -2-butenedioate 
(2:3) (9CI) (CA INDEX NAME) 

CM 1 




RN 99961-01-0 CAPLUS 

CN 3H-Imidazo[4,5-bJpyridine, 2- [ [1- (2- (4-methoxyphenyl) ethyl] -4 - 

piperidinyl] methyl] -3- (2-pyridinylmethyl) - , (2E) -2-butenedioate (1:2) 
(9CI) (CA INDEX NAME) 

CM 1 

CRN 99961-00-9 
CMP C27 H31 N5 0 




CM 2 

CRN 110-17-8 
CMP C4 H4 04 



99960-94-8 

C29 H30 P2 N4 O 



N— CH2 k^N— (CH 2)3 -C— jp^j 



Double bond geometry as shown. 
" ^C0 2 H 



H0 2 C 



RN 99961-03-2 CAPLUS 

CN 3H-Imidazo [4, 5-b] pyridine, 3- ( (4-f luorophenyl ) methyl J -2- [ [1- [2- (4- 

methoxyphenyl) ethyl] -4 -piperidinyl] methyl] ethanedioate (1:2) (9CI) 

(CA 

INDEX NAME) 



CRN 99961-02-1 
CMP C28 H31 F N4 O 



L4 ANSWER 3 9 OF 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 

N— CH 2 N— CH 2 - CH 2 — 

/=\ ^^^OMe 



L4 ANSWER 3 9 OF 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 

CN 4H-Pyrido[l,2-a)pyrimidin-4-one, 

2 -methyl -3- [2- [4- I [3- (2-pyridinylmethyl) - 

3H-imidazo [4, 5-b] pyridin-2-yl] methyl] -l-piperidinyl] ethyl] - (9CI) (CA 

INDEX NAME) 

^ ^ N CH 2 CH 2 -CH 2 — < jT^S 

// Yv Me 



CRN 144-62-7 
CMP C2 H2 04 



HO~C— C— OH 

RN 9996105-4 CAPLUS 

CN 3H-Imidazo[4,5-b]pyridine, 2- [ [1- (2- (4 -methoxyphenyl) ethyl] -4- 

piperidinyl] methyl J -3- (2-thienylmethyl) -, (2E) -2 -butenedioate (1:1) (9CI) 
(CA INDEX NAME) 

CM 1 

CRN 99961-04-3 
CMP C26 H30 N4 O S 



^ J) N CH2 CH2-CH2 



RN 99961-14-5 CAPLUS 

CN 4H-Pyrido[l,2-aJpyrimidin-4-one, 6, 7. 8 , 9-tetrahydro-2-methyl -3 - [2- [4- [ [3- 
( 2 - pyr i d i nylme thyl ) - 3H - imidazo [ 4 . 5 - b ] pyr id i n - 2 - yl ] me t hy 1 ] - 1 - 
piperidinyl ] ethyl ] - (9CI) (CA INDEX NAME) 



RN 99961-37-2 CAPLUS 

CN 1-Piperidineacetonitrile, 4- t [3- ( (4 - fluorophenyl) methyl] -3H-imidazo [4 , 5- 
b]pyridin-2-yl]methyl] - (9CI) (CA INDEX NAME) 



CRN 110-17-B 
CMP C4 H4 04 



Double bond geometry as shown. 
^C0 2 H 



H0 2 < 

RN 99961-13-4 CAPLUS 

Habte 



RN 99961-42-9 CAPLUS 

CN lH-Benzimidazol-2-amine. N- [2- (4- [ [3 - ( <4-f luorophenyl) methyl 1 -3H- 

imidazor4, 5-b]pyridin-2-yl] methyl] -l-piperidinyl] ethyl] - (9CI) (CA INDEX 
NAME) 



04/28/2006 
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P 



RN 99961-57-6 CAPLUS 
CN 3-Pyrimidinamine, 

N- [2- [4- [ [3- (2-furanylmethyl) -3H-imidazo[4, 5-b]pyridin-2- 

yl ] methyl] -1-piperidinyl] ethyl] -, ethanedioate (1:3) (9CI) {CA INDEX 
NAME) 

CM 1 

CRN 99961-56-5 
CMP C23 H27 N7 O 




CM 2 

CRN 144-62-7 
CMF C2 H3 04 




HO- C-C- OH 



RN 99961-59-8 CAPLUS 
CN 2-Pyrimidinamine, 

N- [2- [4- ( |3- (2-pyridinylmethyl) -3H-imidazo [4 , S-b] pyridin- 

2-yHmethyl] -l-piperidinyl] ethyl] ethanedioate (2:7) (9CI) (CA INDEX 
NAME) 

CM 1 



L4 ANSWER 39 OF 52 CAPLUS COPYRIGHT 2006 ACS On STN (Continued) 
CRN 99961-56-7 
CMP C24 H26 N8 




CM 2 

CRN 144-62-7 
CMF C2 H2 04 



n 

HO-C— C-OH 

RN 99961-61-2 CAPLUS 
CN 2-Pyrimidinamine, 

N- (2- (4- ( [3- (2-thienylmethyl) -3H-imidazo [4 . 5-b] pyridin-2- 

yl] methyl) -1-piperidinyl] ethyl] -, (2E) -2-butenedioate (2:3) <9CI> (CA 
INDEX NAME) 

CM 1 

CRN 99961-60-1 
CMF C23 H27 N7 S 




CM 2 

CRN 110-17-8 
CMF C4 H4 04 

Double bond geometry as shown . 



L4 ANSWER 3 9 OP 52 CAPLUS COPYRIGHT 2006 ACS on STN 



H0 2 C 



RN 99961-65-6 CAPLUS 

CN 2-Pyrimidinamine. N- (2- [4- [ [3 - (phenylmethyl ) -3H-imidazo [4 , 5-b] pyridin-2- 
yDmethyl] -1-piperidinyl] ethylj -, ethanedioate (1:3) (9CI) (CA INDEX 
NAME) 

CM 1 

CRN 99961-64-S 
CMF C25 H29 N7 



^ y N CH2-CH2-NH— |f 

CH 2 - Ph Ns^J 



CRN 144-62-7 
CMF C2 H2 04 



HO- C-C- OH 

RN 99961-73-6 CAPLUS 

CN 1-Piperidineethanamine, 

4- ( [3- (2-furanylmethyl) -3H-imidazo[4, 5-b]pyridin-2- 

yl] methyl] -N-2-thiazolyl- (9CI) (CA INDEX NAME) 



^ ^> N CH 3 CH 2 -CH 3 ~NH ^ j) 



L4 ANSWER 39 OP 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 
CMF C22 H26 N6 O S 



^ir N — f" 2 — CH2-CH2-NH — <y 



CRN 144-62-7 
CMP C2 H2 04 



HO— C C — OH 

RN 99961-80-5 CAPLUS 

CN 1-Piperidineethanamine, 4- [ [3- ( (4 -f luorophenyl) methyl] -3H-imidazo(4. 5- 
b]pyridin-2-yl]methyl] -N-2-thiazolyl-. ethanedioate (2s5) (9CI) (CA 

INDEX 

NAME) 



CRN 99961-79-2 
CMF C24 H27 P N6 S 



^ ^> N CH 3 ^^N CH 2 -CH 2 -NH ^ Jj 

9 



CM 2 

RN 99961-75-8 CAPLUS 

CN l-Piperidineethenamine. CRN 144-62-7 

4- [{3- (2-furanylmethyl) -3H-imidazo [4. 5-b] pyridin-2- CMP C2 H2 04 

yl ] methyl } -N-2-thiazolyl-. ethanedioate (1:3) (9CI> (CA INDEX NAME) 

CM l 



CRN 99961-73-6 

Habte 



04/28/2006 
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L4 ANSWER 39 OP 52 CAPLUS COPYRIGHT 3006 ACS on STN (Continued) 



HO-C-C-OH 

RN 99961-82-7 CAPLUS 

CN 1-Piperidineethanaraine, N-2-thiazolyl -4- [{3- (2-thienylmethyl) -3H- 
imidazol4.5-b]pyridin-2-yl)methyl] ethanedioate (1:3) (9CI) (CA 
NAME) 

CM 1 

CRN 99961-81-6 
CMF C22 H26 N6 S2 



^ ^> N CH 2 k^N CH2-CH2-NH— fjj 



CRN 144-63-7 
CMF C2 H2 04 



HO- C-C- OH 

RN 99961-84-9 CAPLUS 

CN 1-Piperidineethanamine, 4 - [ 13- (phenylmethyl) -3H-imidazo [4 , 5-b]pyridin-2- 
yl] methyl] -N-2-thiazolyl- . ethanedioate (2:7) (9CI) (CA INDEX NAME) 



CRN 99961-83-8 
CMF C24 H28 N6 S 



\ CH 2 -CH 2 -NH — <y Jj 

CH-3- Ph S 



L4 ANSWER 3 9 OF 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 

CRN 110-17-8 
CMF C4 H4 04 

Double bond geometry as shown. 

„o J c^' C03H 

RN 99963-34-0 CAPLUS 

CN 3H-Imidazo[4,5-b]pyridine, 3- ( (4 -fluorophenyl) methyl) -2- [ [1- [2- (2- 

pyridinylmethoxy) ethyl J -4 -piperidinyl) methyl) - , trihydrochloride (9CI) 
(CA INDEX NAME) 



^ ^> N CH 2 K^, N CH 3 - CH 2 - O- CH 2 ^ > 



L4 ANSWER 3 9 OP 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 



CRN 144-62-7 
CMP C2 H3 04 



iT iT 



RN 99961-89-4 CAPLUS 

CN 1-Piperidineethanamine, 4- { [3- ( (4 -methoxyphenyl) methyl J -3H-imidazo [4 , 5- 
b]pyridin- 2 -yl] methyl] -N-2-thiazolyl - (9CI) (CA INDEX NAME) 

^ ^ N CH 2 "s^N CH 2 -CH 2 -NH— ^ J) 



RN 99962-03-5 CAPLUS 

CN 3-Pyrimidinamine, N- 12- [4- I [3- [ (4 -fluorophenyl) methyl] -3H-imidazo [4 , 5- 
blpyridin- 2 -yl] methyl] -1-piperidinyl] ethyl] (2E) -2-butenedioate (2:3) 
(9CI) (CA INDEX NAME) 



CM 1 



CRN 99962-02-4 
CMF C2S H28 P N7 



^ ^> N— CH 2 ^»*— CH2-CH2-NH— ^ 



L4 ANSWER 39 OF 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 

PAGE 1-A 



9n 

CH 2 N f 



^2 
*2 



• 3 HC1 



99962-28-4 CAPLUS 

lH-Imidazo[4,5-cJpyridin-2-araine. N- [2- [4- I (3- (2-furanylmethyl) -3H- 
imidazo [4. 5-b] pyridin-2-yl] methyl] -1-piperidinyl] ethyl] - , 
(2E) -2-butenedioate (1:3) (9CI) (CA INDEX NAME) 



CRN 110-17-8 
CMF C4 H4 04 



Double bond geometry as shown. 



RN 99962-35-3 CAPLUS 

CN Urea, N-ethyl-N' - [3- [4- [ (3- [ (4-f luorophenyl) methyl} -3H-imidazo [4 . S- 
b]pyridin-3-yl)methyl] - l-piperidinyl] ethyl] - (9CI) (CA INDEX NAME) 



Habte 
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CH3-CH3- NH-C-NHEt 



99962-39-7 CAPLUS 

3-Furancarboxamide, N- [2- [4- ( [3- [ (4 -tluorophenyl) methyl] -3H-imidazo [4 . 5- 
b] pyridin-2-yl] methyl] - l-piperidinyl] ethyl] - (9CI) (CA INDEX NAME) 



L4 ANSWER 39 OP 52 CAPLUS COPYRIGHT 3006 ACS on STN (Continued] 
RN 99962-59-1 CAPLUS 

CN Urea, N'- (2- [4- E [3- t (4 -tluorophenyl) methyl] -lH-imidazo(4, 5-b] pyridin-2- 
yl ] methyl] -1-piperidinyl] ethyl ] -N,N-dimethyl - , ethanedioate (2:5) (9CI) 
(CA INDEX NAME) 

CM 1 

CRN 99962-58-0 
CMP C34 H31 F N6 O 




CH3- CH 2 - NH- C- NMe 2 



^ 1> N CH 2 CH 2 -CH 2 -NH— C <T O 



CRN 144-63-7 
CMP C3 H3 04 



99963-58-0 CAPLUS 

Urea, N' - [3- [4- [ (3 -( (4 -tluorophenyl) methyl) - lH-imidazo (4 , 5-b] pyridin-2- 
yljmethylj -1-piperidinyl) ethyl] -N, N-dimethyl- (9CI) (CA INDEX NAME) 



CH 2 ~ CH 2 - NH — C— NMe 2 



99962-73-9 CAPLUS 

4 (1H) -Quinazolinone, 3- [2- (4- ( (3- ( (4 - tluorophenyl ) methyl ) -3H-imidazo [4, 5- 
b]pyridin-2-yl]methyl] -1-piperidinyl] ethyl] -2, 3-dihydro-2-thioxo- (9CI> 
(CA INDEX NAME) 



L4 ANSWER 39 OF 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 




P 



RN 99962-78-4 CAPLUS 
CN Benzamide, 

N- [2- (4- I (3- ( (4 -tluorophenyl) methyl] -3H-imidazo [4, 5-b] pyridin-2- 

yl) methyl] -1-piperidinyl] ethyl] -2- (methylamino) - , ethanedioate (2:5) 

(9CI) 

(CA INDEX NAME) 
CM 1 

CRN 99963-77-3 
CMP C29 H33 P N6 O 




F 



CM 3 

CRN 144-63-7 
CMP C3 H2 04 



H 

HO-C-C-OH 

RN 99962-80-8 CAPLUS 
CN Benzamide, 

2-amino-N- [2- {4- [ (3 - (2-furanylmethyl) -3H-imidazo[4, 5-b]pyridin- 
2-yllmethyl] -1-piperidinyl] ethyl] - (9CI) (CA INDEX NAME) 



L4 ANSWER 39 OF 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 




RN 99962-85-3 CAPLUS 

CN 4 (1H) -Quinazolinone, 2, 3-dihydro-2, 2-dimethyl-3- [2- (4- { [3- (2- 
pyridinylmethyl) -3H-imidazo (4 , 5-b) pyridin-2-yl] methyl] -1- 
piperidinyl) ethyl] -, ethanedioate (1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 99962-84-2 
CMP C3 0 H35 N7 O 




CM 2 

CRN 144-62-7 
CMP C2 H2 04 




HO-C-C-OH 



RN 99962-88-6 CAPLUS 

CN 2,4 (1H, 3H) -Quinazolinedione, 

3- [4- £4- 1 13- (2-furanylmethyl) -3H-imidazo (4 , 5- 

b)pyridin-3-yl] methyl] -l-piperidinyl]butyl] - (9CI) (CA INDEX NAME) 



Habte 



04/28/2006 



10/817,472 
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L4 ANSWER 39 OP 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 

RN 99963-28-7 CAPLUS 
CN 1-Piperidineethanol, 

4- [ [3- (2-pyridinylmethyl) -3H-imidazo [4 . S-b] pyridin-2- 

yljmethyl]-, (2E) -2-butenedioate (2:3) (salt) (9CI) (CA INDEX NAME) 



CM 1 



CRN 99963-27-6 
CMP C20 H2S N5 O 



6 



CRN 110-17-8 
CMP C4 H4 04 

Double bond geometry as shown. 
^ B ^C0 2 H 



H0 2 ' 

RN 99963-30-1 CAPLUS 

CN 3H-lmidazo [4,5-bJpyridine, 3- I (4- f luorophenyl ) methyl] -2- [ [l- [2- [ (l- 
naphthalenyloxy)methoxy] ethyl] -4-piperidinyl] methyl] -. 

(2E) -2-butenedioate 

(2:3) (9CI) (CA INDEX NAME) 

CM 1 

CRN 99963-29-8 

CMF C32 H33 F N4 02 



ANSWER 39 OP 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 




CRN 110-17-B 
CMP C4 H4 04 



Double bond geometry as shown. 



99963-37-8 CAPLUS 

5H-Tetrazol-5-one, 1 -ethyl -4- [2- [4- [ (3- ( (4 - f luorophenyl ) methyl ] -3H- 
imidazo[4,5-b]pyridin-2-yl]methyl] -1-piperidinyl] ethyl] -1, 4-dihydro- 
ethanedioate (1:2) (9CI) (CA INDEX NAME) 

CM 1 

CRN 99963-36-7 
CMF C24 H29 P N8 O 



L4 ANSWER 3 9 OP 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 




CM 2 

CRN 144-62-7 
CMF C2 H2 04 




HO- C C OH 

RN 99963-39-0 CAPLUS 

CN 3H-Imidazo(4,5-b]pyridine. 2- [ (1- ( lH-benzimidazol -2 -ylmethyl ) -4 - 

piperidinyl] methyl) -3- I (4 -f luorophenyl) methyl] - , ethanedioate (1:3) (9CI) 
(CA INDEX NAME) 

CM 1 

CRN 99963-38-9 
CMF C27 H27 F N6 




P 



CM 2 

CRN 144-62-7 
CMF C2 H2 04 




HO-C-C-OH 

Habte 



L4 ANSWER 39 OF 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 
RN 99963-41-4 CAPLUS 

CN 3H -Imidazo [4, 5 -b] pyridine, 2- [ [1- (3- (4 -fluorophenoxy) propyl] -4- 

piperidinyl] methyl] -3- [ (4 -f luorophenyl )methyl] ethanedioate (1:2) (9CI) 
(CA INDEX NAME) 

CM 1 

CRN 99963-40-3 

CMF C28 H3 0 P2 N4 O 




F 



CM 2 

CRN 144-62-7 
CMF C2 H2 04 




HO-C-C-OH 



RN 99963-45-8 CAPLUS 

CN 3H-lmidazo (4, 5-b] pyridine, 2- [ [l- [ (2, 3 -dihydro-1, 4 -benzodioxin-2- 
yl) methyl] -4 -piperidinyl] methyl] -3- I (4 -f luorophenyl ) methyl] -, 

ethanedioate 

(1:2) (9CI) (CA INDEX NAME) 

CM 1 

CRN 99963-44-7 

CMF C28 H29 P N4 02 




F 
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L4 ANSWER 3 9 OF 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 
CM 2 

CRN 144-62-7 
CMF C2 H2 04 




HO-C-C— OH 



RN 99963-46-9 CAPLUS 

CN 3H- Imidazo {4, 5-b] pyridine. 2- ( [1- ( [1- ( lH-benzimidazol -2 -ylmethyl ) - 1H- 

benzimidozol -2 -yl] methyl] -4 - piper idinyl ] methyl ] -3 - [ (4 - fluorophenyl ) methyl ] 
(9CI) (CA INDEX NAME) 




RN 99963-48-1 CAPLUS 

CN 1-piperidineacetamide. 4- [ [3- I (4 - fluorophenyl ) methyl ] -3H-imidazo [4 , 5 - 
b]pyridin-2-yl1methyl} - (9CI) (CA INDEX NAME) 



L4 ANSWER 3 9 OF 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 

ff 




CH2-C-NH2 



P 



RN 99963-51-6 CAPLUS 

CN 2H - Benz imidazo 1 -2 -one, 

1- [3- 14- [{3- [(4 -fluorophenyl) methyl] -3H- imidazo [4 , 5- 

bJpyridin-2-yl] methyl] -1-piperidinyl] propyl] - 1 . 3 -dihydro- . 
(2E) -2-butenedioate (2:3) (9CI) (CA INDEX NAME) 

CM 1 

CRN 99963-50-5 
CMP C29 H31 F N6 O 




F 



CM 2 

CRN 110-17-8 
CMF C4 H4 04 

Double bond geometry as shown. 



RN 99963-55-0 CAPLUS 

CN 2H-Benzimidazol-2-one, 1. 3 -dihydro- 1- (3- (4- ( [3- (phenylmethyl) -3H- 



L4 ANSWER 3 9 OF 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 

imidazo [4 , S-b] pyridin- 2 -yl ] methyl ] - 1-piperidinyl ] propyl ] - , ethanedioate 
(1:3) (9CI) (CA INDEX NAME) 

CM 1 

CRN 99963-54-9 
CMF C29 H32 N6 O 




CM 2 

CRN 144-62-7 
CMF C2 H2 04 




HO- C- C- OH 



RN 100015-33-6 CAPLUS 

CN 3H-Imidazo(4,5-b]pyridine, 3- ( (4 -fluorophenyl) methyl) -2- ( [1- 12- 

(phenylsulfonyl)ethyl] -4 -piperidinyl] methyl] -, ethanedioate (2:3) (9CI) 
(CA INDEX NAME) 

CM 1 

CRN 100015-32-5 

CMF C27 H29 P N4 02 S 



L4 ANSWER 3 9 OF 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 

I 




Ph 



CM 2 

CRN 144-62-7 
CMP C2 H2 04 




HO-C— C— OH 

RN 100015-35-fl CAPLUS 

CN 2H-Benzimidazol-2-one, 1 , 3 -dihydro- 1 - [3- (4- [ [3- (2-pyridinylmethyl) -1H- 
imidazo[4,5-b]pyridin-2-yl]methyl] -1-piperidinyl] propyl] - , ethanedioate 
(1:2) (9CI) (CA INDEX NAME) 

CM 1 

CRN 100015-34-7 
CMF C28 H31 N7 O 




CM 2 

CRN 144-62-7 
CMF C2 H2 04 



Habte 



04/28/2006 
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HO-C-C— OH 



RN 100015-38-1 CAPLUS 

CN l-piperidineacetic acid, 4- [ [3 - 1 (4-f luorophenyl) methyl] -3H-imidazo [4 , 5- 
bJpyridin-2-yl3methylJ -, ethyl eater, di hydrochloride (9CI) (CA INDEX 
NAME) 



it 




F 




RN 10001S-53-0 CAPLUS 

CN 1-Piperidineacetonitrile, 

4- { [3- (phenylmethyl) -3H-imidazo [4, 5-b] pyridin-2 
yl] methyl)- (9CI) (CA INDEX NAME) 



ch 2 — Ph 



RN 100015-54-1 CAPLUS 

CN 1-Piperidineacetonitrile, 4-[[3- t (4 -methoxyphenyl ) methyl] -3H-imidazo (4 , 5- 
b] pyridin-2-yl] methyl] - (9CI) (CA INDEX NAME) 



• 2 HC1 



RN 100015-48-3 CAPLUS 

CN 1-Piperidineacetonitrile, 4- ( (3- [ (4 -methylphenyl) methyl] -3H-imidazo (4 , 5- 
b)pyridin-2-yl]methyl] - (9CI) (CA INDEX NAME) 




Me 



RN 100015-51-8 CAPLUS 

CN 1-Piperidineacetonitrile, 4- [ [3- (2-pyridinylmethyl) -3H-imidazo[4, 5- 
b] pyridin- 2 -yl] methyl]- (9CI) (CA INDEX NAME) 




MeO 



RN 100015-59-6 CAPLUS 

CN 1-Piperidineethanamine, 

4- { [3- (2-furanylmethyl) -3H-imidazo [4, 5-b] pyridin-2- 

yl]methyl]-, (2E) -2-butenedioate (1:3) (9CI) (CA INDEX NAME) 

CM 1 

CRN 99959-90-7 
CMP C19 H25 N5 O 



L4 ANSWER 39 OF 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 




CM 2 

CRN 110-17-8 
CMF C4 H4 04 

Double bond geometry as shown. 
E ^C0 2 H 

H0 2 C 

RN 100015-60-9 CAPLUS 

CN 1-Piperidineethanamine, 

4- [ [3- (2-thienylmethyl) -3H- imidazo [4 , 5 -b] pyridin-2 - 
yljmethyl]- (9CI) (CA INDEX NAME) 




RN 100015-78-9 CAPLUS 

CN l-Piperidineacetamide, 4- ( [3- [ (4-f luorophenyl) methyl] -3H-imidazo [4 , 5- 
b] pyridin- 2 -yl] methyl] -N- 2 -pyrimidinyl - (9CI) (CA INDEX NAME) 




RN 100015-79-0 CAPLUS 

CN l-Piperidineacetamide, 4- [ [3- { (4-fluorophenyl)methyl] -3H-imidazo[4, S- 

b] pyridin-2 -yl] methyl] -N-2 -pyrimidinyl-, (2E) -2-butenedioate (1:3) (9CI) 

Habte 



L4 ANSWER 3 9 OF 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 
(CA INDEX NAME) 

CM 1 

CRN 100015-78-9 
CMF C25 H26 F N7 O 




F 



CM 2 

CRN 110-17-8 
CMF C4 H4 04 

Double bond geometry as shown. 



^C0 2 H 

H0 2 C 

RN 100015-84-7 CAPLUS 

CN lH-Imidazo[4,5-c)pyridin-2-amine, N- (2- [4 - [ (3 - (2 -pyridinylmethyl ) -3H- 
imidazo[4, 5-b] pyridin-2 -yl] methyl ] - 1 -piperidinyl ] ethyl ] -, ethanedioate 
(1:4) (9CI) (CA INDEX NAME) 

CM 1 

CRN 100015-83-6 
CMF C26 H29 N9 




CM 2 

CRN 144-62-7 
CMF C2 H2 04 
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L4 ANSWER 39 OF 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) L4 ANSWER 39 OF 52 CAPLUS COPYRIGHT 2006 ACS on STN 



100015-86-9 CAPLUS 

1H- Imidazole 5-c]pyridin-2-amine. N- [2- {4- [ [3- (2 -thienyl methyl) -3H- 
imidazo(4. 5-b) pyridin- 2 -yl] methyl] -l-piperidinyl]ethylj -, ethanedioate 
(2:5) (9CI) (CA INDEX NAME) 

CM 1 



CRN 100015-85-8 
CMP C25 H28 N8 S 



CRN 
CMP 



144-62-7 
C2 H2 04 




HO-C-C— OH 

RN 100015-88-1 CAPLUS 

CN lH-Imidazol4. 5-c) pyridin-2-amine, 

N- [2- [4- [(3- { (4-methylphenyl)methyl) -3H- 

imidazo {4 , 5 -b] pyridin-2 -yl ) methyl] - 1 -piperidinyl] ethyl J - 

(1:5) (9CI) (CA INDEX NAME) 

CM l 

CRN 100015-B7-0 
CMP C28 H32 N8 



C^X— n— CHa"" C^m— CH2- ch 2 - mi—^^^i 



ethanedioate 



CM 2 

CRN 144-62-7 
CMF C2 H2 04 



L4 ANSWER 39 OF 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 




HO- C— C- OH 

RN 10001S-90-5 CAPLUS 

CN 1H- Imidazo (4, 5-c]pyridin-2-amine, 

N- [2- [4- ( [3- t (4 -fluorophenyl) methyl) -3H- 

imidazo[4. 5-b]pyridin-2-yl]methylJ - 1-piperidinyl] ethyl) -, ethanedioate 

(2:5) (9CI) (CA INDEX NAME) 

CM 1 

CRN 100015-89-2 
CMF C27 H29 P N6 




CM 2 

CRN 144-62-7 
CMP C2 H2 04 




HO- C— C— OH 



RN 100015-91-6 CAPLUS 
CN 2-Pyridinemethanamine, 

N- [2- {4- (13- [(4 -fluorophenyl) methyl] -3H-imidezo (4, 5- 

b]pyridin-2-yl)methyl] -1-piperidinyl] ethyl) - (9CI) (CA INDEX NAME) 




P 



Habte 



L4 ANSWER 3 9 OF 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 

RN 100015-92-7 CAPLUS 
CN 2-Pyridinemethanamine, 

N- (2- [4- ( (3- [(4 -fluorophenyl) methyl] -3H- imidazo [4 , 5- 

b)pyridin-2-yl) methyl] - 1-piperidinyl] ethyl] - . (2E) -2-butenedioate (1:2) 
(9CI) (CA INDEX NAME) 

CM 1 

CRN 100015-91-6 
CMF C27 H31 F N6 




CM 2 

CRN 110-17-8 
CMP C4 H4 04 

Double bond geometry aa shown. 
H0 3 ^^ CO3H 



RN 100015-94-9 CAPLUS 
CN 3 - Pyr i d i neca rboxami de , 

N- (2 - [4 - ( 13 - ( (4 -fluorophenyl) methyl] -3H- imidazo [4 , 5- 

bjpyridin- 2 -yl] methyl] - 1-piperidinyl] ethyl] -, ethanedioate (1:3) (9CI) 
(CA INDEX NAME) 

CM 1 

CRN 100015-93-8 
CMF C27 H29 P N6 O 



04/28/2006 



10/817,472 



Page 87 



L4 ANSWER 39 OP 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 




CM 2 

CRN 144-62-7 
CMF C2 H2 04 




HO— C— C-OH 



RN 100016-07-7 CAPLUS 

CN Thieno[2,3-dJpyrimidin-4(lH) -one. 3-12- [4- [ [3 - (2 - f uranylmethyl ) -3H- 

imidazo[4,5-b]pyridin-2-yl]methyl] -l-piperidinyljethyl] -2, 3-dihydro-6- 
methyl-2-thioxo- (9CI) (CA INDEX NAME) 



L4 ANSWER 39 OF 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 

PAGE 1-A 




PAGE 2-A 



RN 100016-08-8 CAPLUS 

CN Benzamide, N- (2- {4- ( (3- (2-f uranylmethyl) -3H-imidazo t4 . S-b] pyridin-2- 

yllmethyl] -1-piperidinyl] ethyl) -2- (methylamino) - (9CI) (CA INDEX NAME) 



L4 ANSWER 39 OP 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 



^ ^> N CH 2 k^/N CH 3 -CH 2 -NH-C— < 



RN 100016-12-4 CAPLUS 

CN 4 (3H) -Quinazolinone, 3- [2- [A- [ (3- [ (4 - f luorophenyl ) methyl) -3H-imidazol4. S- 
b)pyridin-2-yl) methyl) -1-piperidinyl) ethyl] -2-methyl- (9CI) (CA INDEX 




RN 100016-14-6 CAPLUS 

CN 4 (3H) -Quinazolinone, 3- [2- [4- [ [3- (2-furanylmethyl) -3H-imidazo [4, 5- 
b]pyridin-2-yl] methyl] -1-piperidinyl) ethyl] -2-methyl-, 

(2E) -2-butenedioate 

(1:3) (9CI) (CA INDEX NAME) 

CM 1 

CRN 100016-13-5 
CMP C28 H30 N6 02 

% Ji K— CHj k^-N CHj-CHj Pill 



CRN 110-17-8 
CMP C4 H4 04 



Double bond geometry ae shown. 
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^C0 2 H 



RN 100016-17-9 CAPLUS 

CN 4 (1H) -Quinazolinone, 3- [2- [4- [ [3- (2 -f uranylmethyl ) -3H-imidazo (4. 5- 

bIpyridin-2-yl) methyl) -1-piperidinyl] ethyl] -2, 3-dihydro- l-methyl-2-thioxo- 
(9CI) (CA INDEX NAME) 



■ — N CH 2 *^^N CH 2 -CH 2 




RN 100016-19-1 CAPLUS 

CN 4 (1H) -Quinazolinone, 3 - [2 - [4 - ( [3 - t (4 - f luorophenyl ) methyl] -3H-imidazo [4 , 5- 

b]pyridin-2-yl] methyl] -l-piperidinyl)ethyl) -2, 3 -dihydro-1 -methyl -2 -thioxo- 
(9CI) (CA INDEX NAME) 




Habte 



RN 100016-20-4 CAPLUS 

CN 4 (1H) -Quinazolinone, 3- [2- [4- [ {3- (2-furanylroethyl) -3H-imidazo [4, 5- 

b)pyridin-3-yl) methyl) -1-piperidinyl] ethyl) -2,3-dihydro-2-thioxo- (9CI) 
(CA INDEX NAME) 

RN 100365-76-2 CAPLUS 

CN Thieno[2,3-d)pyrimidine-2,4 (1H.3H) -dione. 
3- [2- [4- I (3- (3- f uranylmethyl ) -3H- 
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L4 ANSWER 39 OP 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 

iraidazo{4,S-b]pyridin-2-ylIraethyl] - i-piperidinyl] ethyl] -6-methyl- (9CI) 
(CA INDEX NAME) 

PAGE 1-A 




PAGE 2 -A 



RN 115166-53-5 CAPLUS 

CN Phenol, 4- (2- [4 - { [3 - (2 -pyridinylmethyl ) -3H-imidazo(4, 5-b] pyridin-2 
yl] methyl] -1-piperidinyl J ethyl J - (9CI) (CA INDEX NAME) 



L4 ANSWER 3 9 OP 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 




IT 99959-86-1 

RL: RCT (Reactant) ; RACT (Reactant or reagent) 
(saponification -decarboxylation of) 
RN 99959-86-1 CAPLUS 

CN Carbamic acid. [2- (4 - ( (3- (2-thienylmethyl) -3H-imidazo [4 , 5-bJ pyridin-2- 
yl] methyl) -l-piperidinyl] ethyl] ethyl ester (9CI) (CA INDEX NAME) 




IT 99958-80-2 

RL: RCT (Reactant); RACT (Reactant or reagent) 
(N-alkylation of) 
RN 99958-80-2 CAPLUS 

CN 3H-Imidazol4,5-b)pyridine, 3 - [ (4 -f luorophenyl) methyl) -2- (4- 
piperidinylmethyl) -, dihydrochloride (9CI) (CA INDEX NAME) 




• 2 HC1 



IT 99959-82-7 



ANSWER 39 OP 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 
RL: RCT (Reactant) ; RACT (Reactant or reagent) 

(N-alkylation of, by chloroacetonitrile) 
99959-82-7 CAPLUS 

3H-Imidazo (4, 5-b) pyridine, 3- I (4 -methyl phenyl) methyl] -2- (4- 
piperidinylmethyl) - (9CI) (CA INDEX NAME) 



H 

.9 



99960-00-6 

RL: RCT (Reactant) ; RACT (Reactant or reagent) 

(N-carbamoylation and reductive N-alkylation reactions of) 
99960-00-6 CAPLUS 

1-Piperidineethanamine, 4-1 [3- I (4 -f luorophenyl) methyl) -3H-imidazo [4, 5- 
b]pyridin-2-yl)methyl] - (9CI) (CA INDEX NAME) 




XX 



CH2 - CH 2 -NH 2 
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1988:21891 CAPLUS 
108:21891 

Preparation of piperidinylaminobenzimidazoles and- 
imidazo pyridines as allergy inhibitors 
Janssens, Prans E . ; Hens, Jozef F.; Torremans, Joseph 







L. G. ; 


Heykants 


Jozef J. P. 




PATENT ASSIGNEE (S) : 


Janssen Pharmaceutics 


N. v., Belg. 

>. 




SOURCE : 




Eur. Pat. Appl. 


32 pp 








CODEN: 


EPXXDW 








DOCUMENT TYPE : 


Patent 










LANGUAGE : 


English 








FAMILY ACC. NUM. COUNT: 


1 










PATENT INFORMATION: 












PATENT NO. 


KIND 


DATE 


APPLICATION NO. 


DATE 


EP 


232937 


A2 
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EP 


1987-200128 


19870128 


EP 


232937 


A3 


19880406 








EP 


232937 


Bl 


19920819 










Rs AT, BE, CH, 


DE, ES, 


PR, GB, 


GR. IT, LI, LU, NL, 


SB 


US 


4835161 


A 
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US 
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19870121 


AT 
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E 


19920915 


AT 


1987-200128 


19870128 


CA 


1327579 


Al 


19940308 


CA 


1987-528342 


19870126 


ES 


2052544 


T3 


19940716 


ES 


1987-200128 


19870128 


DK 


8700541 


A 


19870804 


DK 


1987-541 


19870202 


FI 


8700448 


A 


19870804 


FI 


1987-448 


19870202 


NO 


8700407 


A 


19870804 


NO 


1967-407 


19870202 


AU 


8768218 


Al 


19870806 


AU 


1987-68218 


19870202 


AU 


583706 


B2 


19890504 








JP 


62215575 


A2 


19870922 


JP 


1987-20600 


19870202 


JP 


07094393 


B4 


19951011 








HU 


44544 


A2 


19880328 


HU 


1987-354 


19870202 


HU 


201067 


B 


19900928 








ZA 


8700744 


A 


19881026 


ZA 


19B7-744 


19870202 


IL 


81448 


Al 


19900917 


IL 


1987-81448 


19870202 


CN 


87100563 


A 


19870819 


CN 


1987-100563 


19870203 


CN 


1018614 


B 


19921014 








JP 


07179458 


A2 


19950718 


JP 


1994-260917 


19941003 


JP 


08019126 


B4 


19960228 








PRIORITY APPLN. INFO. : 






US 


1986-825491 


A 19860203 










EP 


1987-200128 


A 19870128 



OTHER SOURCE (S) : 
GI 



CAS REACT 108:21691 



The title compda. [I; R - H. alkyl; Rl - H, alkyl. cycloalkyl, 
(hetero)aryl, arylalkyl; R2 - H. alkyl, cycloalkyl, alkylcarbonyl , 
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olkoxycarbonyl , (hetero)arylalkyl ; R3 - H, alkoxycarbonyl , 
phenylmethoxycarbonyl ; Al -A4 - (substituted) CH:CH-CH:CH, N;CH-CH;CH, 
CH : N-CH : CH] were prepd. ae antihistamines and serotonin antagoniata. Et 
4-amino-l-piperidinecarboxylate and 2-chloro-l- (4-Cluorophenylmethyl) -1H- 
benzimidazole were heated at 120" with stirring Cor 43 h to give 
40.5% Et 4- [ (1- (4 -Cluorophenyl) methyl) - lH-benzimidazole-2-ylamino] -1- 
piperidinecarboxylate . The latter was treated with 4 0% HBr Cor 1 h to 
give 82% 1- [ (4- Cluorophenyl) methyl) -N- (4 -piperidinyl ) -lH-benzimidazole-2- 
amine.2HBr (II). The latter inhibited compd. 48/80-induced lethality in 
rats with an ED50 oC 0.056 mg/kg. 

IT 73733-99-0P 73734-03-8P 73734-21-1P 
73734-27-7P 7597B-98-3P 90518-53-8P 
90518-36-2P 90518-6C-4P 90318-75-5P 
99139-10-3P 110588-5C-2P 111931-83-5P 
111921-83-«P 111931-84-7P 111931-91-6P 
111921-93-7P 111921-93-8P 111931-94-9P 

111921- 9S-0P 111931-97-2P 111921-98-3P 
111933-01-1P 111922-03-3P 111933-04-4P 

111922- 05-5P 

RL: BAC (Biological activity or efCector, except adverse) ; BSU 
(Biological 

study, unclassified) ; SPN (Synthetic preparation); THU (Therapeutic use); 

BIOL (Biological study); PREP (Preparation); USES (Uses) 
(preparation oC, as allergy inhibitor) 
RN 73733-99-0 CAPLUS 
CN 1- Piper idinecarboxylic acid, 
4- [ (3- [ (4 -Cluorophenyl) methyl] -3H-imidazo[4, 5- 

bj pyridin-2-yl] amino) ethyl ester (9CI) (CA INDEX NAME) 



it 




RN 73734-02-8 CAPLUS 

CN 1-Piperidinecarboxylic acid, 

4- [[3- (phenylmethyl) -3H-imidazo 14 , S-b] pyridin- 

2 -yl) amino] ethyl ester (9CI) (CA INDEX NAME) 
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OEt 



O 



RN 73734-21-1 CAPLUS 

CN 3H-Imidazo[4,5-b]pyridin-2-amine, 3- (phenylmethyl) -N-4 -piperidinyl - , 
dihydrochloride (9CI) (CA INDEX NAME) 




CH 2 - Ph 



• 2 HC1 



RN 73734-27-7 CAPLUS 

CN 3H-Imidazo[4,5-b}pyridin-2-amine, 3- ( (4 - Cluorophenyl ) methyl ] -N-4- 
piperidinyl-, dihydrochloride (9CI) (CA INDEX NAME) 




• 2 HC1 

RN 75978-98-2 CAPLUS 

CN 1-Piperidinecarboxylic ncid, 

4- 1(3- t (4 -Cluorophenyl) methyl] -3H-imidazo [4, 5- 

b)pyridin-2-yl] amino] -, phenylmethyl eBter (9CI) (CA INDEX NAME) 
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RN 90518-52-8 CAPLUS 

CN 1-Piperidinecarboxylic acid, 4 - [ (3 - (2 - Curanylmethyl ) -3H- imidazo {4 , 5 - 
b] pyridin-2-yl] amino] -, ethyl ester (9CI) (CA INDEX NAME) 



I? 




RN 905 IB -56 2 CAPLUS 

CN 1-Piperidinecarboxylic acid, 4 - [ (3- (2-pyridinylmethyl) -3H- imidazo [4 , 5- 
b] pyridin-2-yl] amino] - . ethyl ester (9CI) (CA INDEX NAME) 



if 




RN 90518-66-4 CAPLUS 

CN 3H-Imidazo(4,5-b)pyridin-2-amine, 3- (2 - Curanylmethyl ) -N-4 -piperidinyl - 
(9CI) (CA INDEX NAME) 
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RN 90518-75-5 CAPLUS 

CN 3H-Imidazo[4, 5-b)pyridin-2-amine, N-4 -piperidinyl -3 - (2 -pyridinylmethyl > - , 
trihydrobromide (9CI) (CA INDEX NAME) 




• 3 HBr 

RN 99139-10-3 CAPLUS 

CN 3H-Imidazo[4,5-b)pyridin-2-amine, N-4 -piperidinyl -3- ( 2 -thienyl methyl) - 
(9CI) (CA INDEX NAME) 




RN 110588-56-2 CAPLUS 

CN 3H-Imidazo(4,5-b]pyridin-2-amine, 3- ( (5 -methyl -2 -Curanyl) methyl] -N-4- 
piperidinyl- (9CI) (CA INDEX NAME) 
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RN 111921-82-5 CAPLUS 

CN l-Piperidinecarboxylic acid, 4- [ [3- (3 -furanylmethyl) -3H-imidazo [4 . 5 
b]pyridin-2-yl)amino] -. ethyl eater <9CI) (CA INDEX NAME) 



I 




RN 111921-83-6 CAPLUS 

CN 1-Piperidinecarboxylic acid, 4- ( [3- ( (2 -methyl -3- furanyl ) methyl) -3H- 

imidazo[4, S-b]pyridin-2-yl]amino] -, ethyl eeter (9CI) (CA INDEX NAME) 



ff 




RN 111921-84-7 CAPLUS 

CN 1-Piperidinecarboxylic acid, 4- [ [3- [ (S -ethyl -2 -furanyl) methyl] -3H- 

imidazo(4, 5-b]pyridin-2-yl] amino] ethyl eater (9CI) (CA INDEX NAME) 
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I? 




Et 

RN 111921-91-6 CAPLUS 

CN 3H-Imidazo[4,5-b]pyridin-2-amine, 3- (3- furanylmethyl ) -N-4 -piperidinyl - 
(9CI) (CA INDEX NAME) 




RN 111921-92-7 CAPLUS 

CN 3H-Imidazo[4, 5-b] pyridin-2-amine, 3- (2 - furanylmethyl ) -N-4 -piperidinyl- , 
(2Z) -2-butenedioate (1:2) (9CI) (ca index name) 

CM 1 

CRN 90S18-66-4 
CMF C16 H19 N5 O 




CM 2 
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CRN 110-16-7 
CMP C4 H4 04 

Double bond geometry as ehown. 




C0 2 H 



RN 111921-93-8 CAPLUS 

CN 3H-Imidazo[4,5-b]pyridin-2-amine, 3- (2-furanylmethyl) -N-4-piperidinyl - , 
dihydrochloride (9CI) (CA INDEX NAME) 




#2 HC1 

RN 111921-94-9 CAPLUS 

CN 3H-Imidazo[4, 5-b] pyridin- 2 -amine, 3- (2-furanylmethyl) -N-4 -piperidinyl - , 

(2R.3R) -2,3-dihydroxybutanedioate (2:3) (9CI) (CA INDEX NAME) 

CM 1 

CRN 90518-66-4 
CMP C16 H19 N5 O 




L4 ANSWER 4 0 OP 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 
Absolute stereochemistry. 



OH 




RN 111921-95-0 CAPLUS 

CN 3H-Imidazo[4,5-b]pyridin-2-amine, 3- (3- furanylmethyl) -N-4 -piperidinyl - , 
dihydrochloride (9CI) (CA INDEX NAME) 




• 2 HCl 

RN 111921-97-2 CAPLUS 

CN 3H-Imidazo(4,5-b]pyridin-2-amine, 3- [ (2-methyl -3 -furanyl) methyl] -N-4- 
piperidinyl- (9CI) (CA INDEX NAME) 




RN 111921-98-3 CAPLUS 

CN 3H-Imidazo(4,S-b]pyridin-2-amine, 3- I (5-ethyl-2-furanyl)methyl] -N-4- 
piperidinyl- (9CI) (CA INDEX NAME) 



CM 2 

CRN 87-69-4 
CMP C4 H6 06 
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RN 111932-01-1 CAPLUS 

CN 3H-Imidazo[4, 5-b] pyridin-2-amine, 3- I ( 3 -methyl- 2- furanyl) methyl] -N-4- 
piperidinyl- (9CI) (CA INDEX NAME) 



H 




Me 



RN 111922-03-3 CAPLUS 

CN 3H-Imidazo[4, 5-b] pyridin-2-amine. 3- [ (5-methyl -2 -furanyl) methyl] -N-4 
piperidinyl-, dihydrochloride (9CI) (CA INDEX NAME) 




• 2 HC1 

RN 111922-04-4 CAPLUS 

CN 3H-Imidazo(4, 5-b] pyridin-2-amine. 3- ( (S-methyl -2-furanyl) methyl] -N-4- 
piperidinyl-, dinitrate (9CI) (CA INDEX NAME) 

CM 1 
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CRN 110588-56-2 
CMP C17 H21 NS O 




CM 2 

CRN 7697-37-2 
CMP H N 03 



it 

0=N~0H 



RN 111922-05-5 CAPLUS 

CN 3H-Imidazo[4,5-b]pyridin-2-amine, 3- ( (5-methyl-2-f uranyl) methyl] -N-4- 
piperidinyl-, (22) -2-butenedioate (1:2) (9CI) (CA INDEX NAME) 

CM 1 

CRN 110588-56-2 
CMP C17 H21 N5 O 




CM 2 



CRN 110-16-7 
CMP C4 H4 04 
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Double bond geometry aa shown. 
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TITLE: 
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1986:564641 CAPLUS 
105:164641 

Oral antiallergic activity in aacaria hypersensitive 
dogs: a study of known antihistamines and of the new 
compounds ramastine (R 57 959) and levocabaatine (R 



AUTHOR (S) : 



CORPORATE SOURCE: 



SOURCE : 



AB 



547) 

Awoutere, Frans; Vermeire, Jozef; Smeyers, Prans; 
Vermote, Patrick; Van Seek, Rene; Niemegeers, Carlos 

J. E. 

Dep. Pharmacol., Jans sen Pharm. Res. Lab., Beerse, 
B-2340, Belg. 

Drug Development Research (1986), 8(1-4), 95-102 
CODEN: DDREDK; ISSN: 0272-4391 
Journal 
English 

The antiallergic effectiveness of 12 compds . was studied in aecaris 
hypersensitive dogs by measuring allergen-induced skin reactions before 
and 1, 4, 20, and 72 h after oral treatment. The specific serotonin 
S2-antagonist ritanserin [87051-43-2] at 2.5 mg/kg and the selective 
histamine H2-antagonist cimetidine {51481-61-9] at 10 mg/kg did not 
reduce the allergic wheals. Chlorpheniramine 1113-92-8] and clemastine 
(15686-51-8) were inactive at 2.5 mg/kg. The remaining 8 compdB. studied 
over a wide dose range produced peak activity at markedly different doses 
and time intervals. The lowest oral EDS0 values in mg/kg were: 
levocabastine (79516-68-0] s 0.0035; R 57 959 [99156-66-B] : 
0.048; astemizole [68844-77-9}: 0.13; ketotifen (34580-13-7): 0.30; 
cyproheptadine [129-03-3] : 0.21; azatadine [3964-81-6] : 0.32; oxatomide 
[60607-34-3]: 1.26; and terfenadine [50679-08-8]: 1.26. The lowest oral 
ED50 values in dogs and in rats (compound 48/80 lethality teat) were 
similar, the largest difference being a 4-fold potency gain of oxatomide 
in dogB. The short-acting compds. in rats (azatadine, cyproheptadine, 
ketotifen, and terfenadine) had also a duration of action of <12 h in 
dogs. Levocabastine, R 57 959, astemizole, and oxatomide acted for >16 h 

Maximal inhibition of the allergic wheal vols, was highest with 
levocabastine (90%); it reached 80% with R 57 959, and ranged from 67 to 
78% with the remaining compds. On the basis of their activity 
characteristics in dogs, levocabastine and R 57 959 are potentially very 
effective anti -allergic drugs. 
IT 99156-66-8 

RL: BAC (Biological activity or effector, except adverse); BSU 
(Biological 

study, unclassified); THU (Therapeutic use); BIOL (Biological study); 



USES 



(Uses) 

(antiallergic activity of, in ascaris hypersensitive doga) 
99156-66-8 CAPLUS 

4H-Pyrido(l,2-a]pyrimidin-4-one, 3- [2- [4- { (3- (3-furanylmethyl) -3H- 
imidazo [4, 5-b] pyridin-2-yl] amino) -1 -piperidinyl] ethyl] -2 -methyl- (9CI) 
(CA INDEX NAME) 



Habte 



04/28/2006 



10/817,472 



Page 92 



L4 ANSWER 41 OP 53 CAPLUS COPYRIGHT 2006 ACS on STN 




L4 ANSWER 42 OF 52 
ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 



CAPLUS COPYRIGHT 2006 ACS on STN 
1986:68861 CAPLUS 
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£ Pi peri dinyl methyl ) - and 



(piperidinyloxy)benzimidozole 

s and -imidazopyridines 



INVENTOR (S) : 
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PATENT ASSIGNEE (S) : 
SOURCE: 

DOCUMENT TYPE: 
LANGUAGE: 

FAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 



JortBsena, Frane Eduord; Kennis, Ludo Edmond 

Hens, Jozef Francis; Torremans, Joseph Leo O. ; Diels, 
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Janssen Pharmaceutica N. v., Belg. 

Eur. Pat. Appl., 14 0 pp. 

CO DEN : EPXXDW 

Patent 
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1985-85 


19850108 


NO 


160849 


B 


19690227 








NO 


160849 


C 


19890607 
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II 



AB The title compds. I (Z-Z3 ■ CH, or one of Z-Z3 is N and the remainder are 
CH; Z4 - CH2 , o, S, SO, S02 ; R - alkyl , aryl - , heteroaryl-, acyl- 
hydroxy-, aryloxy, heteroaryloxy- , alkoxy-, arylthio-, carbonyl-, 
carboalkoxy- , cyano-, amino-, ureido-, thioureido-, or guanidinoalkyl, 
cycloalkyl, alkenyl, arylalkenyl; Rl - H, alkyl; R2 - H, alkyl, 
cycloalkyl, aryl, heteroaryl, aryl- or heteroarylalkyl) , which were 
prepared, exhibited antihistamine activity. Thus, a mixture of 
2- (4-MeC6H4CH2NH)C6H4NH2 and Et l -benzyl - 4 - piperidineacetimidate 
hydrochloride in Me OH was refluxed and NH3 was added to give 

benzimidazole 
IX. 

IT 99959-97-4 

RL: BAC (Biological activity or effector, except adverse); BSU 
(Biological 

study, unclassified) ; THU (Therapeutic use) ; BIOL (Biological study) ; 

USES 

(Uses) 

(antihistamine activity of) 
RN 99959-97 -4 CAPLUS 

CN 3H-Imidazo(4, 5-blpyridine, 2- I (1- (2-isothiocyanatoethyl) -4- 

piperidinyl] methyl) -3- (2-thienylmethyl) - (9CI) (CA INDEX NAME) 
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99959 


-58-7P 


99959-59 


-8P 


99959-61 


-2P 


99959 


-62-3P 


99959-64 


-5P 99959-66 


-7P 


999S9 


-75-8P 


99959-77 


-OP 


99960- 


80 


-2P 


99960 


-81-3P 


99960- 


•87 


-9P 


99960- 


-91 


•5P 


99960 


-95- 


•9P 


99961- 


•01 


-OP 


99961- 


•03 


-2P 


99961 


-05- 


-4P 


99961- 


-13 


-4P 


99961- 


■14 


-5P 


99961 


-37- 


-2P 


99961- 


-43 


-9P 


99961- 


■57 


-6P 


99961 


-59- 


-8P 


99961- 


-61 


-3P 


99961- 


■65 


-6P 


99961 


-73 


-6P 


99961-75 


-BP 


99961- 


■80 


-5P 


99961 


-S3- 


-7P 


99961- 


-84 


-9P 


99961- 


■89-4P 


99962 


-03- 


-5P 


99963- 


•24 


-OP 


99962- 


•SB 


•4P 


99962 


-35 


-3P 


99963< 


39 


-7P 


99962- 


•SB 


-OP 


99962 


-59- 


-IP 


99963- 


73 


-9P 


99962. 


• 7B-4P 


99962 


-80- 


-8P 


99963- 


-85 


-3P 


99962- 


-SB 


-6P 



RL: BAC (Biological activity or effector, except adverse); BSU 
(Biological 

study, unclassified); SPN (Synthetic preparation); BIOL (Biological 

study); PREP (Preparation) 

(prepn. and antihistamine activity of) 
RN 99944-14-6 CAPLUS 
CN 3H-Imidazo [4, 5-b] pyridine, 

3- [ (4 -fluorophenyl) methyl) -3- { [1- ( phenyl me t hyl ) - 

4-piperidinyl]methylJ - (9CI) (CA INDEX NAME) 




P 



RN 99944-32-6 CAPLUS 

CN 3H-Imidazo [4, 5-b] pyridine, 3- t (4 -fluorophenyl) methyl} -2- (4 - 

piperidinylmethyl) -, (2E) -2-butenedioate (1:2) (9CI) (CA INDEX NAME) 

CM 1 

CRN 99944-21-5 
CMP C19 H21 F N4 



99944-14-6P 99944-32-6P 99956-67-5P 
99958-69-7P 99958-76-6P 99958-81-3P 

99958- 82-4P 999S8-97-1P 99959-00-9P 

99959- 01-0P 99959-07-6P 99959-08-7P 
99959-09-BP 99959-11-3P 99959-26-9P 
999S9-37-0P 99959-33-8P 99959-36-1P 
99959-37-3P 99959-39-4P 99959-54-3P 
999S9-5S-4P 999S9-56-5P 99959-57-6P 
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CM 2 

CRN 110-17-8 
CMP C4 H4 04 

Double bond geometry as shown. 

/^f^ 00211 
H02C 



RN 99956-67-5 CAPLUS 

CN 3H- Imidazo [4, 5-b] pyridine, 3- [ (4 -f luorophenyl) methyl] -2- { [1- (1- 

methylethyl) -4-piperidinylJ methyl] -. ethanedioate (1:2) (9CI) (CA INDEX 
NAME) 

CM 1 

CRN 99958-66-4 
CMP C22 H27 P N4 




P 
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H 

HO" C-C— OH 



RN 99958-69-7 CAPLUS 

CN 3H- Imidazo [4, 5-b] pyridine, 3- [ (4 -f luorophenyl) methyll -2- [ (l-methyl- 
piperidinyl ) methyl) -, ethanedioate (1:2) (9CI) (CA INDEX NAME) 

CM 1 

CRN 99958-68-6 
CMP C20 H23 P N4 




P 



CM 2 

CRN 144-62-7 
CMP C2 H2 04 




HO-C— C— OH 



RN 99958-76-6 CAPLUS 

CN 3H- Imidazo [4 ,5-b) pyridine, 2- [ (1-cyclohexyl -4 -piperidinyl) methyl] -3 
fluorophenyl ) methyl) -, ethanedioate (1:2) (9CI) (CA INDEX NAME) 

CM 1 

CRN 99958-75-5 
CMP C25 H31 P N4 



CM 2 

CRN 144-62-7 
CMP C2 H2 04 



L4 ANSWER 42 OP 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 




P 



CM 2 

CRN 144-62-7 
CMP C2 H2 04 




HO- C-C- OH 



RN 99958-81-3 CAPLUS 

CN 3H-Imidazo [4, 5-b] pyridine. 3- ( (4-f luorophenyl) methyl] -2- [ [1- (2- (2 
pyridinyl) ethyl) -4 -piperidinyl] methyl] - (9CI) (CA INDEX NAME) 



L4 ANSWER 42 OP 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 




CM 2 

CRN 144-62-7 
CMP C2 H2 04 



H 

HO- C-C- OH 



RN 99958-97-1 CAPLUS 

CN 1-Piperidineethanol, 4- ( [3- { (4 -fluorophenyl) methyl) -3H-imidazo (4, 5- 
b] pyridin-2-yl] methyl] - (9CI) (CA INDEX NAME) 



^CH 2 ~ CH 2 -OH 



99958-82-4 CAPLUS 
3H-Imidazo [4, 5-b] pyridine. 3- ( (4 -fluorophenyl) methyl] -2- ( [1- (2- (2- 

pyridinyl) ethyl) -4 -piperidinyl] methyl) -, ethanedioate (1:3) (9CI) (CA RN 99959-00-9 CAPLUS 

INDEX NAME) CN 3H- Imidazo (4 , 5-b] pyridine. 3 -[ (4 - fluorophenyl ) methyl ) -2 -[{ 1- [2 - (2 - 

thienyl) ethyl] -4-piperidinyl) methyl] - (9CI) (CA INDEX NAME) 

CM 1 

CRN 99958-81-3 
CMP C26 H28 F NS 



Habte 



04/28/2006 



10/817,472 
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L4 ANSWER 42 OP 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 




P 



RN 99959-01-0 CAPLUS 

CN 3H-Imidazo(4, 5-b) pyridine, 3- ( (4-f luorophenyl) methyl) -2- [ [1- [2- (2- 

thienyDethyl] -4-piperidinyl]methylJ dihydrochloride (9CI) (CA INDEX 
NAME) 




• 2 HC1 



RN 99959-07-6 CAPLUS 

CN 3H-Imidazo{4,5-b]pyridine, 3- [ (4-f luorophenyl) methyl J -2- [ (1- [2- (4- 

morpholinyl) ethyl] -4-piperidinyl]methyl] -, ethanedioate (1:2) (9CI) (CA 
INDEX NAME) 

CM 1 

CRN 99959-06-5 
CMP C25 H32 P N5 O 



L4 ANSWER 42 OP 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 




F 



CM 2 

CRN 144-62-7 
CMF C2 H2 04 



I? I? 

HO— C— C— OH 



RN 99959-08-7 CAPLUS 

CN 3H- Imidazo (4, 5 -b) pyridine. 2- { (1- (2-ethoxyethyl ) -4 -piperidinyl J methyl] -3- 
t<4 -f luorophenyl) methyl] dihydrochloride (9CI) (CA INDEX NAME) 




CH 2 -CH 3 - OEt 



F 



• 2 HC1 



RN 99959-09-8 CAPLUS 

CN l-Butanone, 1- (4 - f luorophenyl ) -4- (4- ( [3- [ (4 - fluorophenyl ) methyl] -3H- 

imidazo [4, 5-b] pyridin-2-yl] methyl) -1-piperidinyl] -, dihydrochloride (9CI) 
(CA INDEX NAME) 



L4 ANSWER 42 OF 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 




• 2 HC1 



RN 99959-11-2 CAPLUS 

CN 1-Piperidineacetamide, 4- [ (3- [ (4 - f luorophenyl ) methyl] -3H- imidazo [4. 5- 

b] pyridin-2-yl] methyl] -N- ( 1-methylethyl ) ethanedioate (1:1) (9CI) (CA 
INDEX NAME) 

CM 1 

CRN 99959-10-1 
CMF C24 H30 P N5 O 




CHa— C— NHPr-i 



F 



CM 2 

CRN 144-62-7 
CMF C2 H2 04 




HO- C— C— OH 



RN 99959-26-9 CAPLUS 

CN 3H- Imidazo [4, 5-b) pyridine, 

3- [ (4 -f luorophenyl) methyl] -2- £ [1- (2-propenyl) -4- 



L4 ANSWER 42 OP 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 
piperidinyl) methyl] -, dihydrochloride (9CI) (CA INDEX NAME) 




CH 2 -CH=CH2 



F 



• 2 HC1 



RN 99959-27-0 CAPLUS 

CN 1-Piperidinepropanamide, 4- [ [3- { (4-f luorophenyl) methyl] -3H- imidazo [4 , 5- 
b] pyridin-2-yl] methyl] -N- (1-methylethyl) - (9CI) (CA INDEX NAME) 



if 




CH 2 -CH 2 -C-NHPr-i 



F 



RN 99959-33-8 CAPLUS 

CN 3H-Imidazo[4.5-b]pyridine, 3- [ (4 - f luorophenyl) methyl ] -2- [ (1- {2- 

(phenylthio) ethyl] -4 -piperidinyl J methyl] -, ethanedioate (1:2) (9CI) (CA 
INDEX NAME) 

CM 1 

CRN 99959-32-7 
CMP C27 H29 P N4 S 



Habte 



04/28/2006 



10/817,472 
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L4 ANSWER 42 OP 53 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 




CH 2 -CH 2 -SPh 



CRN 144-62-7 
CMP C2 H2 04 



Iff 



HO-C-C-OH 



RN 99959-36-1 CAPLUS 

CN 5H-Thiazolo[3,2-a]pyrimidin-5-one. 6- [2- [4 - { (3- (2-furenylmethyl) -3H- 
imidazo [4, 5-b]pyridin-2-yll methyl] -l-piperidinyl] ethyl) -3 , 7 -dimethyl - 
(9CI) <CA INDEX NAME) 




RN 99959-37-2 CAPLUS 



ANSWER 42 OP 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 
5H-Thiazolo[3.2-a]pyrimidin-5-one, 6- [2- [4- £ (3- (2- furanylmethyl) -3H- 
imidazo [4, S-b]pyridin-2-yl] methyl] - l-piperidinyl] ethyl) -3, 7 -dimethyl - 
trihydrochloride (9C1) (CA INDEX NAME) 



Q 



• 3 HC1 



^N^- CH 3 - CH 3 -^ 

T 



99959-39-4 CAPLUS 

2H-Benzimidazol-2-one, 1- (3- [4- ( [3 - (2- furanylmethyl) -3H-imidazo [4 , 5- 
b] pyridin- 2 -yl] methyl) -l-piperidinyl] propyl) -1, 3-dihydro-, ethanedioate 
(2:3) (9CI) (CA INDEX NAME) 

CM 1 



CRN 
CMP 



99959-38-3 
C27 H30 N6 02 



L4 ANSWER 42 OP 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 




CM 2 

CRN 144-62-7 
CMF C2 H2 04 




HO-C-C-OH 



RN 99959-54-3 CAPLUS 

CN 5H-Thiazolo(3,2-a}pyrimidin-5-one, 6- [2- [4- [ [3- (2 -furanylmethyl ) -3H- 

imidazo (4 , 5 -b] pyridin-2 -yl ) methyl ) - 1 -piperidinyl ] ethyl ] -2 . 3 -dihydro-7 - 
methyl-, trihydrochloride (9CI) (CA INDEX NAME) 



L4 ANSWER 42 OP 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 

PAGE 1-A 




:h 2 
m 2 



PAGE 2 -A 

t> 

#3 HC1 

RN 99959-55-4 CAPLUS 

CN 2,4 (1H,3H) -Quinazolinedione, 

3- 13- [4- ( [3- (2 -furanylmethyl) -3H-imidezo{4, 5- 

b] pyridin-2-yl] methyl J -l-piperidinyl) propyl] - (9CI) (CA INDEX NAME) 



Habte 



04/28/2006 



10/817,472 
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L4 ANSWER 43 OP 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) L4 ANSWER 42 OP 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 




PAGE 1-A 



• 2 HC1 



RN 999S9-57-6 CAPLUS 

CN 2,4 (1H,3H) -Quinazolinedione, 

3- [2- [4- [{3- (2-furanylmethyl) -3H-imidazo [4 , 5- 

b]pyridin-2-yl]raethyl)-l-piperidinyl]ethyl]- (9CI) (CA INDEX NAME) 




RN 99959-58-7 CAPLUS 

CN 5H-Thiazolo[3, 2-a]pyrimidin-5-one, 6- [2- [4- [ (3- (2-furanylmethyl) -3H- 
imidazo [4 , 5-b] pyridin-2-yl ) methyl ] - 1 -piperidinyl ) ethyl ) - 7 -methyl - , 
trihydrochloride (9CI) (CA INDEX NAME) 



PAGE 2 -A 




#3 HC1 



RN 99959-59-8 CAPLUS 

CN 2H-l-Benzopyran-2-one, 3- (2- [4- [ (3- (2-furanylmethyl) -3H-imidazo{4, 5- 

b] pyridin-2-yl) methyl] -1 -piperidinyl] ethyl) -. di hydrochloride <9CI) (CA 
INDEX NAME) 



L4 ANSWER 4 2 OP 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 



6 



RN 99959-61-2 CAPLUS 

CN lH-Purine-2,6-dione, 7- [2- [4- ( (3- (2-furanylmethyl) -3H-imidazo [4 , 5- 

bjpyridin- 2 -yl] methyl) - 1 -piperidinyl] ethyl] -3 , 7-dihydro- 1, 3 -dimethyl - 
di hydrochloride (9CI) (CA INDEX NAME) 




Habte 



ANSWER 42 OF 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 



• 2 HCl 



99959-62-3 CAPLUS 

4H-Pyrido[1.2-a]pyrimidin-4-one, 3- [2- (4- ( [3- [ (4 -f luorophenyl) methyl] -3H- 
imidazo [4 , 5 -b] pyridin-2 -yl ] methyl ] - 1 -piperidinyl ) ethyl ] - 2 -methyl - . 
trihydrochloride (9CI) (CA INDEX NAME) 



^ y M— CH2 ^N— CHa-CHa— Jj^J^J 



• 3 HCl 

RN 99959-64-5 CAPLUS 

CN 2H, 6H-Pyrimido[2, 1-b] ( 1 . 3 ] thiazin- 6 -one, 

7- (2- [4- ( (3- (2-furanylmethyl) -3H- 

imidazo [4, 5-b] pyridin-2 -yl] methyl] -1 -piperidinyl] ethyl] -3 , 4 -dihydro-8 - 
methyl-, (2E) -2 -butenedioate (1:2) (9CI) (CA INDEX NAME) 

CM 1 

CRN 99959-63-4 

CMP C27 H32 N6 02 S 



n— PH a k^N — CH 2 -C 

04/28/2006 




10/817,472 
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L4 ANSWER 43 OP 53 CAPLUS COPYRIGHT 2006 ACS on STN 



CRN 110-17-8 
CMP C4 H4 04 



Double bond geometry as shown. 
^C0 3 H 

HO31 



RN 



99959-66-7 CAPLUS 

4H-Pyrido(l. 2-al pyrimidin-4-one, 3- [3- [4- [ {3- (2-Curanylmethyl) -3H 
imidazo[4, 5-b]pyridin-2-yl)methyl] -i-piperidinyljethylj -2-methyl- 
ethanedioate (2:5) <9CI) (CA INDEX NAME) 

CM 1 



CRN 
CMP 



99959-65-6 
C28 H3 0 N6 02 



fY V ms -0 X ^ 

U » PS CHJ-CHJ— f| f^l 



CRN 144-62-7 
CMP C2 H2 04 



HO- C— C- OH 



99959-75-8 CAPLUS 

3H-Imidazo(4, 5-b)pyridine, 3- (2-furanylmethyl) -2- ( [1- [2- (4- 
methoxyphenyl ) ethyl) -4 -piperidinyl J methyl] ethanedioate (1:2) (9CI) 

INDEX NAME) 



CRN 99959-74-7 



L4 ANSWER 42 OP 52 CAPLUS COPYRIGHT 2006 ACS on STN 
CMP C26 H30 N4 02 



(Continued) 



C^jl— — n— CHa~X^N— ch 2 - ch 2 — ^zjf 



CRN 144-62-7 
CMP C2 H2 04 



HO-C— C— OH 

RN 99959-77-0 CAPLUS 

CN 3H- Imidazo [4, 5-b] pyridine, 2- { [l- {2- (4-methoxyphenyl) ethyl] -4 - 

piperidinyl] methyl] -3- (phenyl methyl) (2E) -2-butenedioate (1:3) (9CI) 
(CA INDEX NAME) 

CM 1 



CRN 99959-76-9 
CMP C2B H32 N4 O 



C^X— \^ ~~ c^ n_ CH2-CH2— c^y 



CRN 110-17-8 
CMP C4 H4 04 



Double bond geometry as shown. 
^C0 2 H 



H0 2 C 



L4 ANSWER 42 OP 52 CAPLUS COPYRIGHT 3006 ACS on STN (Continued) 
RN 99960-80-2 CAPLUS 

CN 2H,6H-Pyrimido[2, 1-b) (1, 3] thiazin-6-one. 7- [2- {4 - t (3- t (4- 

f luorophenyl) methyl) -3H-imidazo [4 , 5-b] pyridin-2 -yl ] methyl ] -1- 
piperidinyljethylj -3 , 4-dihydro-B-methyl - (9CI) (CA INDEX NAME) 



L4 ANSWER 42 OP 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 
CM 1 

CRN 99960-86-8 
CMP C27 H30 N6 O S 




RN 99960-81-3 CAPLUS 

CN 2H,6H-Pyrimido(2,l-b] (1 , 3] thiazin-6-one. 7- [2- [4- ( [3- [ (4- 

f luorophenyl ) methyl ] -3H- imidazo [4 , 5 -b] pyridin-2 -yl ] methyl ] - 1 - 
piperidinyl] ethyl} -3. 4-dihydro-fl-methyl-, ethanedioate (1:2) (9CI) (CA 
INDEX NAME) 



CM 1 



CRN 99960-B0-2 

CMP C29 H33 F N6 O S 




CM 2 

CRN 144-62-7 
CMP C2 H2 04 




HO-C— C- OH 



RN 99960-87-9 CAPLUS 

CN 2H-Benzimidazol-2-one, 1. 3 -dihydro- 1- (3- [4- { [3 - (2-thienylmethyl) -3H- 

imidazo(4, 5-b] pyridin-2-yl] methyl] - l-piperidinyl] propyl] -, ethanedioate 
(2:3) (9CI) (CA INDEX NAME) 



Habte 




CM 2 

CRN 144-62-7 
CMP C2 H2 04 

H 

HO~ C— C— OH 

RN 99960- 91 -S CAPLUS 

CN 2,4 (1H, 3H) -Ouinazolinedione, 3 - [2- (4 - [ (3 - [ (4 -f luorophenyl) methyl] -3H- 

imidazo [4, S-b)pyridin-2-yl] methyl] -l-piperidinyl] ethyl] - (9CI) (CA INDEX 
NAME) 




F 



RN 99960-95-9 CAPLUS 

04/28/2006 



10/817,472 
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L4 ANSWER 42 OP 52 CAPUTS COPYRIGHT 2006 ACS on STN (Continued) 
CN i-Butanone, 1- (4-f luorophenyl) -4- [4- { [3- t ( 4 - f luorophenyl ) methyl J -3H- 

imidazo[4, S-b)pyridin-2-yl]methyl] -1-piperidinyl) -, (2E) -2-butenedioete 

(2:3) (9CI) (CA INDEX NAME) 

CM I 

CRN 99960-94-6 

CMP C29 H30 F2 N4 0 




F 



CM 2 

CRN 110-17-8 
CMP C4 K4 04 

Double bond geometry as shown. 
.C0 2 H 



RN 99961-01-0 CAPLUS 

CN 3H-Imidazo{4, 5-b]pyridine, 2- I [1- {2- (4-methoxyphenyl) ethyl] -4- 

piperidinyl) methyl] -3- (2-pyridinylmethyl) - , (2E) -2-butenedioate (1:2) 
(9CI) (CA INDEX NAME) 

CM 1 

CRN 99961-00-9 
CMP C27 H31 N5 O 




L4 ANSWER 42 OP 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 
CM 2 

CRN 110-17-8 
CMP C4 H4 04 

Double bond geometry as shown. 



RN 99961-03-2 CAPLUS 

CN 3H-Imidazo [4, 5-b] pyridine, 3- [ (4-f luorophenyl) methyl] -2- [ (l- [2- (4- 

methoxyphenyl) ethyl] -4-piperidinyl) methyl) -. ethsnedioate (1:2) (9CI) 

(CA 

INDEX NAME) 
CM 1 

CRN 99961-02-1 
CMP C28 H31 P N4 O 




F 



CM 2 

CRN 144-62-7 
CMP C2 H2 04 




HO- C— C— OH 



RN 99961-05-4 CAPLUS 

CN 3H-Imidazo[ 4, 5-b ] pyridine. 2- [ [1- [2- (4 -methoxyphenyl ) ethyl) -4- 

piperidinyl] methyl) -3- (2-thienylmethyl) -, (2E) -2-butenedioate (1:1) (9CI) 
(CA INDEX NAME) 

CM 1 



ANSWER 42 OP 52 CAPLUS COPYRIGHT 2006 ACS On STN 
CRN 99961-04-3 
CMP C26 H30 N4 O S 



«— CHj 1 CHj-CHj— J^/J 

0 s 



(Continued) 



ANSWER 42 OF 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 
99961-37-2 CAPLUS 

1-Piperidineacetonitrile. 4- [ [3 - ( (4 - f luorophenyl) methyl] -3H-imidazo [4 . S- 
b)pyridin-2-yl]methyl] - (9CI) (CA INDEX NAME) 



XT' 



CRN 110-17-8 
CMP C4 H4 04 



Double bond geometry as shown. 



RN 99961-13-4 CAPLUS 

CN 4H-Pyrido(l. 2 -a] pyrimidin-4 -one, 

2-methyl-3- [2- [4- [13- (2-pyridinylmethyl) - 

3H- imidazo (4, 5-b) pyridin-2-yl] methyl] -1-piperidinyl) ethyl) - 

INDEX NAME) 

r^y^pcH,-^ IT 

k J> n — ch 2 — CH2-CH2— jp/^i 

y^VV Me " 

V H 



99961-14-5 CAPLUS 

4H-Pyrido (1,2 -a J pyrimidin-4 -one, 6, 7, 8. 9 -tetrahydro-2 -methyl -3 - [2- [4- ( [3- 
(2-pyridinylmethyl) -3H-imidazol4, 5-b) pyridin-2-yl] methyl] -1- 
piperidinyl) ethyl] - (9CI) (CA INDEX NAME) 



99961-42-9 CAPLUS 

lH-Benzimidazol-2-amine, N- [2- [4- [ [3- ( (4 -f luorophenyl) methyl] -3H- 
imidazo(4,5-b]pyridin-2-yl]methyl] -1-piperidinyl] ethyl] - (9CI) (CA 

NAME) 



C^X— N— CH2~C^l— CH 2 - CH 2 - NH— 



RN 99961-57-6 CAPLUS 
CN 2 - Pyr imi di narai ne , 

N- [2- [4- 1(3- (2-furanylmethyl) - 3H- imidazo [4 , 5-b] pyridin-2- 

yljmethyl) - 1-piperidinyl) ethyl) -, ethanedioate (1:3) (9CI) 
NAME) 



CM 



CRN 
CMP 



99961-56-5 
C23 H27 N7 O 




Habte 04/28/2006 



10/817,472 
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L4 ANSWER 42 OP 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 
CM 2 

CRN 144-62-7 
CMF C2 H2 04 



it if 

HO-C-C-OH 

RN 99961-59-8 CAPLUS 
CN 3 - Pyrimidinamine, 

N- [2- (4- ( 13- (2-pyridinylmethyl) -3H-imidazo [4 , 5-bJ pyridin- 

2-yl]methyl] - 1-piperidinyl] ethyl] -, ethanedioate (2:7) (9CI) (CA INDEX 
NAME) 

CM 1 

CRN 99961-58-7 
CMP C24 H28 NB 




CM 2 

CRN 144-62-7 
CMF C2 H2 04 



ffff 

HO- C— C- OH 

RN 99961-61-2 CAPLUS 
CN 2 -Pyrimidinamine, 

N- (2- [4- [ [3- (2 -thienyl methyl) -3H~imidazo (4 , S-b] pyridin-2- 

yllmethyl] -l-piperidinyl] ethyl] (2E) -2-butenedioate (2:3) (9CI) (CA 
INDEX NAME) 

CM 1 

CRN 99961-60-1 



L4 ANSWER 42 OP 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 
CMP C23 H27 N7 S 




CM 2 

CRN 110-17-B 
CMP C4 H4 04 

Double bond geometry as shown. 



RN 99961-65-6 CAPLUS 

CN 2 -Pyrimidinamine. N- [2- [4- [ [3- (phenylmethyl) -3H-imidazol4. 5-b] pyridin-2- 
yljmethyl] -l-piperidinyl}ethyl] -, ethanedioate (1:3) (9CI) (CA INDEX 
NAME) 

CM 1 

CRN 99961-64-S 
CMF C25 H29 N7 




CM 2 

CRN 144-62-7 
CMP C2 H2 04 




HO- C~ C- OH 



L4 ANSWER 42 OF 52 CAPLUS COPYRIGHT 2006 ACS on STN 

RN 99961-73-6 CAPLUS 

CN 1-Piperidineethanamine, 

4- ( (3- (2-furanylmethyl) -3H-imidazo [4 , 5-b]pyridin-2- 

yllmethyl] -N-2-thiazolyl - (9CI) (CA INDEX NAME) 



^ ^> N CH 2 k^N CH2-CH2-NH <y Jj 



RN 99961-75-8 CAPLUS 

CN 1-Piperidineethanamine, 

4- [ [3- (2-Curanylmethyl) -3H-imidazo [4 , 5-b)pyridin-2- 

yl ) methyl] -N-2 - thiazolyl - , ethanedioate (1:3) (9CI) (CA 

CM 1 

CRN 99961-73-6 
CMF C22 H26 N6 O S 



INDEX NAME) 



CRN 144-62-7 
CMF C2 H2 04 



HO— C— C— OH 

RN 99961-80-S CAPLUS 

CN 1- Piper idineethanemine, 4- ( [3- [ (4 -f luorophenyl) methyl] -3H-imidazo (4 , 5- 
b] pyridin-2-yl] methyl) -N-2-thiazolyl- , ethanedioate (2:5) (9CI) (CA 



CRN 99961-79-2 
CMF C24 H27 P N6 S 



Habte 



L4 ANSWER 42 OF 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 



^ y n— ch 2 ^ n— ch 2 - ch 2 - 



CRN 144-62-7 
CMF C2 H2 04 



OH 

RN 99961-82-7 CAPLUS 

CN 1-Piperidineethanamine, N-2-thiazolyl -4 - [ (3 - (2- thienylmethyl) -3H- 
imidazo[4,5-b)pyridin-2-yl]methyl] -, ethanedioate (1:3) (9CI) (CA 
NAME) 



CRN 99961-81-6 
CMF C22 H26 N6 S2 



^ J> N CHa k^/N CHa-CHa-NH — <> Jj 



CRN 144-62-7 
CMF C2 H2 04 



ffff 



04/28/2006 



10/817,472 
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L4 ANSWER 43 OP 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 
RN 99961-84-9 CAPLUS 

CN l-Piperidineethanamine, 4- { [3 - (phenyl methyl) -3H-imidazo(4, 5-blpyridin-2- 
yljmethyl] -N-2-thiazolyl- , ethanedioate (2:7) (9CI) (CA INDEX NAME) 

CM 1 

CRN 99961-83-8 
CMP C24 H28 N6 S 




CM 2 

CRN 144-62-7 
CMP C2 H2 04 



HO- C-C— OH 



RN 99961-89-4 CAPLUS 

CN l- Piper idineethanamine, 4- [ [3 - ( ( 4 -methoxyphenyl) methyl] -3H-imidazo[4, 5- 
b]pyridin-2-yl)methyl] -N-2-thiazolyl- (9CI) (CA INDEX NAME) 




MeO 



RN 99962-03-5 CAPLUS 

CN 3-Pyrimidinamine, N- [2- [4 - [ (3- [ (4 -fluorophenyl) methyl] -3H-imidazo{4, 5- 
b)pyridin-2-yl]methyl] - 1-piperidinyl] ethyl] - , (2E) -2-butenedioate (2:3) 
(9CI) (CA INDEX NAME) 

CM 1 

CRN 99962-02-4 
CMP C25 H28 P N7 



L4 ANSWER 42 OP 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 




P 



CM 2 

CRN 110-17-8 
CMP C4 H4 04 

Double bond geometry aa shown. 

„0 3 ^^' C0JH 

RN 99962-24-0 CAPLUS 

CN 3H-Imidazo(4,5-b]pyridine, 3- [ (4 -fluorophenyl) methyl] -2- [ [1- [2- (2- 

pyridinylmethoxy) ethyl] -4 -piperidinyl] methyl] trihydrochloride (9CI) 
(CA INDEX NAME) 




F 



#3 HC1 



RN 99962-28-4 CAPLUS 

CN lH-Imidazo[4.S-c]pyridin-2-amine, N- [2- [4- { (3- (2-furanylmethyl) -3H- 
imidazo [4, 5-b] pyridin-2-yl] methyl] - 1 -piperidinyl] ethyl] 
(2E) -2-butenedioate (1:3) (9CI) (CA INDEX NAME) 

CM 1 



L4 ANSWER 42 OF 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 
CRN 99962-27-3 
CMP C25 H28 N8 O 

PAGE 1-A 




JH 



PAGE 2 -A 




CM 2 

CRN 110-17-8 
CMP C4 H4 04 

Double bond geometry as shown. 

»o,c^' C03H 

RN 99962-35-3 CAPLUS 

CN Urea, N-ethyl-N' - (2- {4- ( (3- ( (4-fluorophenyl) methyl] -3H-imidazo (4, 5- 
b]pyridin-2-yl]methylJ -1-piperidinyl] ethyl] - (9CI) (CA INDEX NAME) 

Habte 



L4 ANSWER 42 OF 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 

it 




CHg — CHa - NH— C— NHEt 



F 



RN 99962-39-7 CAPLUS 

CN 3-Furancarboxamide, N- [2- (4- [ 13- [ (4-fluorophenyl ) methyl} -3H-imidazo [4, 5- 
b] pyridin-2-yl) methyl] -1-piperidinyl] ethyl] - (9CI) (CA INDEX NAME) 




F 



RN 99962-58-0 CAPLUS 

CN Urea, N«- |2- [4- [[3- [ (4 -fluorophenyl) methyl) -lH-imidazo [4 , 5-b) pyridin-2- 
yl) methyl] -1-piperidinyl) ethyl) -N. N-dimethyl- (9CI) (CA INDEX NAME) 




CH 2 ~ CH 2 - NH C- NMe 2 



F 



RN 99962-59-1 CAPLUS 

CN Urea, N* - (2- (4- [ (3- ( (4 - fluorophenyl ) methyl ) -lH-imidazo(4,S-b]pyridin-2- 
yl] methyl] - 1-piperidinyl] ethyl] -N, N-dimethyl- , ethanedioate (2:5) (9CI) 
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(CA INDEX NAME) 

CM 1 

CRN 99962-58-0 
CMP C24 H31 F N6 O 



I? 




CH 2 - CHa - NH- C— NMe 2 



CM 2 

CRN 144-62-7 
CMP C2 H2 04 




HO-C-C— OH 



RN 99962-73-9 CAPLUS 

CN 4UH) -Quinazolinone, 3- [2- [4- [ [3- ( (4 -f luorophenyl) methyl) -3H-imidazo|4,5- 
b]pyridin-2-yl)methyl) -l-piperidinyljethyl] -2, 3-dihydro-2-thioxo- (9CI) 
(CA INOEX NAME) 




RN 99962-7B-4 CAPLUS 



L4 ANSWER 42 OF 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 
CN Benzamide, 

N- [2- [4- [ (3- ((4 -f luorophenyl) methyl J -3H-imidazo [4. 5-b] pyridin-2- 

yllmethyl] -1-piperidinyl) ethyl) -2- (methyl ami no) ethanedioate (2:S) 

(9CI) 

(CA INOEX NAME) 
CM 1 

CRN 99962-77-3 
CMF C29 H33 F N6 O 




P 



CM 2 

CRN 144-62-7 
CMF C2 H2 04 




HO-C-C- OH 



RN 99962-80-8 CAPLUS 
CN Benzamide, 

2-amino-N- [2- [4- [ [3- (2- f uranylmethyl) -3H- imidazo [4 . 5-b] pyridin 
2-yl]methyl] -l-piperidinyl] ethyl)- (9CI) (CA INDEX NAME) 




RN 99962-85-3 CAPLUS 

CN 4 (1H) -Quinazolinone, 2, 3 -dihydro-2 , 2 -dimethyl -3 - (2- (4- [ (3 - (2- 
pyridinylmethyl ) -3H- imidazo (4 . 5-b) pyridin- 2 -yl ) methyl I - 1 - 



L4 ANSWER 42 OF 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 
piperidinyl) ethyl) ethanedioate (1j1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 99962-84-2 
CMF C3 0 H35 N7 O 




CM 3 

CRN 144-62-7 
CMF C2 H2 04 



n 

HO-C-C- OH 

RN 99962-88-6 CAPLUS 

CN 2,4 (1H,3H) -Quinazolinedione. 

3- [4- [4- ( [3- (2-furanylmethyl) -3H-imidazo{4,5- 

blpyridin-2-ylJmethyl) -l-piperidinyl)butyl) - (9CI) (CA INDEX NAME) 




IT 9S9J0-07-JP 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation)? RACT 
(Reactant or reagent) 

(preparation and cyclocondensation of, with acetic anhydride) 
RN 99960-07-3 CAPLUS 

CN Benzamide, 2-amino-N- (2- (4- [ [3- I (4 -f luorophenyl ) methyl) -3H-imidazo (4 , 5- 
b)pyridin-2-yl) methyl) -1-piperidinyl] ethyl)- (9CI) (CA INDEX NAME) 



L4 ANSWER 42 OF 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 




F 



IT 99944-21-5P 

RL: RCT (Reactant) ; SPN (Synthetic preparation) ; PREP (Preparation) ; RACT 
(Reactant or reagent) 

(preparation and N-alkylation of. by (bromoethyl) pyrimidothiazine 
derivative) 

RN 99944-21-5 CAPLUS 

CN 3H-Imidazo (4, 5-b) pyridine, 3- [ (4- f luorophenyl) methyl) -2- (4- 
piperidinylmethyl) - (9CI) (CA INDEX NAME) 




IT 99959-35-0P 

RL: RCT (Reactant); SPN (Synthetic preparation) ; PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation and N-alkylation of, by (chloroethyl) thiazolopyrimidine 
derivative) 

RN 99959-35-0 CAPLUS 

CN 3H- Imidazo [4, 5-bJ pyridine, 3- (3-furanylmethyl) -2- (4-piperidinylmethyl) - 
(9CI) (CA INDEX NAME) 




IT 99959-90-7P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation and N-arylation of, by bromothiazole) 
RN 99959-90-7 CAPLUS 



Habte 
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CM 1-Piperidineethanamine, 

4- [ [3- (2-furanylmethyl) -3H-imidazo [4 . 5-b] pyridin-2- 
yllmethylj- (9CI) (CA INDEX NAME) 



L4 ANSWER 42 OP 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 
RN 99953-72-7 CAPLUS 

CN 2,4 (1H.3H) -Quinezolinedione. 3- (2- [4- [ [3 - [ (4-f luorophenyl) methyl] -3H 
imidezoU, 5-b] pyridin-2 -yl ] methyl 3 - 1 -piperidinyl } ethyl ] -1-methyl-. 
dihydrochloride (9CI) (CA INDEX NAME) 



ch2-ch 2 -nh 3 



99953-71-6P 99953-72-7P 99953-74-9P 
99953-76-1P 99953-80-7P S9933-B4-1P 

99953- 94-3P 999S3-9B-7P 99954-03-7P 

99954- 17-3P 999S9-85-0P 99960-29-9P 
99960-30-2P 99960-32-4P J9960-34-6P 
99960-47-1P 99960-52-6P 9996O-62-0P 
99960-C5-3P 99960-67-SP 99963-28-7P 
99963-30-1P 99963-37-8P 999S3-3J-0P 
99963-41-4P 99963-45-8P 99963-4<-9P 
99963-48-1P 99963-51-CP 99963-55-0P 
100015-33-6P 100013-33-8P 100013-3B-1P 
100015-48-3P 100015-51-8P 100015-53-OP 
100015- 54-1P 100015-59-6P 100015-60-9P 
100015-78-9P 100015-79-OP 100015-84-7P 
100015-86-9P 100015-88-1P 100015-90-5P 

100015- 91-6P 100015-92-7P 100015-94-9P 

100016- 07- 7P 100016-08-8P 100016-12-4P 
100016-14-6P 100016-17-9P 100014 - 19 - IP 
100016-20-4P 10036S-7C-2P 

RL: SPN (Synthetic preparation); PREP (Preparation) 

(preparation of) 
99953-71-6 CAPLUS 

2.4 (1H.3H) -Quinazolinedione, 3- [3- [4- [ [3- [ (4-f luorophenyl) methyl J -3H- 
imidazo{4, 5-b3pyridin-2-yl}methyl] -1 -piperidinyl] propyl) - (9CI) (CA 

:x 

NAME) 



^ J> N CT 3 (CH 2 )3 




^ ^> N CH 2 K^s" CH 2 -C 




• 2 HC1 

RN 99953-74-9 CAPLUS 

CN 3H-Imidazo (4, 5-b) pyridine, 2- [[1- [4, 4 -bis (4-f luorophenyl) butyl) -4- 

piperidinyl] methyl] -3- (2-furanylmethyl) -, ethanedioate (1:2) (9CI) (CA 
INDEX NAME) 

CM 1 

CRN 99953 -73 -8 

CMP C33 H34 P2 N4 O 



CRN 144-62-7 
CMP C2 H2 04 



L4 ANSWER 42 OP 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 




HO-C— C— OH 



RN 99953-76-1 CAPLUS 

CN 3H-Imidazo [4, 5-b] pyridine. 2- [fl- [4,4-bie (4-f luorophenyl) butyl] -4- 

piperidinyl] methyl) -3- (2-pyridinylraethyl ) -, ethanedioate (1:2) (9CI) (CA 
INDEX NAME) 

CM 1 

CRN 99953-75-0 
CMP C34 H35 F2 N5 




CM 2 

CRN 144-62-7 
CMF C2 H2 04 



HO- C— C— OH 



RN 99953-80-7 CAPLUS 

CN 3H-Imidazo[4.5-b)pyridine. 2- [ (1- (4 , 4-bia (4-f luorophenyl) butyl] -4- 

piperidinyl) methyl] -3- [ (4-f luorophenyl) methyl 3 -. ethanedioate (1:2) (9CI) 
(CA INDEX NAME) 

CM 1 

CRN 99953-79-4 
CMP C35 H3S P3 N4 



L4 ANSWER 42 OP 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 




CM 2 

CRN 144-62-7 
CMF C2 H2 04 




HO- C"~ C — OH 



RN 99953-84-1 CAPLUS 

CN 3H-Imidazo [4, 5-b] pyridine, 3- t [1- {4, 4-bia (4-f luorophenyl) butyl] -4- 

piperidinyl) methyl) -3- (phenylmethyl) -, ethanedioate (1:2) (9CI) (CA 

INDEX 

NAME) 
CM 1 

CRN 99953-83-0 
CMF C35 H36 F2 N4 




P 



CM 2 

CRN 144-62-7 
CMF C2 H2 04 



Habte 



04/28/2006 
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HO- C— C- OH 



(Continued) 



L4 ANSWER 42 0? 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 



99953-94*3 CAPLUS 

3H-lmidazo[4, 5-b)pyridine, 2- I [l- ( (2 , 3-dihydro-l. 4-benzodioxin-2- 
yUmethyl] -4-piperidinyl] methyl) -3- (2-thienylmethyl) -, ethanedioate (lsl) 
(9CI) (CA INDEX NAME) 

CM 1 

CRN 99953-93-2 

CM? C26 H28 N4 02 S 



CRN 144-62-7 
CMP C2 H2 04 



CRN 144-62-7 
CMP C2 H2 04 



HO- C- C- OH 

RN 99954-03-7 CAPLUS 

CN 5H-Thiezolo[3,2-a}pyrimidin-S-one, 

6- 12- [4- ( [3- { (4 -fluorophenyl) methyl) -3H- 

imidazo{4,5-b]pyridin-2-yl] methyl) -l-piperidinyl] ethyl] -2, 3 -dihydro-7- 

methyl-, ethanedioate (2:5) (SCI) (CA INDEX NAME) 

CM 1 

CRN 99954-02-6 

CMF C28 H31 F N6 O S 



HO- C— C— OH 

RN 99953-98-7 CAPLUS 

CN 3H-lmidazo[4, 5-b] pyridine. 2- [ (l- [ (2 , 3 -dihydro- l . 4 -benzodioxin-2 - 

yljmethyl] -4 -piperidinyl] methyl] -3- (2 -pyridinyl methyl) -, ethanedioate 
(2s 5) (9CI) (CA INDEX NAME) 

CM 1 

CRN 99953-97-6 
CMF C27 H29 N5 02 



^ ^ N CH 2 CH 2 -CH 2 — f| jT 

nA = 



CRN 144-62-7 
CMF C2 H2 04 
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(Continued) 
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pyridinylmethyl) - (9CI) (CA INDEX NAME) 



(Continued) 



HO— C— C— OH 



99954-17-3 CAPLUS 

3H-Imidazo(4,5-b)pyridine, 2- [ [1- [4 , 4-bie (4 - fluorophenyl) butyl] -4- 
piperidinyl) methyl ) -3- (2-thienylmethyl) -, ethanedioate (1:1) (9CI) (CA 
INDEX NAME) 



CRN 99954-16-2 

CMP C33 H34 P2 N4 S 




CRN 144-62-7 
CMF C2 H2 04 



HO- C-C-OH 

RN 99959-85-0 CAPLUS 

CN 1-Piperidineacetonitrile. 

4- ( [3- (2-furanylmethyl) -3H-iraidazo(4, 5-b]pyridin- 
2-yl)methyl) - (SCI) (CA INDEX NAME) 



RN 99960-30-2 CAPLUS 

CN 3H-Imidazo [4. 5-b) pyridine, 3- (2-furanylmethyl) -2- ( [1- (phenylmethyl) -4- 
piperidinyl ] methyl } - (9CI) (CA INDEX NAME) 



RN 99960-32-4 CAPLUS 

CN 3H-Imidazo [4, S-b) pyridine, 

2- ( II- (phenylmethyl) -4-piperidinyl]methyl] -3- (2- 
thienylmethyl) - (9CI) (CA INDEX NAME) 



N I CH 2 ~Ph 

6 



RN 99960-34-6 CAPLUS 

CN 3H-Imidazo[4,5-b]pyridine, 3- ( (4 -methoxyphenyl) methyl] -2- [ (1- 
(phenylmethyl) -4-piperidinyl] methyl] - (9CI) (CA INDEX NAME) 



RN 99960-29-9 CAPLUS 

CN 3H-lmidazo (4, 5-b) pyridine, 

(^-^phenylmethyl) -4-piperidinyl] methyl] -3- (2- 
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MeO 



RN 99960-47-1 CAPLUS 

CN 3H-Imidazo [4, 5-b] pyridine, 3- [ (4 -methoxyphenyl) methyl) -2- (4 
piperidinylmethyl) - (9CI) (CA INDEX NAME) 




RN 99960-52-8 CAPLUS 

CN 3H-Imidazo [4. 5-b} pyridine, 

2- (4-piperidinylmethyl) -3- (2-pyridinylmethyl) -, 

(2E) -2-butenedioate (2:3) (9CI) (CA INDEX NAME) 

CM 1 

CRN 99960-51-7 
CMF C18 H21 N5 



L4 ANSWER 42 OP 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 
CM 2 

CRN 110-17-8 
CMP C4 H4 04 

Double bond geometry as shown. 




RN 99960-62-0 CAPLUS 

CN 1-Piperidinecarboxylic acid, 4 - [ (3- (2-thienylraethyl) -3H-iraidazo [4 . 5- 
b) pyridin-2-yl] methyl] ethyl ester (9CI) (CA INDEX NAME) 




RN 99960-65-3 CAPLUS 

CN 3H- Imidazo (4 , 5 -b) pyridine. 3 - (2- f uranylmethyl ) - 2 - (4-piperidinylmethyl ) - . 
(2E> -2-butenedioate (2:3) (9CI) (CA INDEX NAME) 

CM 1 

CRN 99959-35-0 
CMP C17 H20 N4 O 




CM 2 

CRN 110-17-8 
CMF C4 H4 04 

Double bond geometry as shown. 



L4 ANSWER 42 OF 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 

co 2 h 

H02C 

RN 99960-67-5 CAPLUS 

CN 3H-Imidazo (4, 5-b] pyridine, 2- (4-piperidinylmethyl) -3- (2-thienylmethyl) 
(2E) -2-butenedioate (2:3) (9CI) (CA INDEX NAME) 

CM 1 

CRN 99960-66-4 
CMP C17 H20 N4 S 




CM 2 

CRN 110-17-8 
CMF C4 H4 04 

Double bond geometry as shown. 
co 3 h 

HOac 

RN 99963-28-7 CAPLUS 
CN 1-Piperidineethanol , 

4- [ [3- (2-pyridinylmethyl) -3H-imidazo [4 , 5-b] pyridin-2- 

yllmethyl}-. (2E) -2-butenedioate (2:3) (salt) (9CI) (CA INDEX NAME) 

CM 1 

CRN 99963-27-6 
CMF C20 H2S N5 O 




Habte 



L4 ANSWER 42 OF 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 
CM 2 

CRN 110-17-8 
CMF C4 H4 04 

Double bond geometry as shown . 




RN 99963-30-1 CAPLUS 

CN 3H-Imidazo [4, 5-b] pyridine, 3- [ (4 - f luorophenyl ) methyl] - 2-[[l-[2-[(l- 
naphthalenyloxy) methoxy] ethyl] - 4 -piperidinyl J methyl] - , 

(2E) -2-butenedioate 

(2:3) (9CI) (CA INDEX NAME) 

CM 1 

CRN 99963-29-8 

CMF C32 H33 P N4 02 




CM 2 

CRN 110-17-8 
CMF C4 H4 04 

Double bond geometry as shown. 



RN 99963-37-8 CAPLUS 

CN 5H-Tetrazol-5-one, l-ethyl-4- 12- [4- ( [3- [ (4 -Cluorophenyl) methyl] -3H- 

imidazo (4, 5-b] pyridin-2-yl] methyl ) -1-piperidinyl] ethyl] -1.4 -dihydro-. 
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ethanedioate <1:2) (9CI) <CA INDEX NAME) 

CM 1 

CRN 99963-36-7 
CMF C24 H29 P Nfi O 




P 



CM 2 

CRN 144-62-7 
CMP C2 H2 04 




HO-C-C-OH 



RN 99963-39-0 CAPLUS 

CN 3H-Imidazo[4, 5-b) pyridine, 2- ( [1- (lH-benzimidazol-2-ylmethyl) -4- 

piperidinyl) methyl] -3- [ (4-f luorophenyl) methyl) - , ethanedioate (1:3) (9CI) 
(CA INDEX NAME) 

CM 1 

CRN 99963-38-9 
CMP C27 H27 P N6 



L4 ANSWER 42 OP 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 
CM 2 

CRN 144-62-7 
CMP C2 H2 04 




HO-C-C-OH 



RN 99963-41-4 CAPLUS 

CN 3H-Imidazo [4, 5-b] pyridine, 2- [ tl- 13 - (4 -f luorophenoxy) propyl} -4- 

piperidinyl ) methyl] -3 -((4-f luorophenyl) methyl) -, ethanedioate (1:2) (9CI) 
(CA INDEX NAME) 

CM 1 

CRN 99963-40-3 

CMF C28 H30 F2 N4 0 




F 



CM 2 

CRN 144-62-7 
CMF C2 H2 04 



HO-C-C-OH 



RN 



99963-45-8 CAPLUS 
CN 3H-lmidazo [4, 5-b] pyridine, 2- [ {1- [ (2. 3-dihydro- l , 4 -benzodioxin-2- 

yl) methyl] -4 -piperidinyl] methyl) -3- [ (4-f luorophenyl) methyl) - , 
ethanedioate 

(1:2) (9CI) (CA INDEX NAME) 

CM 1 



ANSWER 42 OP 52 CAPLUS COPYRIGHT 2006 ACS on STN 

CRN 99963-44-7 

CMF C28 H29 P N4 02 



0— jO-«^^Q 



CRN 144-62-7 
CMF C2 H2 04 



HO-C-C-OH 

RN 99963-46-9 CAPLUS 

CN 3H-Imidazo (4, 5-b] pyridine, 2- [ [1- ( [1- (IH-benzimidazol -2-ylmethyl) -lH- 
benzimidazol -2-yl] methyl] -4-piperidinyl] methyl] -3- [ (4-f luorophenyl) methyl) - 
(9CI) (CA INDEX NAME) 



Ogr-iDO 
r 

CH 2 



99963-48-1 CAPLUS 

1-Piperidineacetamide, 4- I (3 -( (4-f luorophenyl ) methyl) -3H-imidazo (4, 5- 
b] pyridin-2-yl] methyl ] - (9CI) (CA INDEX NAME) 



Habte 
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XT 



ft 99963-51-6 CAPLUS 

>» 2H-Benzimidazol-2-one, 

- [3-14- t [3-1 (4-f luorophenyl) methyl] -3H-imidazo [4 , 5- 

b)pyridin-2-yl} methyl} -l-piperidinyl)propyl] -1,3-dihydro- 
(2E) -2-butenedioate (2:3) (9CI) (CA INDEX NAME) 



CM 



CRN 
CMF 



99963-S0-5 
C29 H31 F N6 



(^Y^-CH,-^ 



CRN 110-17-8 
CMF C4 H4 04 



Double bond geometry ae ahown. 



99 963-55-0 CAPLUS 

2H-Benzimidazol-2-one. l. 3-dihydro- 1 - (3- (4- 1 13 - (phenylmethyl ) -3H- 
imidazo(4, 5-b]pyridin-2-yl)methyl] - l-piperidinyl] propyl] - , ethanedioate 
(1:3) (9CI) (CA INDEX NAME) 
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CM 1 



STN (Continued) 
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(Continued) 



CRN 99963-54-9 
CMP C29 H32 N6 O 



/ 
" CH 2 



6 



(CH; 

fry 

NH 



<CH2>3 



XX 



CH 2 -CH 2 ~S-Ph 



CRN 144-62-7 
CMP C2 H2 04 



ffff 



HO-C-C-OH 



CRN 144-62-7 
CMP C2 H2 04 



RN 100015-35-8 CAPLUS 

CN 2H-Benzimidezol-2-one. 1, 3 -dihydro-1- (3 - [4- [ {3- (2-pyridinylmethyl) -1H- 
imidazo [4, 5-b] pyridin-2-yl] methyl] -l-piperidinyl] propyl} - , ethanedioate 
(1:2) (9CI) (CA INDEX NAME) 

CM 1 



CRN 100015-34-7 
CMF C28 H31 N7 O 



RN 100015-33-6 CAPLUS 

CN 3H-Imidazo (4, 5-b] pyridine. 3- [ (4 -f luorophenyl) methyl] -2- { [1- [2- 

(phenylaulfonyDethyl] -4-piperidinyl}methyl} ethanedioate (2:3) (9CI) 
(CA INDEX NAME) 

CM 1 

CRN 100015-32-5 

CMF C27 H29 P N4 02 S 



J> N— CH3 k^N— (CH 2 I 3 — » 



CRN 144-62-7 
CMF C2 H2 04 
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(Continued) 



HO-C-C-OH 

RN 100015-38-1 CAPLUS 

CN 1-Piperidineacetic acid. 4- ([3- t (4 -f luorophenyl) methyl} -3H-imidazo (4, 5- 
b]pyridin-3-yl}methyl} -, ethyl ester, dihydrochloride (9CI) (CA INDEX 
NAME) 



xx 



it 

CH 2 -C-OEt 
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RN 100015-53-0 CAPLUS 

CN 1-Piperidineacetonitrile, 

4- [ [3- (phenylmethyl ) -3H-imidazo[4, 5-b] pyridin-2- 
yUmethyl]- (9CI) (CA INDEX NAME) 



RN 100015-54-1 CAPLUS 

CN 1-Piperidineacetonitrile, 4 - [ {3- [ (4 -tnethoxyphenyl) methyl] -3H-imidazo (4 , 5- 
b) pyridin-2-yl] methyl } - (9CI) (CA INDEX NAME) 



RN 100015-48-3 CAPLUS 

CN 1-Piperidineacetonitrile, 4- t [3- [ ( 4 -methylphenyl) methyl] -3H-imidazo(4, 5- 
b] pyridin-2-yl] methyl) - <9CI) (CA INDEX NAME) 



XX 



-O 



RN 100015-59-6 CAPLUS 

CN 1-Piperidineethanamine, 

4- [13- (2-furanylmethyl) -3H-imidazo (4 , 5-b] pyridin-2- 

yljmethyl]-, (2E) -2-butenedioate (1:3) (9CI) (CA INDEX NAME) 

CM 1 



RN 100015-51-8 CAPLUS 

CN l-Piperidineacetonitrile, 4- ( (3- (2-pyridinylmethyl) -3H-iraidazo [4 , 5- 
b]pyridin-2-yl]methyl] - (9CI) (CA INDEX NAME) 



CRN 99959-90-7 
CMF C19 H25 N5 0 



Habte 



04/28/2006 
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CH3-CH2-KH2 
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(Continued) 



RN 100015-79-0 CAPLUS 

CN 1-Piperidineacetamide, 4- [ [3- [ <4-f luorophenyl ) methyl J -3H-imidazo 14 , 5- 

b]pyridin-2-yl)methyl] -N-2-pyrimidinyl - , (2E) -2-butenedioate (1:2) (SCI) 
(CA INDEX NAME) 

CM 1 

CRN 100015-78-9 
CMP C25 H26 P N7 O 



CRN 110-17-8 
CMP C4 K4 04 



Double bond geometry ae ahown. 



^ J> N CHa k X/N CH2-C-NH ^ ^ 



H0 2 < 



RN 100015-60-9 CAPLUS 

CN l -Piperidineethanamine, 

4- { [3- (2-thienylmethyl) -3H-imidazo (4 , 5-b] pyridin-2- 
yl]methyl]- (9CI) {CA INDEX NAME) 



JJ n— pHa 



CH 2 -CH 2 -NH a 



RN 100015-7B-9 CAPLUS 

CN 1-Piperidineacetamide, 4- [ [3- { (4 - f luorophenyl) methyl] -3H-imidazo [4, 5- 
b]pyridin-2-yl) methyl) -N-2-pyrimidinyl- (9CI) (CA INDEX NAME) 



^ J> N CH3 CHa C NH < ^| 



CRN 110-17-a 
CMP C4 H4 04 



Double bond geometry as ahown. 
^C0 2 H 



Ho 2 * 



100015-84-7 CAPLUS 

lH-Imidazo[4, 5-c)pyridin-2-amine, N- 12- [4- [ [3- (2-pyridinylmethyl ) -3H- 
imidazo[4, 5 -b)pyridin-2-yl] methyl] -l-piperid±nyl] ethyl] -, ethanedioate 
(1:4) (9CI) (CA INDEX NAME) 

CM 1 

CRN 100015-83-6 
CMP C26 H29 N9 
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C^X— n— PHa" — CHa- nh— 
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PAGE 1-A 



9% 

CH 3 — n— { 



CRN 144-62-7 
CMP C2 H2 04 



Iff 



HO-C— C-OH 
RN 100015-86-9 CAPLUS 

CN lH-Iroidazo{4,5-cJpyridin-2-amine, N- [2- (4- ( [3- (2-thienylmethyl) -3H- 

imidazo [4 , 5-b J pyridin- 2 -yl] methyl } - 1 -piperidinyl } ethyl ) - , ethanedioate 
(2:5) (9CI) (CA INDEX NAME) 

CM 1 

CRN 100015-85-8 
CMP C25 H38 N8 S 



CRN 
CMP 



144-62-7 
C2 H2 04 



RN 100015-88-1 CAPLUS 

CN lH-lmidazo (4 , 5-c] pyridin-2-amine, 

N- [2- [4- t [3- [ (4 -methylphenyl) methyl) -3H- 

imidazo [4, 5-b] pyridin-2-yl) methyl] - 1 -piperidinyl] ethyl] - , ethanedioate 

(1:S) (9CI) (CA INDEX NAME) 



Habte 



04/28/2006 



10/817,472 
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CM 1 

CRN 100015-87-0 
CMF C28 H32 N8 



L4 ANSWER 42 OP 52 CAPLUS COPYRIGHT 2006 ACS On STN (Continued) 
CM 2 

CRN 144-62-7 
CMP C2 H2 04 



C^X~— N— P»a~~C^N CH 2 - CHa- NH— ^ n JJ^ 



KO—C-C— OH 

RN 100015-91-6 CAPLUS 
CN 2-Pyridinemethanamine, 

N- [2- [4- [(3- [ (4 -fluorophenyl) methyl] -3H-imidazo[4, 5- 

b)pyridin-2-yl) methyl] -1-piperidinyl] ethyl) - (9CI) 



(CA INDEX NAME) 



CM 2 

CRN 144-62-7 
CMF C2 H2 04 




HO-C-C— OH 

RN 100015-90-5 CAPLUS 

CN lH-Imidazo [4, 5-c] pyridin-2 -amine, 

N- {2- (4- [ (3- [ (4 -fluorophenyl) methyl] -3H- 

imidazo (4 , 5-b] pyridin-2 -yl ] methyl ] - 1 -piperidinyl ) ethyl J - , ethanedioate 

(2:5) (9CI) (CA INDEX NAME) 

CM 1 

CRN 100015-B9-2 
CMF C27 H29 F N8 





F 



RN 100015-93-7 CAPLUS 
CN 2-Pyridinemethanamine, 

N- (2- [4- [ (3- ( (4 -fluorophenyl ) methyl] - 3H- imidazo (4 , 5- 

b]pyridin-2-yl] methyl} -1-piperidinylJ ethyl] - . (2E) -2-butenedioate (1:2) 
(9CI) (CA INDEX NAME) 

CM 1 

CRN 100015-91-6 
CMF C27 H31 F N6 




F 



CM 2 
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CRN 110-17-8 
CMF C4 H4 04 

Double bond geometry as shown . 

„o,c^- CO >" 

RN 100015-94-9 CAPLUS 
CN 3 -Pyridinecarboxamide, 

N- [2- [4- t [3- [ (4 -fluorophenyl) methyl] -3H-imidazo [4 , 5- 

b]pyridin-2-yl]methyl] -1-piperidinyl] ethyl] -, ethanedioate (1:3) (9CI) 
(CA INDEX NAME) 

CM 1 

CRN 100015-93-B 
CMF C27 H29 F N6 O 




F 



CM 2 

CRN 144-62-7 
CMF C2 H2 04 




HO-C— C-OH 



RN 100016-07-7 CAPLUS 

CN Thieno(2,3-d]pyrimidin-4(lH) -one, 3- (2- [4- [{3- (2-furanylmethyl ) -3H- 

imidazo [4 , 5-b) pyridin-2 -yl ] methyl J - 1 -piperidinyl ] ethyl ] - 2 , 3 -dihydro- 6 
methyl -2 -thioxo- (9CI) (CA INDEX NAME) 
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PAGE 1-A 




PAGE 2 -A 



Me 

RN 100016-08-8 CAPLUS 

CN Benzamide. N- [2- [4- [ [3- (2-furanylmethyl) -3H-imidazo(4 , S-b] pyridin-2- 

yUmethyl] -1-piperidinyl] ethyl] -2- (methylamino) - (9CI) (CA INDEX NAME) 




Habte 



RN 100016-12-4 CAPLUS 

04/28/2006 



10/817,472 
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CN 4 (3H) -Ouinazolinone, 3- [2- [4- [ {3- { (4 - f luorophenyl ) methyl J -3H-imidazo [4 , 5- 

b]pyridin-2-ylJmethyl] - l-piperidinyl] ethyl] -2-methyl- (SCI) (CA INDEX 

NAME) 




P 



RN 100016-14-6 CAPLUS 

CN 4 (3H) -Ouinazolinone, 3- [2- [4- [ [3- (2-furanylmethyl ) -3H- Imidazo [4 , 5- 

b] pyridin - 2 -yl ) methyl ] - l-piperidinyl ] ethyl ) -2-methyl - , 
(2E) -2-butenedioate 

(1:3) (9CI) (CA INDEX NAME) 
CM 1 

CRN 100016-13-5 
CMP C28 H3 0 N6 02 




CM 2 

CRN 110-17-B 
CMF C4 H4 04 

Double bond geometry as shown. 



RN 100016-17-9 CAPLUS 

CN 4 (1H) -Ouinazolinone, 3-12- (4- I [3 - (2-furanylmethyl) -3H-imidazo [4,5- 
b] pyridin- 2 -yl] methyl] -1-piperidinylJ ethyl] -2, 3 -dihydro-1 -methyl -2-thioxo- 



L4 ANSWER 42 OP 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 
(9CI) (CA INDEX NAME) 




RN 100016-19-1 CAPLUS 

CN 4 (1H) -Ouinazolinone, 3- (2- [4- { t3- [ (4 -f luorophenyl) methyl] -3H-imidazo{4 . 5- 

b]pyridin-2-yl] methyl} -l-piperidinyl) ethyl] -2. 3 -dihydro-1 -methyl -2 -thioxo- 
(9CI) (CA INDEX NAME) 




F 



RN 100016-20-4 CAPLUS 

CN 4<1H) -Ouinazolinone. 3- [2- [4- [ [3 - (2-furanylmethyl) -3H-imidazo [4 , 5- 

b]pyridin-2-ylJ methyl] -l-piperidinyl] ethyl) -2,3-dihydro-2-thioxo- (9CI) 
(CA INDEX NAME) 




RN 100365-76-2 CAPLUS 

CN Thienot2,3-d)pyrimidine-2,4 (1H.3H) -dione, 
3- [2- [4- [ [3- (2-furanylmethyl) -3H- 

imidazo [4 , S-b] pyridin-2 -yl ] methyl ] - l -piperidinyl ) ethyl ] - 6 -methyl - ( 9CI ) 

(CA INDEX NAME) 
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PAGE 2 -A 



Me 



IT 99959-85-0 

RL: RCT (Reactant) ; RACT (Reactant or reagent) 
(reduction of) 
RN 99959-85-0 CAPLUS 
CN l-Piperidineacetonitrile, 

4- [ [3- (2-furanylmethyl) -3H-imidazo (4, 5-bJ pyridin- 
2 -yl] methyl ] - (9CI) (CA INDEX NAME) 



Habte 
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IT 99959-86-1 

RL: RCT (Reactant) ; RACT (Reactant or reagent) 
(saponification -decarboxylation of) 
RN 99959-86-1 CAPLUS 

CN Carbamic acid, [2- [4- [ [3 - (2-thienylmethyl ) -3H-imidazo [4, 5-b) pyridin-2- 
yl] methyl) -l-piperidinyl] ethyl] ethyl ester (9CI) (CA INDEX NAME) 




IT 99958-80-2 

RLi RCT (Reactant) ; RACT (Reactant or reagent) 
(N-alkylation of) 
RN 99958-80-2 CAPLUS 

CN 3H- Imidazo [4, 5-bl pyridine, 3- [ (4-f luorophenyl ) methyl ] -2- (4- 
piperidinylmethyl) -, dihydrochloride (9CI) (CA INDEX NAME) 




• 2 HC1 



IT 99959-82-7 

RL: RCT (Reactant); RACT (Reactant or reagent) 
(N-alkylation of, by chloroacetonitrile) 
RN 99959-82-7 CAPLUS 

CN 3H-Imidazol4,5-b]pyridine, 3- [ (4 -methyl phenyl) methyl] -2- (4- 

04/28/2006 



10/817,472 
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piperidinylmethyl)- (9CI) <CA INDEX NAME) 



H 

9 



99960-00-6 

RL: RCT (Reactant); RACT (Reactant or reagent) 

(N-carbamoylation and reductive N-alkylation reactions of) 
99960-00-6 CAPLUS 

l-Piperidineethanamine, 4- [ (3- I {4 -f luorophenyl) methyl] -3H-imidazo{4, 5- 
b] pyridin-2-yl ] methyl ] - (9CI) (CA INDEX NAME) 




XT 



CH2 - CH 3 -NH2 
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OTHER SOURCE(S): CAS REACT 104:68856 

Gl For diagraai(s), see printed CA Issue. 

AB The title compds. [I; R - H, cycloalkyl, pyridinyl, pyrazinyl, 
alkyl- (un) substituted furanyl, thiazolyl, imidazolyl, 

halo- (un) substituted 

thienyl, (un) substituted alkyl, Ph; Rl - H, alkyl, cycloalkyl, alkanoyl, 
alkoxycerbonyl, (un) substituted phenylalkyl; R2 - H, alkyl; R3 - alkyl, 
pyrrol idinyl, piperidinyl, homopiperonyl, each substituted by a group 
containing a bicyclic heterocyclic moiety; X - atoms required to 

complete an 

(un) substituted C6H6 or pyridine ring] (>150 in all) were prepared Thus, 
1- { (4 -f luorophenyl) methyl] -N- {4 -piperidinyl } -lH-benzimidazol-2-amine was 
alkylated by heating at 70 s with 6- (2 -bromoethyl) -3 , 7 -dimethyl -5H- 
thiazolo[3, 2-e]pyrimidin-5-one-HBr in DMF containing Na2C03 to give 
62.8% II. 

II had antihistaminic activity in rats, counteracting the lethality of 
compound 48/80 with an EDS0 of 0.31 mg/kg s.c. or orally, and inhibiting 
gastric lesions caused by the same agent with an ED50 of 0.63 mg/kg 
orally, 

IT 99156-66-8P 99156-69-1P 99156-71-5P 

99155- 73-7P 9915C-76-0P 99156-77-1P 

99156- B1-7P 99156-B2-6P 99156-83-9P 
99156-B4-0P 9915C-88-4P 99154-89-5P 

99156- 91-9P 9915C-95-3P 9915C-99-7P 

99157- 00-3P 99157-01-4P 99157-02-5P 
99157-03-6P 99157-04-7P 99157-08-1P 
99157-09-2P 99157-10-5P 99157-13-8P 
991S7-14-9P 99157-15-OP 99157-20-7P 
991S7-21-6P 99157-24-1P 99157-38-5P 
99157-J7-SP 991S7-38-7P 99157-39-8P 
99157-40-1P 99157-44-5P 99157-45-6P 
99157-46-7P 99157-47-8P 991S7-4B-9P 
99157-49-0P 99157-73-0P 99157-74-1P 
99157-75-2P 99157-BO-tP 99157-81-OP 
99195-11-6P 9922B-02-1P 9922B-03-2P 
99436-23-SP 99436-3C-7P 

RL: BAC (Biological activity or effector, except adverse) ; BSU 
(Biological 

study, unclassified); SPN (Synthetic preparation) ; BIOL (Biological 
study); PREP (Preparation) 

(preparation and antihistaminic activity of) 
RN 99156-66-8 CAPLUS 

CN 4H-Pyrido[l,3-a]pyrimidin-4-one, 3- [3- [4- I (3- (3-f uranylmethyl) -3H- 

imidazo (4 , 5 -b J pyridin-3 -yl ] amino] - 1 -piperidinyl ) ethyl ] - 2 -methyl - ( 9CI ) 
(CA INDEX NAME) 



v— 0~ 




RN 99156-69-1 CAPLUS 

CN Thieno[2,3-b]pyridin-4(3aH)-one, 3 . 6-dimethyl -5- (2- [4- [ [3- f (tetrahydro-2- 

furanyl) methyl] - 3H- imidazo [4 , 5 -b] pyridin-2 -yl] amino) - 1 -piperidinyl] ethyl] - 
(9CI) (CA INDEX NAME) 



9 

P 



99156-71-5 CAPLUS 

lH-Purine-2,6-dione. 1- 12- (4- I (3- ( (4- f luorophenyl) methyl] -3H-imidazo(4 , 5- 
b] pyridin-2 -yl ] amino] -1-piperidinyl) ethyl] -3 , 7-dihydro-3 , 7-dimethyl- 

) 

(CA INDEX NAME) 



Habte 



04/28/2006 
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P 




Me 



RN 99156-73-7 CAPLUS 

CN 2H,6H-Pyrimido[2. 1-b] [1. 3) thiazin-6-one, 
7- [2- (4- { (3- (2-furanylmethyl) -3H- 

imidezot4,5-b)pyridin-2-yl}amino] - 1-piperidinyl J ethyl) -3, 4-dihydro-B- 

methyl- (9CI) (CA INDEX NAME) 




RN 99156-76-0 CAPLUS 

CN 2H,6H-Pyriraido(2, 1-b) [1, 3] thiazin-6-one. 7- [2- (4- ( [3- t (4 - 

fluorophenyl) methyl) - 3H- imidazo [4 , 5 -b) pyridin-2 -yl] amino) - 1- 
piperidinyl ) ethyl] -3,4 -dihydro-B -methyl- (9CI ) (CA INDEX NAME) 
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RN 99156-77-1 CAPLUS 

CN 2H,6H-Pyrimido[2, 1-b) [1, 3] thiazin-6 -one. 7- (2- [4- [ [3- ( (4- 

f luorophenyl ) methyl ) - 3H- imidazo (4 . 5 -b) pyridin-2 -yl 1 amino] - 1 - 
piperidinyl ) ethyl] -3.4 -dihydro- a -methyl-, trihydrochloride (9CI) (CA 
INDEX NAME) 




• 3 HC1 

RN 99156-81-7 CAPLUS 

CN 4H-pyrido{l,2-a)pyrimidin-4-one, 3- (2- [4- { (3- (2-furenylmethyl) -3H- 

imidazo(4 > 5-b]pyridin-2-yl)amino) -1-piperidinyl) ethyl] -2, 7-dimethyl- 

(9CI) 

(CA INDEX NAME) 




RN 99156-82-8 CAPLUS 
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CN 4H- Pyrido [ 1 , 2 -a] pyrimidin-4 -one , 
7-chloro-3- [2- [4- [(3- (2-furanylmethyl) -3H- 

imidazo(4, 5-bl pyridin-2-yl] amino] -1-piperidinyl) ethyl] -2-methyl- (9CI) 

(CA INDEX NAME) 




RN 99156-63-9 CAPLUS 

CN 4H-PyridoU,2-alpyrimidin-4-one, 3- (2- [4- t(3- [ (4 -fluorophenyl) methyl] -3H- 
imidazo [4 , 5 -b] pyridin- 2 -yl ] amino] - 1-piperidinyl ] ethyl ] -2-methyl - , 
dihydrochloride (9CI) (CA INDEX name) 




• 2 HCl 

RN 99156-84-0 CAPLUS 

CN 4H-Pyrido[l,2-aJpyrimidin-4-one, 3- (2- (4 -{ (3- ( (4 -fluorophenyl ) methyl] -3H- 
imidazo [4, 5-b] pyridin- 2 -yl] amino] -1-piperidinyl J ethyl] -2-methyl- (9CI) 
(CA INDEX NAME) 




RN 99156-88-4 CAPLUS 

CN 2,4 (1H.3H) -Quinazolinedione, 3- [2- [4- [ (3- ( (4 -fluorophenyl) methyl) -3H- 

Habte 



L4 ANSWER 43 OP 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 

imidazo [4, 5-b] pyridin-2 -yl] amino) -1-piperidinyl] ethyl] - (9CI) (CA INDEX 
NAME) 




RN 99156-89-5 CAPLUS 

CN 2,4 (1H.3H) -Quinazolinedione, 

3- [2- {4- [ [3- (2-furanylmethyl) -3H- imidazo [4, 5- 

b) pyridin-2 -yl) amino] -1-piperidinyl) ethyl] - (9CI) (CA INDEX NAME) 




RN 99156-91-9 CAPLUS 

CN 5H-Thiazolo(3,2-a]pyrimidin-5-one. 6- (2- [4- ( [3 - (2 -f uranylmethyl ) - 3H- 
imidazo [4 , S-b) pyridin-2-yl] amino] - 1-piperidinyl] ethyl] -6, 7-di hydros- 
methyl- (9CI) (CA INDEX NAME) 
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6 



*2 
^2 



(Continued) 
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RN 99156-95-3 CAPLUS 

CN 2,4(1H,3H) -Quinazolinedione, 

3- (3- [4- [ (3- (2-furanylmethyl) -3H-imidazo [4, 5- 

b) pyridin- 2 -yl] amino] -1-piperidinyl] propyl] - (9CI) (CA INDEX 1 




(CH 2 > 3 N_>v^ 



RN 99156-99-7 CAPLUS 

CN 2, 4 (1H, 3H) -Quinazolinedione, 

3-12- [4- [ [3- (2-furanylmethyl) -3H-imidazo (4 , 5- 

b] pyridin- 2 -yl ] amino) - 1-piperidinyl ] ethyl ] hexahydro- 1 -methyl - ( 9CI ) (CA 

INDEX NAME) 



r 



RN 99157-00-3 CAPLUS 

CN 2, 4 (1H, 3H) -Quinazolinedione, 3 - [2 - [4 - [ [3 - [ (4 - f luorophenyl ) methyl ] -3H- 
imidazo[4,5-b]pyridin-2-yl] amino] - 1-piperidinyl] ethyl] -1 -methyl- (9CI) 
(CA INDEX NAME) 



N CH 2 ~CH 2 



~cx. 



t 
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99157-01-4 CAPLUS 

2,4{1H, 3H) -Quinazolinedione, 3- [2- (4- [ (3 - [ (4 - f luorophenyl ) methyl ] -3H- 
imidazo [4. 5-b) pyridin-2-yl] amino) -1-piperidinyl] ethyl] -1 -methyl-, 
dihydrochloride (9CI) (CA INDEX NAME) 



- CH 2 - CH 2 



■tx. 




#2 HCl 

RN 99157-02-5 CAPLUS 

CN 2,4(1H,3H) -Quinazolinedione, 3 - (3 - {4 -[ [3 - [ (4 -f luorophenyl) methyl] -3H- 

imidazo [4, 5-b] pyridin-2 -yl ) amino] -1-piperidinyl] propyl ] - (9CI) (CA INDEX 
NAME) 



ANSWER 43 OP 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 
3H-Imidazo[4,5-b]pyridin-2-amine, 3- { (4 -f luorophenyl) methyl] -N- [1- [2- (7- 
methyl-5H-thiazolo(3,2-a]pyrimidin-6-yl)ethyl] -4 -piperidinyl] - . 
dihydrochloride (9CI) (CA INDEX NAME) 



12-CH2— 



tX 



• 2 HCl 

99157-0B-1 CAPLUS 

lH-Purine-2,6-dione, 7- [2- (4- [ [3- (2-furanylmethyl) -3H-imidazo [4, 5- 
b]pyridin-2-yl] amino] -1 -piperidinyl] ethyl} -3, 7 -dihydro- 1,3 -dimethyl - 

(CA INDEX NAME) 



90 



RN 99157-03-6 CAPLUS 

CN 3H-Imidazo[4, 5-b) pyridin-2-amine, 3- [ (4- f luorophenyl) methyl] -N- [1- [2- (7- 
methyl-5H-thiazolo(3,2-a)pyrimidin-6-yl)ethyl] -4 -piperidinyl] - (9CI) (CA 
INDEX NAME) 



N— CH 2 - CH 2 — \^ K^J 



Q 



0 



»2 
^2 



RN 99157-04-7 CAPLUS 

Habte 
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Me 



RN 991 S7- 09 -2 CAPLUS 

CN lH-Purine-2,6-dione, 7- [2- (4- ( [3- [ (4 -fluorophenyl) methyl] -3H-imidazo|4, 5- 
b ] pyridin - 2-yl ) amino) - 1 -piperidinyl ] ethyl ) - 3 , 7-dihydro- 1 , 3 -dimethyl - 

(9C1) 

(CA INDEX NAME) 




O 



RN 99157-10-5 CAPLUS 

CN lH-Purine-2,6-dione, 7- [2- [4- [ [3- [ (4 -fluorophenyl) methyl] -3H-imidazo [4, 5- 
b]pyridin-2-yl] amino] - 1-piperidinyl] ethyl] -3 . 7-dihydro- 1. 3 -dimethyl - , 
dihydrobromide (9CI) (CA INDEX NAME) 



L4 ANSWER 43 OP 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 




O 



• 2 HBr 

RN 99157-13-8 CAPLUS 

CN 4H-Pyrido[l,2-a)pyrimidin-4-one. 3- [2- {4- ( [1- ( (4 -fluorophenyl ) methyl] -3H- 

imidazo[4, 5-bJ pyridin-2-yl] amino] - 1-piperidinyl] ethyl] -6, 7, 8, 9-tetrahydro- 
2-methyl- (9CI) (CA INDEX NAME) 




RN 99157-14-9 CAPLUS 

CN 4H-Pyrido(l,2-a]pyrimidin-4-one, 3- (2- [4- [ [3 - (2 - f uranylmethyl ) -3H- 

imidazo[4, 5-b]pyridin-2-yl]amino] -1-piperidinyl] ethyl] -6, 7, 8, 9-tetrahydro- 
2-methyl- (9CI) (CA INDEX NAME) 
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RN 99157-15-0 CAPLUS 

CN 5H-Thiazolo[3,2-e]pyrimidin-5-one, 6- [2- (4- [ (3- (2-furanylmethyl) -3H- 
imidazo[4, 5-b] pyridin-2-yl] amino] -1-piperidinyl] ethyl} -2. 3-dihydro-7- 
methyl- (9CI) (CA INDEX NAME) 



PAGE 1-A 




^2 
^2 
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RN 99157-20-7 CAPLUS 

CN 4H-Pyrido[l, 2-a]pyrimidin-4-one, 3 - 12- (4 -[ [3 - (2-furanylmethyl ) -3H- 

imidazo (4, 5-b] pyridin-2-yl] amino] -1-piperidinyl] ethyl] -6, 7, 8, 9-tetrahydro- 
2,6-dimethyl- (9CI) (CA INDEX NAME) 




RN 99157-21-8 CAPLUS 

CN 4H - Pyr ido [ l , 2 - a ] pyr i midi n - 4 -one , 

2-methyl-3- (2- (4- I [3- (2-pyridinylmethyl) - 

3H-imidazo[4, 5-b] pyridin-2 -yl ] amino] - 1 -piperidinyl] ethyl] - (9CI) (CA 

INDEX NAME) 




RN 99157-24-1 CAPLUS 

CN 4H-Pyrido(l . 2-a] pyrimidin-4 -one, 3-[2-(4-[[3- (2-furanylmethyl ) -3H- 

imidezo[4. 5-b] pyridin-2-yl] amino) -1-piperidinyl] ethyl] -6,7.8, 9-tetrahydro- 
2.7-dimethyl- (9CI) (CA INDEX NAME) 



Habte 
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RN 99157-2B-S CAPLUS 

CN 4H-Pyrido[1.2-a]pyrimidin-4-one, 3- (2- [<- t [3- (2-f uranylmethyl ) -3H- 

imidazo£4. 5-blpyridin-2-yl] amino] - 1 -piperidinyl ) ethyl J -6, 7, 8 , 9-tetrahydro- 
2,6,8-trimethyl- (9CI) (CA INDEX NAME) 




RN 99157-37-6 CAPLUS 

CN 4H-PyridoIl, 2-a] pyrimidin-4 -one, 3- [2- [4- [ [3- (2 - f uranylmethyl ) -3H- 

imidazo (4 , 5-b) pyridin- 2 -yl] amino] - 1 -piperidinyl ] ethyl] -2, 8-dimethyl- 

(9CI) 

(CA INDEX NAME) 




RN 99157-38-7 CAPLUS 

CN 4H-Pyrido(1.2-a]pyriraidin-4-one, 3- [2- [4- [ {3- (3- f uranylmethyl) -3H- 



L4 ANSWER 43 OP 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 

imidazo [4 , 5-b} pyridin-2 -yl 1 amino] - 1 -piperidinyl } ethyl] -2,6 -dimethyl - 

(9CI> 

(CA INDEX NAME) 




RN 99157-39-8 CAPLUS 

CN 4H-Pyrido[l, 2-a] pyrimidin-4 -one, 

7-bromo-3- (2- (4- [ [3 - (2 - f uranylmethyl ) -3H- 

imidazo [4 , 5-b} pyridin-2 -yl ] amino] - 1 -piperidinyl ] ethyl ] - 2 -methyl - ( 9CI > 

(CA INDEX NAME) 




RN 99157-40-1 CAPLUS 

CN 4H-Pyrido[l. 2-a} pyrimidin-4 -one, 3- [2- [4- [ (3- (2-f uranylmethyl ) -3H- 

imidazo [4 , 5 -b] pyridin-2 -yl ] amino] - 1 -piperidinyl J ethyl ] -2 , 6 , 8 - triraethyl - 
(9CI) (CA INDEX NAME) 




RN 99157-45-6 CAPLUS 

CN 4H-PyridoU. 2 -a] pyrimidin- 4 -one . 3- [2- [4- [ [3- (3 -f uranylmethyl ) -3H- 

imidazo[4, 5-b] pyridin-2-yl] amino] -1-piperidinyl] ethyl] -2-methyl- (9CI) 
(CA INDEX NAME) 




RN 99157-46-7 CAPLUS 

CN 4H-Pyrido 1 1,2 -a J pyrimidin-4 -one, 6, 7, 8 , 9-tetrahydro-2-methyl-3 - (2- [4 - { (3- 
(2-thienylmethyl ) -3H-imidazo (4 , 5-b) pyridin-2 -yl] amino] - l - 
piperidinyl] ethyl}- (9CI) (CA INDEX NAME) 



RN 99157-4B-9 CAPLUS 

CN 3,4(1H,3H) -Quinazolinedione, 

3- [2- [4- 1 [3- (2-thienylmethyl) -3H-imidazo [4 , 5- 

b)pyridin-2-yl]amino] -1-piperidinyl] ethyl] - (9CI) (CA INDEX NAME) 




RN 99157-49-0 CAPLUS 

CN 2,4(1H.3H) -Quinazolinedione, 3- (2- 14- [ [3 - [ (5-methyl-2-f uranyl)methyl] -3H- 
imidazo [4, 5-b] pyridin-2 -yl] amino} -l-piperidinyl]ethyl] - (9CI) (CA INDEX 
NAME) 



Habte 
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Me 



RN 99157-73 -0 CAPLUS 

CN 3H-Imidazo[4,S-b]pyridin-2-amine, N- (1- f2- (lH-imidazo [4 , 5-cl pyridin-2- 
yl) ethyl] -4-piperidinyl] -3- (2-pyridinylmethyl) - (9CI) (CA INDEX NAME) 




RN 99157-74-1 CAPLUS 

CN 3H-Imidazo[4,5-b]pyridin-2-amine, 3- [ (4 -f luorophenyl) methyl] -N- II- [2- (1H- 
imidazo[4,5-c]pyridin-2-yl)ethyl) -4-piperidinyl) - (9CI) (CA INDEX NAME) 




RN 99157-75-2 CAPLUS 

CN 3H-Imidazo[4,S-b]pyridin-2-amine, 3- ( (4 -f luorophenyl) methyl) -N- [1- (2- (1H- 
imidazo[4,S-c)pyridin-2-yl)ethyl) -4-piperidinyl) -, ethanedioate (1:4) 
(9CI) (CA INDEX NAME) 

CM 1 



L4 ANSWER 43 OP 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 
CRN 99157-74-1 
CMP C26 H27 P N8 




CM 2 

CRN 144-62-7 
CMP C2 H2 04 




HO-C-C-OH 



RN 99157-80-9 CAPLUS 

CN 3H-Imidazo[4. 5-b] pyridin-2-amine, 3- (2-furanylmethyl) -N- [1- [2- (1H- 

imidazo [4.5-c]pyridin-2-yl)ethyl] -4-piperidinyl] - (9CI) (CA INDEX NAME) 
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PAGE 1-A 




^2 
^2 



PAGE 2- A 




RN 991S7-81-0 CAPLUS 

CN 3H-Imidazo(4,S-b]pyridin-2-amine. 3- (2-furanylmethyl) -N- (1- [2- (1H- 

imidazot4,S-c]pyridin-2-yl)ethyl) -4-piperidinyl) (2E) -2-butenedioate 
(1:1) (9CI) <CA INDEX NAME) 

CM 1 

CRN 99157-80-9 
CMP C24 H26 KB O 



Habte 
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PAGE 1-A 




PAGE 2 -A 



CM 2 



CRN 110-17-8 
CMP C4 H4 04 



Double bond geometry as shown, 



^5s.f ^COaH 
H0 3 <r 

RN 99195-11-6 CAPLUS 

CN 5H-Thiezolo(3,2-a]pyrimidin-5-one. 

6- [2- [4- [ [3- | (4 -f luorophenyl) methyl) -3H- 

imidazo[4,5-b]pyridin-2-yl]aminoI - l-piperidinyl) ethyl) -3, 7-dimethyl- 

(9CI) 

(CA INDEX NAME) 

04/28/2006 



10/817,472 



Page 116 



hi ANSWER 43 OF 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 




RN 99228-02-1 CAPLUS 

CN 2H-Pyrido[1.2-a]pyriraidine-2.4(3H) -dione, 
3- [2- {4- [ [3- (2-pyridinylmethyl) - 

3H-imidezo[4,5-b]pyridin-2-yl]araino) -1-piperidinyl J ethyl J - (9CI) (CA 

INDEX NAME) 




RN 99228-03-2 CAPLUS 

CN 4H-Pyrido|l,2-a]pyrimidin-4-one, 2, 3-dihydro-2-methyl -3 - [2- [4- t(3-[(S- 
methyl -2 -furanyl) methyl) - 3H- imidazo [4 , 5-b] pyridin-2 -yl I aminoj -1- 
piperidinyl ] ethyl ) - (9CI) (CA INDEX NAME) 




Me 



RN 99436-25-6 CAPLUS 



L4 ANSWER 43 OP 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 

CN 2,4 (1H,3H> -Quinazolinedione. 

3- [2- (4- ( [3- (3-furanylroethyl) -3H-imidazo(4, 5- 

b]pyridin-2-yl}amino) -1-piperidinyl] ethyl] - (9CI) (CA INDEX NAME) 




RN 99436-26-7 CAPLUS 

CN 4H-Pyrido(l,2-a]pyrimidin-4-one, 3- (2- [4- ({3- (3-furanylroethyl) -3H- 

imidazo(4.5-b]pyridin-2-yl]amino) -1-piperidinyl) ethyl) -6,7,8, 9-tetrahydro- 
2 -methyl- (9CI) (CA INDEX NAME) 




IT 9051B-52-8P 90518-56-2P 

RL: RCT (Reactant) ; SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation and decarboxylation of) 
RN 90518-52-8 CAPLUS 

CN 1-Piperidinecarboxylic acid, 4- [ [3- (2-furanylmethyl) -3H-imidazo[4, 5- 
blpyridin-2-yl] amino] -, ethyl enter (9CI) (CA INDEX NAME) 
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RN 90518-56-2 CAPLUS 

CN 1- Piper idinecarboxylic acid, 4- [ [3- (2-pyridinylmethyl) -3H-imidazo [4 , 5- 
b)pyridin-2-yl)amino] -, ethyl ester (9CI) (CA INDEX NAME) 



s 




IT 90S18-8C-SP 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation and reduction of) 
RN 90518-86-8 CAPLUS 

CN 1-Piperidineacetonitrile, 4- [ [3- { (4- fluorophenyl) methyl] -3H-imidazo[4. 5- 
b] pyridin-2-yl] amino] - (9CI) (CA INDEX NAME) 




IT 90519-11-2P 9051»-13-4P 9S158-33-5P 

RL: SPN (Synthetic preparation) ; PREP (Preparation) 
(preparation and N-acylation and N-alkylation of) 
RN 90519-11-2 CAPLUS 
CN 3H- Imidazo 1 4 , 5-b) pyr id in -2 -amine, 
N- [1- (2-aminoethyl) -4 -piperidinyl] -3- (2- 

pyridinylmethyl) - (9CI) (CA INDEX NAME) 

Habte 
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CHa— CH 2 ~ NH 2 



RN 90519-13-4 CAPLUS 

CN 3H- Imidazo [4, 5-b] pyridin-2 -amine, 

N- [1- (2-aminoethyl) -4-piperidinyl] -3- ((4- 

fluorophenyl ) methyl) - (9CI) (CA INDEX NAME) 




RN 99158-33-5 CAPLUS 

CN 3H- Imidazo (4 , 5-b] pyridin-2 -amine, 

N- [1- (2-aminoethyl) -4-piperidinyl) -3- (2- 

furanylmethyl) -, (2E) -2-butenedioate (1:1) (9CI) (CA INDEX NAME) 

CM 1 

CRN 90519-20-3 
CMF C18 H24 N6 O 




CM 2 

CRN 110-17-8 
CMP C4 H4 04 

Double bond geometry as shown. 
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(Continued) 
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(Continued) 



HOac 

IT 9051B-S6-4P 90518-73-3P 99158-33-4P 

RL: RCT {Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation and N-alkylation of) 
RN 90518-66-4 CAPLUS 

CN 3H-Imidazo{4,5-b]pyridin-2-amine, 3- (2-furanylmethyl) -N-4 -piperidinyl - 
(9CI) (CA INDEX NAME) 



XT 



90518-75-5 CAPLUS 

3H-Imidazo[4, S-b]pyridin-2-emine, N-4 -piperidinyl -3- (2-pyridinylmethyl) - 
trihydrobromide (9CI) (CA INDEX NAME) 



90518-90-4P 90518-91-5P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation, reduction, and conversion of, to iaothiocyanate) 
90518-90-4 CAPLUS 

l-Piperidineacetonitrile, 4- ( [3- (2-pyridinylmethyl) -3H-imidazo[4, 5- 
b)pyridin-2-yl] amino] - (9CI) (CA INDEX NAME) 



• 3 HBr 

RN 99158-32-4 CAPLUS 

CN 3H-lmidazo[4.5-b]pyridin-2-amine, N-4-piperidinyl-3- (2-pyridinylmethyl) - 
(9CI) (CA INDEX NAME) 



RN 90518-91-5 CAPLUS 

CN l-Piperidineacetonitrile, 

4- I (3- (2-furanylmethyl) -3H-imidazo [4, 5-b)pyridin- 
2-yl]amino] - (9CI) (CA INDEX NAME) 
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4 -FC6H4CH2NH2 and the product hydrogenated to give N3-[(4- 
f luorophenyl) methyl] -2, 3-pyridinediamine. This was condensed with Et 
4-iaothiocyanatopiperidinecarboxylate to give pyridinylthiourea deriv. II 
which was cyclized by heating in EtOH with HgO and S to give 
imidazopyridinamine III (R5 ■ C02Et) . The latter was decarboxylated by 
heating in 48% aq. HBr to give III.2HBr (R5 - H) which was alkylated with 
a p-methoxyphenethyl halide to give III (R5 - 4 -MeOC6H4CH2CH2) (IV). I 
are antihistaminics . In mice IV inhibited compd. 48/80-induced lethality 
with an ED50 of 0.08 mg/kg s.c. or orally. 
90518 -6«-4P 90518-75-5P 90519-13-4P 
99139-10-3P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation and condensation reactions of) 
90518-66-4 CAPLUS 

3H-Imidazo[4, 5-b] pyridin-2-amine, 3 - (2-furanylmethyl) -N-4 -piperidinyl - 
(9CI) (CA INDEX NAME) 



v-O™ 



RN 90518-75-5 CAPLUS 

CN 3H-Imidazo[4,5-b)pyridin-2-amine, N-4 -piperidinyl -3- (2-pyridinylraethyl) - 
trihydrobromide (9CI) (CA INDEX NAME) 



N^ 



EP 1984-201812 



NO 1985-84 



Al 19850108 



OTHER SOURCE (S): CASREACT 104:50874 

GI For diagram(e). see printed CA Issue. 

AB The title compds. [I; A - (un) substituted C6H6 or pyridine ring; R 
alkyl; Rl - H„ alkyl, cycloalkyl. aralkyl. (alkyl ) furanyl . 
(alkyl) imidazolyl, (halo) thienyl . pyridinyl, pyrazinyl, thiazolyl, 
(un) substituted Ph; R2 - H, alkyl, cycloalkyl, aralkyl, alkanoyl, 
alkoxycarbonyl ; R3 ■ R4Z, (un) substituted saturated heterocyclyl ; 



acyl, 



acylamino, acyloxy, acylthio. (un) substituted Ph, aryl, etc.; Z - 
alkylene) were prepared Thus 3-chloro-2-nitropyridine was eminolyzed 



ttSbte 



• 3 HBr 

RN 90519-13-4 CAPLUS 

CN 3H-lmida*o [4 , 5-b) pyridin-2-amine. 

N- (l- (2-aminoethyl) -4 -piperidinyl] -3- ( (4- 

fluorophenyl ) methyl ] - (9CI) (CA INDEX NAME) 
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RN 99139-10-3 CAPLUS 

CN 3H-lmidazo[4.5-b]pyridin-2-amine, N-4-piperidinyl-3 - (2-thienylmethyl) - 
(9CI) (CA INDEX NAME) 




IT 90518- 52-8P 90518-5C-2P 99780-66-3P 

RLi RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation and deethoxycarbonylation of) 
RN 90518-52-8 CAPLUS 

CN l-Piperidinecarboxylic acid, 4- [ [3- (2-furanylmethyl) -3H-imidazo(4, 5- 
b]pyridin-2-yl]amino] -, ethyl ester (9CI) (CA INDEX NAME) 



ff 




RN 90518-56-2 CAPLUS 

CN l-Piperidinecarboxylic acid, 4- [ (3 - (2-pyridinylmethyl) -3H-imidazo [4 , 5- 
b] pyridin-2-yl) amino] -. ethyl eater (9CI) (CA INDEX NAME) 



if 




RN 99780-66-2 CAPLUS 

CN l-Piperidinecarboxylic acid, 4 -[ [3- (2-thienylmethyl) -3H-imidazo [4 , 5- 
b)pyridin-2-yl) amino) -, ethyl ester (9CI) (CA INDEX NAME) 




IT 90518-86-8P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation and hydrogenation of) 
RN 90518-86-8 CAPLUS 

CN 1-Piperidineacetonitrile, 4- [ [3- ( (4-f luorophenyl) methyl] -3H-imidazo (4 , 5- 
b) pyridin-2-yl] amino] - (9CI) (CA INDEX NAME) 




IT 99780-03-7P 99780-10-6P 997B0-11-7P 
99780-S9-3P 99796-67-5P 

RL: BAC (Biological activity or effector, except adverse); BSU 
(Biological 



ANSWER 44 OP 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 
study, unclassified) ; SPN (Synthetic preparation) ; THU (Therapeutic use) ; 
BIOL (Biological study) ; PREP (Preparation) ; USES (Uses) 

(prepn. of, as antihistaminic) 
99780-03-7 CAPLUS 

2H-l-Benzopyran-2-one, 3- [2- (4- ( [3- (2-pyridinylmethyl) -3H-imidazo(4, 5- 
b] pyridin -2-yl J amino] - 1-piperidinyl] ethyl] -. trihydrochloride (9CI) (CA 
INDEX NAME) 
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(Continued) 



2-CH 2 — ^^K^ 



RN 99780-59-3 CAPLUS 

CN 2H-l-Benzopyran-2-one, 3- (2- [4- [ (3- (2-pyridinylmethyl) -3H-imidazo (4 , 5- 
b] pyridin-2-yl] amino] -1-piperidinyl] ethyl] - (9CI) (CA INDEX NAME) 



r— ch 2 - ch 2 -X^C^ 



RN 99796-67-5 CAPLUS 

CN Carbamimidothioic acid, N-cyano-N' - [2- (4- ( [3- [ (4 -fluorophenyl) methyl] -3H- 
imidazo(4, 5-b]pyridin-2-yl) amino] -1-piperidinyl] ethyl] -, methyl ester 

(9CI) (CA INDEX NAME) 



RN 99780-10-6 CAPLUS 

CN 2H-l-Benzopyran-2-one, 3-12- [4- [ (3- (2-furanylmethyl) -3H-imidazo(4, S- 
b] pyridin-2-yl] amino] -1-piperidinyl ] ethyl ] - (9CI) (CA INDEX NAME) 



CH 2 — CH 2 — N= C- NH- CN 



RN 997B0-11-7 CAPLUS 

CN 2H-l-Benzopyran-2-one, 

3- [2- [4- { [3- I (4 -fluorophenyl) methyl ] -3H-imidazo [4 , 5- 

b] pyridin-2-yl) amino] -1-piperidinyl] ethyl] - (9CI) (CA INDEX NAME) 



Habte 
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ACCESSION NUMBER: 

DOCUMENT NUMBER: 
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N- (bicyclic 

INVENTOR(S) : 



PATENT ASSIGNEE (S): 



FAMILY ACC. NUM. COUNT : 
PATENT INFORMATION: 



PATENT NO. 



1985:615387 CAPLUS 
103:315387 

Five membered heterocyclic ring containing 

heterocyclyl) -4-piperidinamines 

Janssens, Prans Eduard; Tor remans, Joseph Leo 

Ghislanua; HenB, Jozef Francia; Van Offenwert. 

Theophilua Thereeio 

Janssen Pharmaceutics N. v., Belg. 

Eur. Pat . Appl . , 76 pp. 

COO EN : EPXXDW 

Patent 

English 



DATE 



EP 145037 
EP 145037 
EP 14S037 

R: AT, 
US 4634704 
CA 1247614 
AT 40130 
IL 73118 
RO 90457 
DK 3404784 
DK 163339 
DK 163339 
FI 8403934 
FI 81797 
FI 81797 
NO 8404009 
NO 160441 
NO 160441 
AU 8433872 
AU 565884 
ES 536590 
JP 61010577 
JP 07098B18 
ZA 8407847 
HU 38629 
HU 207514 
SU 1440346 
PL 146228 
PRIORITY APPLN. INFO. 



BE, CH, DE, FR, 



A3 
Bl 



19850619 
19850710 
1989011B 

GB, IT, I 
19870106 
19881227 
19890215 
19880331 
19861210 
19850407 
19920210 
19920629 
19850407 
19900831 
19901210 
19850409 
19890109 
19890419 
19850418 
19871001 
19851116 
19860118 
1995102S 
19860528 
19860630 
19930428 
19881123 
19890131 



APPLICATION NO. 



BP 1984-201336 



, LU, NL, SB 
US 1984-625343 
CA 1984-462540 
AT 1984-201326 
IL 1984-73118 
RO 1984-115894 
DK 1984-4784 



FI 1984-3934 

NO 1984-4009 

AU 1984-33872 

ES 1984-536590 

JP 1984-208394 

ZA 1984-7847 

HU 1984-3771 

SU 1984-3796140 

PL 1984-249916 

US 1983-539597 

US 1984-625343 

EP 1984-201326 



OTHER SOURCE (S) : 
GI For diagram(s) 
AB The title 



19840627 
19840906 
19840914 
19840930 
19841004 
19841005 



19841005 
19841005 

19841005 
19841005 

19841005 
19841005 
A 19831006 

A 19840627 

A 19840914 



CAS REACT 103:215287 
eee printed CA Issue. 

[I; R - H, alkyl; Rl - H, 



alkyl. thienyl, halothienyl. 
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pyrazinyl, thiazolyl, alkylthiazolyl , imidazolyl, alkyliroidazolyl , 
(un) substituted Ph, alkyl substituted by 1 or 2 of these arom. groups; R2 
- H, alkyl, cycloalkyl, alkanoyl, alkoxycarbonyl , (un) substituted Ph; R3 

R4(CH2)nZZl, R4 (CH2 ) nZ2C (XI ) ZZl , Q; R4 - S-merabered heterocyclyl contg. 
21 N atoms, optionally fused to a C6H6 ring; X - (un) substituted 
CH : CHCH : CH , N:CHCH:CH, CH:NCH:CH, CH:CHN:CH, CH:CHCH:N; XI - O, S. 02NCH, 
R5N; R5 - H, alkyl, cyano, N02, acyl; Z - O, S, R6 N, bond; R6 - H, 
alkyl, 

amino, acyl; Zl - alkylene; Z2 - O, S, R7N, bond; R7 . H. alkyl; n - 0-6; 
m - 0-2) were prepd. Thus, N- (2-nitrophenyl ) -2- f uranmethanamine was 
hydrogenated and the diamine condensed with Et 4-isothiocyaneto-l- 
piperidinecarboxylate to give thiourea deriv. II. This was cyclized to a 
benzimidazole deriv. by heating with HgO and S in EtOH, decarboxylated by 
heating in aq. HBr, and N-alkylated with 4- (chloromethyl ) - 5 -methyl -1H- 
imidazole-HCl to give benzimidazolamine XII. The antihistamine 
properties of I were demonstrated in rats, where I inhibited the 
lethality 

of compd. 48/80 with ED50 0.005-1.25 mg/kg s.c. or orally, and inhibit 
gastric lesions in rate caused by the same agent with ED50 0.04-1.2S 

mg/kg 

B.C. 

IT 99137-53-0P J9138-07-5P 99138-14-4P 
99130-15-5P 99138-16-SP 99138-17-7P 
99138-21-3P 99151-06-1P 99151-33-3P 

RL: BAC (Biological activity or effector, except adverse); BSU 
(Biological 

study, unclassified); SPN (Synthetic preparation) ; BIOL (Biological 
study); PREP (Preparation) 

(preparation and antihistsminic activity of) 
RN 99137-55-0 CAPLUS 

CN 3H-Imidazo[4, 5 -b] pyridin- 2 -amine , 3- [ (4-f luorophenyl) methyl] -N- (1- [3- (2- 
thiazolylamino) propyl] -4-piperidinylJ - (9CI) (CA INDEX NAME) 



- (CH 2 ) 3 



99138-07-5 CAPLUS 

l,3,4-Thiadiazole-2, 5-diamine, N- (2- (4- { [3 - (2 -pyridinylmethyl ) -3H- 
imidazo[4.5-b}pyridin-2-yl)amino] - 1-piperidinyl] ethyl) - (9CI) (CA INDEX 
NAME) 
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RN 99138-14-4 CAPLUS 

CN 3H-Imidazo{4,5-b]pyridin-2-amine. 3 - (2-furanylmethyl) -N- [1- [2- (2- 
thiazolylamino) ethyl] -4 -piperidinyl] - (9CI) (CA INDEX NAME) 




RN 99138-1S-S CAPLUS 

CN 3H-Imidazo[4, 5-b] pyridin- 2 -amine, 3- (2-furanylmethyl) -N- [1- [2- (2- 

thiazolylamino) ethyl] -4 -piperidinyl] -, (2E) -3-butenedioate (1:3) (9CI) 
(CA INDEX NAME) 

CM 1 

CRN 99138-14-4 
CMP C21 H25 N7 O S 




CM 2 

CRN 110-17-8 
CMP C4 H4 04 

Habte 
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Double bond geometry as shown. 

^C0 2 H 

H02C 



RN 99138-16-6 CAPLUS 

CN 3H-lmidazo[4,5-b]pyridin-2-amine. 3- (2-pyridinylmethyl) -N- [l- [2- (2- 
thiazolylamino) ethyl) -4-piperidinyl] - (9CI) (CA INDEX NAME) 




RN 99138-17-7 CAPLUS 

CN 3H-Imidazo[4.S-b]pyridin-2-amine, 3- (2-pyridinylmethyl) -N- [l-[2-(2- 

thiazolylamino) ethyl] -4-piperidinyl] (2E) -2-butenedioate (1:3) (9CI) 
(CA INDEX NAME) 

CM 1 

CRN 99138-16-6 
CMP C22 H26 N8 S 




CM 2 

CRN 110-17-8 
CMP C4 H4 04 

Double bond geometry as shown. 
RN 99138-21-3 CAPLUS 

04/28/2006 
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CN 3H-Imidazo[4,5-b)pyridin-2-amine, N- (1- (2- (2-thiazolylamino) ethyl] -4- 
piperidinyl] -3- (2-thienylmethyl) - (9CI) (CA INDEX NAME) 




RN 99151-06-1 CAPLUS 

CN 3H-Imidazol4,5-b]pyridin-2-amine, 3- I (4-f luorophenyl) methyl ) -N- {1- [2- 1(1- 
methyl-4-nitro-lH-imidazol-5-yl)emino] ethyl} -4-piperidinyl] - (9CI) (CA 
INDEX NAME) 




RN 99151-32-3 CAPLUS 

CN 3H-Imidazo[4,S-b]pyridin-2-amine, 3- ( (4 -chlorophenyl ) methyl) -N- (1- [2- (2- 
thiazolyl) ethyl) -4-piperidinyl] - (9CI) (CA index NAME) 




IT 90518-66-4 90518-75-5 

RL: RCT (Reactant) ; RACT (Reactant or reagent) 
(preparation and cyanoalkylation of) 
RN 90518-66-4 CAPLUS 

CN 3H-Imidazot4,5-b]pyridin-2-amine, 3- <2-furanylmethyl) -N-4 -piperidinyl - 
(9CI) (CA INDEX NAME) 



L4 ANSWER 45 OP 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 
CN 1-Piperidinecarboxylic acid, 4- [ [3- (2-£uranylmethyl) -3H-imidazo [4 , 5- 
b] pyridin-2-yl) amino) -, ethyl ester (9CI) (CA INDEX NAME) 



if 




IT 90518*66-8 90518-90-4 90518-91-5 

RL: RCT (Reactant); RACT (Reactant or reagent) 

(preparation and lithium aluminum hydride reduction of) 
RN 90518-86-8 CAPLUS 

CN l-Piperidineacetonitrile, 4- [ [3- t (4-f luorophenyl ) methyl) -3H-imidazo[4,5- 
b]pyridin-2-yl] amino) - (9CI) (CA INDEX NAME) 




RN 90518-90-4 CAPLUS 

CN l-Piperidineacetonitrile, 4- [ [3- (2-pyridinylmethyl) -3H-imidazo[4, 5- 
b] pyridin-2-yl) amino] - (9CI) (CA INDEX NAME) 




RN 90518-91-5 CAPLUS 

CN l-Piperidineacetonitrile, 

4- I (3- (2-furanylmethyl) -3H-imidazo [4 , 5-b]pyridin- 
2-yl)amino]- (9CI) (CA INDEX NAME) 



L4 ANSWER 45 OP 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 




RN 90518-75-5 CAPLUS 

CN 3H-Imidazo[4 < 5-b] pyridin-2-amine, N-4 -piperidinyl - 3 - (2 -pyridinylmethyl ) -, 
trihydrobroraide (9CI) (CA INDEX NAME) 




• 3 HBr 

IT 99139-10-3P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation and cyanoalkylation of) 
RN 99139-10-3 CAPLUS 

CN 3H-Imidazo[4, 5-b] pyridin-2-amine, N- 4 -piperidinyl -3- (2-thienylmethyl) - 
(9CI) (CA INDEX NAME) 




IT 90518-52-8 

RL: RCT (Reactant); RACT (Reactant or reagent) 
(preparation and decarboxylation of) 
RN 9051B-52-8 CAPLUS 
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IT 99139-18-1P 99139-19-2P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 

(Reactant or reagent) 

(preparation and lithium aluminum hydride reduction of) 
RN 99139-18-1 CAPLUS 
CN l-Piperidineacetonitrile, 

4-1(3- (2-thienylmethyl) -3H-imidazo[4,5-b)pyridin- 
2-yl]amino)- (9CI) (CA INDEX NAME) 




RN 99139-19-2 CAPLUS 

CN 1-Piperidinepropanenitrile, 

4- ((3- [(4-f luorophenyl) methyl] -3H-iraidazo [4 , 5- 

b]pyridin-2-yl)amino] - <9CI) (CA INDEX NAME) 




IT 90518-32-8 90518-55-1 90518-35-2 

RL: RCT (Reactant); RACT (Reactant or reagent) 

(preparation and N-alkylation and decarboxylation of) 
RN 90518-52-8 CAPLUS 

CN 1-Piperidinecarboxylic acid. 4 - [ [3 - (2-furanylmethyl ) -3H-imidazo (4 , 5- 
b] pyridin-2-yl) amino) -, ethyl eater (9CI> (CA INDEX NAME) 



Habte 
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I? 




RN 90518-55-1 CAPLUS 

CN 1- Piper idinecarboxylic acid, 

4- 1 13- [ (4-f luorophenyl) methyl) -3H-imidazo(4, S- 

b]pyridin-2-yl]amino] - , ethyl eater, dihydrochloride (9CI) (CA INDEX 

NAME) 



it 




• 2 HC1 



RN 90518-56-2 CAPLUS 

CN 1-Piperidinecarboxylic acid, 4- [ [3- (2-pyridinylmethyl ) -3H-imidazo [4 , 5 
bj pyridin-2-yl] amino] -, ethyl eater (9CI) (CA INDEX NAME) 




P. 
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IT 10519-11-2? 90519-13-4P 90S19-21-4P 
99151-09-49 

RL: RCT (Reactant) ; SPN (Synthetic preparation); PREP (Preparation); RACT 

(Reactant or reagent) 

(preparation and N-alkylation of) 
RN 90519-11-2 CAPLUS 
CN 3H- Imidazo (4 , 5-b) pyridin-2 -amine. 
N- [1- (2-aminoethyl) -4-piperidinyl] -3- (2- 

pyridinylmethyl) - (9CI) (CA INDEX NAME) 




CH 2 ~ CH 2 -NH 2 



RN 90519-13-4 CAPLUS 

CN 3H- Imidazo [4 , 5-b] pyridin-2 -amine, 

N- (1- (2-aminoethyl) -4-piperidinyl] -3- [ {4- 

fluorophenyl ) methyl ] - (9CI) (CA INDEX NAME) 




RN 90519-21-4 CAPLUS 

CN 3H- Imidazo [4 , 5 -b] pyridin-2 -amine , 

N- [1- (2-aminoethyl) -4-piperidinyl] -3- (2- 

furanylmethyl) -, (2E) -2-butenedioate (1:3) (9CI) (CA INDEX NAME) 

CM 1 

CRN 90519-20-3 
CMP CIS H24 N6 O 
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(Continued) 



6 



CH 2 — CH2-NH2 



CRN 110-17-8 
CMP C4 H4 04 

Double bond geometry as shown. 



H0 2 ( 

RN 99151-09-4 CAPLUS 

CN 3H-Imidazo(4.5-b]pyridin-2-amine, N- [1 - ( 3 -aminopropyl ) -4-piperidinyl] -3- 
( (4- f luorophenyl) methyl ] - (9CI) (CA INDEX NAME) 



L4 ANSWER 46 OP 52 
ACCESSION NUMBER: 
DOCUMENT NUMBER: 
TITLE: 



CORPORATE SOURCE: 

Belg. 

SOURCE: 

DOCUMENT TYPE : 

LANGUAGE: 

OTHER SOURCE (S) : 

GI 



CAPLUS COPYRIGHT 2006 ACS on STN 
1985:596032 CAPLUS 
103:196032 

New antihistaminic N-heterocyclic 4 -piperidinamines . 
3. Synthesis and antihiataminic activity of 
N- (4-piperidinyl) -3H-imidazo[4.S-b)pyridin-2-amines 
Jans sens, Frana; Torremans. Joseph; Janssen, Marcel; 
Stokbroekx, Raymond A.; Luyckx, Marcel; Janssen, Paul 



Res. Lab., N. V. Janssen Phar 



Beeroe, B-2340, 



Journal of Medicinal Chemistry (1985), 28(12), 1943-7 
CODEN: JMCMAR; ISSN: 0022-2623 
Journal 
Engl ish 

CAS REACT 103:196032 



CH 2 

100. 



AB To study the bioisosteric replacement of a 2-pyridyl ring for a Ph 
nucleus 

in astemizole, a series of N- (4-piperidinyl) -3H-imidazo (4 , 5-b]pyridin-2- 
amines I [R - H, F; Rl - (un) substituted alkyl] was synthesized and 
evaluated. The title compds. were obtained starting from either I (Rl * 
H) by 4 synthetic methods. The in vivo antihistamine activity was 
evaluated by the compound 48/80-induced lethality test in rats and the 
histamine-induced lethality test in guinea pigs after oral and/or a.c. 
administration. Compound I (R - F, Rl - p-MeOC6H4CH2CH2) , the isostere 

of 

astemizole, showed the most potent antihiataminic properties in the rat. 
However, aotemizole is superior to I (R ■ F, Rl - p-MeOC6H4CH2CH2) as to 
duration of action and total potency. 
IT 73734-21-1P 73734-27-7P 75979-00-JP 
74031-50-OP 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation and alkylation of) 
RN 73734-21-1 CAPLUS 

CN 3H-Imidazo[4. S-b)pyridin-2-amine, 3- (phenylmethyl) -N-4 -piperidinyl- , 
dihydrochloride (9CI) (CA INDEX NAME) 



Habte 



04/28/2006 



10/817,472 
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• 2 HCl 



RN 73734-27-7 CAPLUS 

CN 3H-Imidazol4, 5-b}pyridin-2-amine, 3- [ (4 - f luorophenyl) methyl ] -N-4- 
piperidinyl-, dihydrochloride (9CI) (CA INDEX NAME) 



IT 73734-4B-2P 73734-60-8P 73734-78-8P 
73735-00-9P 73735-13-3P 73735-17-8P 
73735-1B-9P 73735-19-0P 73733-21-4P 
73735-23-5P 73735-24-7P 73735-25-BP 
73735-26-JP 73735-27-0P 73735-33-BP 
73735-68-9P 73735-72-5P 73733-74-7P 

73735- 94-1P 73733-J5-3P 73733-99-CP 

73736- 00-2P 73753-8S-BP 73755-8C-9P 
73755-88-1P 75970-98-8P 75971-13-0P 
9B331-30-7P 98331-31- BP 98331-32-9P 
98331. 11. OP 

RL: BAC (Biological activity or effector, except adverse); BSU 
(Biological 

study, unclassified) ; SPN (Synthetic preparation) j BIOL (Biological 
study) ; PREP (Preparation) 

(preparation and antihistamine activity of) 
RN 73734-48-2 CAPLUS 

CN 3H-Imidazo(4, 5-b) pyridin- 2 -amine , 3 - { (4-f luorophenyl) methyl) -N- (1- (2- 
phenylethyl) -4-piperidinyl] - (9CI) (CA INDEX NAME) 



RN 75979-00-9 CAPLUS 

CN 3H-Imidaro(4 , 5-b)pyridin-2-amine, 3- [ (4 -f luorophenyl) methyl) -N-4- 
piperidinyl- (9CI) (CA INDEX NAME) 



0^c 



RN 73734-60-8 CAPLUS 

CN 3H-Imidazol4,S-b]pyridin-2-araine, 3- ( (4 - f luorophenyl ) methyl } -N- [l-(3- 
phenoxypropyl) -4-piperidinyl] - (9CI) (CA INDEX NAME) 



RN 76031-50-0 CAPLUS 

CN 3H-Imidazo[4,5-b]pyridin-2-amine, 3 - (phenylmethyl ) -N-4 -piperidinyl - (9CI) 
(CA INDEX NAME) 



r^YV^-QT 

~(X 



(CH 2 )3 _ OPh 



RN 73734-78-8 CAPLUS 
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CN 3H-Imidazo[4,5-b]pyridin-2-amine, 3 - [ (4 - f luorophenyl ) methyl ] -N- (l-(3- 
phenyl-2-propenyl) -4-piperidinyl) - (9CI) (CA INDEX NAME) 



RN 73735-00-9 CAPLUS 

CN 5H-Tetrazol-5-one. 1- ethyl -4- (2- (4- ( (3- t (4-f luorophenyl) methyl) -3H- 

imidazo [4, 5-b) pyridin-2-yl] amino] - 1-piperidinyl] ethyl] -1. 4-dihydro- (9CI) 
(CA INDEX NAME) 



CH2-CH2 ^N 



RN 73735-12-3 CAPLUS 

CN 3H-Imidazo[4.S-b]pyridin-2-amine, N- (1- (2-phenylethyl) -4-piperidinyl) -3- 
(phenylmethyl)- (SCI ) (CA INDEX NAME) 



RN 73735-17-8 CAPLUS 

CN 3H-Imidazo (4. S-bl pyridin -2 -amine, N- (1 -butyl -4 -piperidinyl) -3- 
( phenyl methyl) - (9CI) (CA INDEX NAME) 



RN 73735-18-9 CAPLUS 

CN 3H-Imidazo[4, 5-b) pyridin-2-amine, N- (1- (2-phenoxyethyl) -4 -piperidinyl) -3- 



Habte 
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(phenylmethyl)- (9CI) (CA INDEX NAME) 



X CH 2 - P T VcH2 - CH ^ 0Ph 



RN 73735-19-0 CAPLUS 

CN 3H-Imidazo [4 , 5-b] pyridin- 2 -amine, 

N- [1- (3 , 3-diphenylpropyl) -4-piperidinyl) - 

3- (phenylmethyl) - (9CI) (CA INDEX NAME) 



X CH a -pT VcHa - CHa - CHPha 
RN 73735-21-4 CAPLUS 

CN 3H-Imidazo(4,5-b)pyridin-2-amine, N- (1- ( (2,3-dihydro-l, 4 -benzodioxin-2- 
yl ) methyl] -4-piperidinyl] -3- (phenylmethyl) - (9CI) (CA INDEX NAME) 



CH 2 -Ph 



RN 73735-22-5 CAPLUS 

CN 3H-Imidazo[4,5-b)pyridin-2-amine, 3 - (phenylmethyl ) -N- (1- (2-propenyl) -4- 
piperidinyl] - (9CI) (CA INDEX NAME) 



CH 2 ~CH=CH a 



RN 73735-24-7 CAPLUS 

CN 3H-Imidazo{4,5-b]pyridin-2-amine, N- (1- (2- (4-morpholinyl)ethyl) -4- 
piperidinyl] -3- (phenylmethyl) - (9CI) (CA INDEX NAME) 



k^N— CH 2 -CH 2 — N^^J 



\ 

CH 2 - Ph 
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RN 73735-25-8 CAPLUS 

CN 3H- Imidazo [4. 5-b] pyridin-2-amine, 3- (phenylmethyl) -N- [1- (3 -phenyl-2- 
propenyl) -4-piperidinyl] - (9CI) (CA INDEX NAME) 




RN 73735-26-9 CAPLUS 

CN 1-Butanone. 1- {4-f luorophenyl) -4 - (4- ( [3- (phenylmethyl) - 3H- imidazo [4 , 5- 
b) pyridin-2-yl] amino] - 1-piperidinyl] - (9CI) (CA INDEX NAME) 



L4 ANSWER 46 OP 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 




RN 73735-68-9 CAPLUS 

CN 3H-Imidazo[4. 5-b] pyridin-2-amine. 3- I (4 -f luorophenyl) methyl] -N- [1- [2- (2- 
thienyl) ethyl] -4 -piperidinyl] - (9CI) (CA INDEX NAME) 




RN 73735-27-0 CAPLUS 

CN 3H- Imidazo {4, 5-b) pyridin-2 -amine, N- (1-hexyl -4-piperidinyl ) -3- 
(phenylmethyl) - (9CI) (CA INDEX NAME) 




(CH 2 )s-Me 



RN 73735-33-8 CAPLUS 

CN 2H-Benzimidazol-2-one < 

1- (3- [4- [ [3- ( (4 -E luorophenyl) methyl] -3H-imidazo (4 , 5- 

b) pyridin- 2 -yl] amino] -1-piperidinyl ] propyl] -1,3 -dihydro- <9CI) (CA INDEX 
NAME) 




RN 73735-72-5 CAPLUS 

CN 3H-Imidazol4.5-b]pyridin-2-amine, 3- I (4 -f luorophenyl) methyl] -N- [1- [3- (2- 
pyridinyl) ethyl] -4-piperidinyl] - (9CI) (CA INDEX NAME) 




RN 7373 5-74-7 CAPLUS 
CN Benzamide, 

4-fluoro-N- [2- [4- ( [3- (phenylmethyl) -3H-imidazo (4 , S-b] pyridin-2- 
yl 3 amino] -1-piperidinyl] ethyl] - (9CI) (CA INDEX NAME) 
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RN 73735-94-1 CAPLUS 
CN 3H- Imidazo [4, 5 -b] pyridin- 2 -amine, 
3- { (4-f luorophenyl) methyl] -N- (l-methyl-4 - 
piperidinyl)- (9CI) (CA INDEX NAME) 




RN 73735-95-2 CAPLUS 

CN 3H-Imidazo(4.5-b]pyridin-2-amine. N- (l-methyl-4 -piperidinyl) -3- 
(phenylmethyl) - (9CI) (CA INDEX NAME) 




RN 73735-99-6 CAPLUS 

CN 3H- Imidazo [4, 5-b] pyridin-2 -amine, N- <l-cyclohexyl -4 -piperidinyl) -3- 
(phenylmethyl) - (9CI) (CA INDEX NAME) 



CHa-Ph 
RN 73736-00-2 CAPLUS 

CN 3H- Imidazo [4, 5-b) pyridin -2 -amine, N- (1- (1-methylethyl) -4-piperidinyl] -3- 
(phenylmethyl) - (9CI) (CA INDEX NAME) 
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RN 7375S-85-8 CAPLUS 

CN 1-Butanone, 1- (4-f luorophenyl) -4- (4- I (3- ( (4-f luorophenyl) methyl) -3H- 

imidazo [4, 5-b] pyridin- 2 -yl] amino] -1-piperidinyl] - (9CI) (CA INDEX NAME) 




RN 73755-86-9 CAPLUS 

CN 3H- Imidazo (4, S-b) pyridin-2 -amine. N- [1- [3- (4-f luorophenoxy) propyl) -4- 
piperidinyl] -3- (phenylmethyl) - (9CI) (CA INDEX NAME) 




CH a — Ph 



RN 73755-88-1 CAPLUS 

CN 3H- Imidazo (4, 5-b] pyridin-3-amine. 3- { (4-f luorophenyl) methyl] -N- [1- (2- (4- 
methoxyphenyl ) ethyl] -4-piperidinyl) - (9CI) (CA INDEX NAME) 




RN 75970-98-8 CAPLUS 

CN 3H- Imidazo [4, 5-b] pyridin-3-amine, N- [1- (2- (4 -methoxyphenyl ) ethyl] -4- 
piperidinyl J -3- (phenylmethyl) - (9CI) (CA INDEX NAME) 



Habte 
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CH 2 — Ph 



RN 75971-13-0 CAPLUS 

CN 1-Piperidineethanol, a- (phenoxymethyl) -4- I [3 - (phenylraethyl) -3H- 
imidazo[4,5-b]pyridin-3-yl]araino] - (9CI) (CA INDEX NAME) 




RN 98331-30-7 CAPLUS 

CN 1-Piperidinebutanamide, N , N- dimethyl -u , ti -diphenyl - 4 - [ ( 3 - 

(phenylmethyl)-3H-imidazo[4,5-b]pyridin-3-yl]amino) - (9CI) (CA INDEX 
NAME) 




Ph 



RN 98331-31-8 CAPLUS 

CN 3H-Benzimidazol-3-one, 1. 3-dihydro-l- (3- (4- ( (3- (phenyl methyl ) -3H- 

imidazo[4.5-b)pyridin-3-yl] amino) - 1-piperidinyl] ethyl] - (9CI) (CA INDEX 
NAME) 




RN 98331-33-9 CAPLUS 

CN 1-Piperidineacetamide, N- (3. 6-dimethylphenyl ) -4 - [ [3- (phenylraethyl) -3H 
imidazo(4, 5-bJ pyridin-3-yl] amino} - (9CI) (CA INDEX NAME) 



C^X— ^ 0^— CH a -e-wi— r^jj 

CH 2 ~ Ph 

Me 

RN 98331-33-0 CAPLUS 

CN 3H-Imidazo[4,5-b]pyridin-3-amine, N- [1- [4 , 4 -bio (4 - f luorophenyl > butyl ] -4 
piperidinyl] -3- [ (4- fluorophenyl) methyl] - (9CI) (CA INDEX NAME) 
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f^^N (CT 



IT 73733-99-0P 73734-02-8P 

RL : RCT (Reactant) ; SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation and hydrolysis of) 
RN 73733-99-0 CAPLUS 
CN 1- Piper idinecarboxyl ic acid. 
4- I (3- [ (4 -fluorophenyl) methyl} -3H-imidazo |4 , 5- 

b]pyridin-3-yl]amino)-, ethyl eater (9CI) (CA INDEX NAME) 



I? 

C-OEt 



RN 73734-02-8 CAPLUS 

CN 1- Piper idinecarboxyl ic acid, 

4-[ [3- (phenylmethyl) -3H-iraidazo (4. 5-b] pyridin- 

2-yllamino) -, ethyl eater (9CI) (CA INDEX NAME) 



CH 2 -Ph if" 0 " 
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DOCUMENT NUMBER: 
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PATENT ASSIGNEE (S) : 
SOURCE : 

DOCUMENT TYPE: 
LANGUAGE : 
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PATENT INFORMATION: 



1984:423473 CAPLUS 
101:23473 

N- (Bicyclic heterocyclyl) -4-piperidinaminea 

Janaaens, Frans Eduard; Torremana, Joseph Leo 

Ghialanus; Hens, Jozef Francis; Van Offfenwert, 

Theophilua Thereoia J. M. 

Jansaen Pharmaceutica N. V., Belg. 

Eur. Pat. Appl., 87 pp. 

CO DEN : EPXXDW 

Patent 

Engl i ah 



PATENT NO. 


KIND 


DATE 


APPLICATION NO. 




DATE 


EP 


99139 


A2 


19840135 


EP 


1983 


■300833 




19830608 


EP 


99139 


A3 


19840332 












EP 


99139 


Bl 


19870211 














R: AT, BE, CH, 


DE, FR, 


, GB, IT. 


LI, LU, NL, 


, SE 






US 


4556660 


A 


19851203 


US 


1983 


-487774 




19830433 


IN 
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A 


19850504 


IN 


1983 


-CA599 




19830513 


CA 
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Al 
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CA 


1983- 


-439869 




19830607 


AT 
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E 


19870315 


AT 


1983- 


-300833 




19830608 


SU 


1297738 


A3 


19870315 


SU 


1983 


-3608869 




19830627 


DK 


8303185 


A 


19840113 


DK 


1983 


-3185 




19830711 


FI 


8302521 


A 


19840113 


FI 


1983 


-3531 




19830711 


FI 


78480 


B 


19890428 












FI 


78480 


C 


19890610 












NO 


8302524 


A 


19840113 


NO 


1983 


-3524 




19830711 


NO 


160850 


B 


19890237 












NO 


160850 


C 


19890607 












JP 


59021680 
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19840203 


JP 


1983- 
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HU 
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HU 


1983 
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HU 


303550 


B 


19910836 












AU 
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Al 


19650117 


AU 


1983-16728 




19830711 


AU 
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B3 
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ZA 


8305044 


A 
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ZA 


1963 


-5044 




19830711 


RO 
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B3 


19851031 


RO 


1963 


-111600 




19830711 


ES 
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Al 
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ES 


1983 
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19830711 


IL 
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Al 
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IL 


1983- 


■69198 
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PL 
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Bl 
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PRIORITY APPLN. INFO.: 






us 


1982- 


-397626 


A 


19820712 










us 


1983- 


•487774 


A 


19830432 










EP 


1983- 


•300833 


A 


19830608 










US 


1985- 


•800587 


Al 


19851131 










US 


1987- 


■115272 


AS 


19871103 



CAS REACT 101:33473 



Habte 
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Rl R3 

CH 2 

R4NHCH a CH 3 N^ ^— NH — <^ ^j^^jj 
NCCH 2 CH 2 / ^ NH— [ T N ^^ J| 



(Continued) 
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About 100 antihistamine title compds. I (R - substituted piperidinyl, 
substituted alkyl; Rl - H, alkyl; R2 - H , alkyl, cycloalkyl, acyl. 
aralkyl; R3 - H, (un) uubstituted alkyl. cycloalkyl. aryl; X - CH:CHCH:CH, 
N:CHCH:CH. CH:NCH:CH, CH:CHN:CH, CH:CHCH:N] were prepared Thus 
N-piperidinylbenzimidazolamine II (R4 - 2-pyrimidinyl) (III) was prepared 
from 2-chloropyrimidine and II (R4 - H) , which was prepared from 
N-piperidinylbenzimidazolamine IV. Ill had an EDS0 of 0.63 mg/kg s.c. 
against stomach lesions induced by vasoactive amines in rats. 
90517-24-1P 90517-27-4P 90517-28-5P 
90517-29-6P 90517-47-8P 

RL: SPN (Synthetic preparation) j PREP (Preparation) 

(preparation and antihistamine activity of) 
90517-24-1 CAPLUS 

3-Pyridinecarboxamide, 2- [ (2- [4- [ 13- [ (4-f luorophenyl) methyl J -3H- 
imidazo[4 ( 5-b]pyridin-2-yl)amino) -l-piperidinyl)ethyl)amino) - (9CI) (CA 
INDEX NAME) 



to 



RN 90517-27-4 CAPLUS 

CN 3H-Imidazo(4, 5-bJ pyridin-2-amine, 3- (2-pyridinylmethyl) -N- tl- (2- (2- 
pyrimidinylamino)ethyl) -4 -piperidinyl ) - (9CI) (CA INDEX NAME) 



C^^N CH 2 ~CH 2 — NH 1\ A 



RN 90517-2B-5 CAPLUS 

CN 3H-Imidazot4. 5-b] pyridin-2-amine. 3- (2-pyridinylmethyl) -N- (1- [2- (2- 

pyrimidinylamino) ethyl] -4 -piperidinyl) (2E) -2-butenedioate (2:3) (9CI) 
(CA INDEX NAME) 

CM 1 

CRN 90517-27-4 
CMP C23 H27 N9 



N CH 2 ~ CH 2 - NH 



L4 ANSWER 47 OF 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 
CRN 110-17-8 
CMF C4 H4 04 



Double bond geometry as shown. 



RN 90517-29-6 CAPLUS 

CN 3H-Imidazo[4, 5 -b) pyridin-2 -amine. 3 - (2-furanylmethyl) -N- [1- [2- (2- 
pyrimidinylamino) ethyl) -4 -piperidinyl ] - (9CI) (CA INDEX NAME) 




RN 90517-47-B CAPLUS 

CN 3H-Imidazo[4,5-b]pyridin-2-amine, N- [1- (2- [ (3-chloro-2- 

pyridinyl) amino) ethyl] -4-piperidinyl] -3- [ (4 -f luorophenyl) methyl] - (9CI) 
(CA INDEX NAME) 




IT 90518-52- BP 

RL: RCT (Reactant) ; SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation and deethoxycarbonylation of) 
RN 90518-52-8 CAPLUS 

CN 1-Piperidinecarboxylic acid. 4- [ [3- (2-furanylmethyl) -3H-imidazo [4 , 5- 
b)pyridin-2-yl]amino) -. ethyl ester (9CI) (CA INDEX NAME) 



L4 ANSWER 47 OP 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 




IT 9051B-90-4P 

RL: RCT (Reactant); SPN (Synthetic preparation) ; PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation and hydrogenation of) 
RN 90518-90-4 CAPLUS 

CN 1-Piperidineacetonitrile, 4- [ [3- (2-pyridinylmethyl) -3H-imidazo [4 , 5- 
b] pyridin-2 -yl) amino] - (9CI) (CA INDEX NAME) 




IT 90517-23-OP 90S17-2B-5P 90S1S-12-0P 
90518-13-1P 90518-S5-1P 90518-56-2P 
90518-CC-4P 90518-75-5P 90518-B6-8P 

90518- 91-3P 90519-11-2P 90519-13-4P 

90519- 21-4P 

RL: SPN (Synthetic preparation); PREP (Preparation) 
(preparation of) 
RN 90517-23-0 CAPLUS 

CN 3H-Imidazol4,5-b)pyridin-2-amine, 3- { (4-f luorophenyl) methyl] -N- [1- (2- (2 
pyridinylamino) ethyl] -4-piperidinyl] - (9CI) (CA INDEX NAME) 




Habte 



RN 90517-28-5 CAPLUS 
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CN 3H-Imidazo[4.5-b)pyridin-3-amine. 3- (2 -pyridinyl methyl ) -N- ll- [2- (2- 

pyrimidinylamino) ethyl] -4 -piperidinyl] -, (2E) -2-butenedioate (3:3) (9CI) 

(CA INDEX NAME) 

CM 1 

CRN 90517-37-4 
CMF C23 H27 N9 



L4 ANSWER 47 OP 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 

imidazo[4.5-bJpyridin-2-yl]aminol - l -piperidinyl] ethyl] - (9CI) <CA INDEX 
NAME) 



" CHj — CH2 — NH — C — NH ^ 



RN 9051B-55-1 CAPLUS 

CN l- Piper idinecarboxylic acid, 

4- ( t3- { (4 -f luorophenyl) methyl] -3H-imidazo [4 , 5- 

b] pyridin-2 -yl] amino] -, ethyl eBter. dihydrochloride (9CI) (CA INDEX 

NAME) 



CRN 110-17-B 
CMF C4 H4 04 



Double bond geometry ao shown. 
^C0 3 H 



H0 2 < 



RN 90518-12-0 CAPLUS 

CN Thiourea, N- (4 -amino-3 -pyridinyl) -N 1 - [2- (4- [ [3- (2-pyridinylmethyl) -3H- 

imidazo [4, 5-b] pyridin-2 -yl] amino] - 1 -piperidinyl J ethyl] - (9CI) (CA INDEX 

NAME) 



CH 2 -CH 2 -NH- 



#2 HC1 

90S1B-56-2 CAPLUS 

1-Piperidinecarboxylic acid, 4- [ [3- (2-pyridinylmethyl) -3H-imidazo [4 , 5- 
b] pyridin-3-yl] amino] - , ethyl eater (9CI) (CA INDEX NAME) 



RN 90S1B-13-1 CAPLUS 
CN Thiourea, 

N- (4 -amino-3 -pyridinyl) -N» - [3- [4- [ [3- [ (4 -f luorophenyl) methyl] -3H- 
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(Continued) 



RN 90516-66-4 CAPLUS 

CN 3H-Imidazo(4,5-b)pyridin-2-amine, 3- (2-furanylmethyl) -N-4 -piperidinyl - 
(9CI) (CA INDEX NAME) 



N CH 2 

6° 



RN 9051B-75-5 CAPLUS 

CN 3H-Imidazo(4, 5-bJ pyridin- 3 -amine, N-4 -piperidinyl -3 - (2-pyridinylmethyl) - 
trihydrobromide (9CI) (CA INDEX NAME) 



-Q 



RN 90518-91-5 CAPLUS 

CN 1-Piperidineacetonitrile, 

4- t [3- (2-furanylmethyl) -3H-imidazo [4 , 5-b] pyridin 
2 -yl] amino]- (9CI) (CA INDEX NAME) 



RN 90519-11-2 CAPLUS 

CN 3H-Imidazo(4, 5-b] pyridin-2 -amine, 

N- U- (3-aminoethyl) -4 -piperidinyl) -3- (2- 

pyridinylmethyl) - (9CI) (CA INDEX NAME) 



CP 



CH 2 - CH 2 -NH 2 



RN 90518-86-8 CAPLUS 

CN 1-Piperidineacetonitrile, 4- 1(3- [ (4 -f luorophenyl) methyl] -3H-imidazo [4, 5- 
b] pyridin-2 -yl] amino) - (9CI) (CA INDEX NAME) 



RN 90519-13-4 CAPLUS 

CN 3H-Imidazo [4, 5-b] pyridin -2 -amine, 

N- [1- (2-aminoethyl> -4 -piperidinyl) -3- 1(4- 

fluorophenyl) methyl} - (9CI) (CA INDEX NAME) 



Habte 



04/28/2006 
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RN 90519-31-4 CAPLUS 

CN 3H- Imidazo (4 , S-b) pyridin-2-amine, 

N- [1- (2-eminoethyl) -4 -piperidinyl J -3- (2- 

furanylmethyl) -, (2E) -2-butenedioate (1:3) (9CI) (CA INDEX NAME) 

CM 1 

CRN 90519-20-3 
CMP C18 H34 N6 O 




CH 2 ~ CH 2 -NH 2 



CM 2 

CRN 110-17-8 
CMP C4 H4 04 

Double bond geometry as shown. 

IT 90519-53-1 

RL: RCT (Reactant) ; RACT (Reactant or reagent) 
(reaction of, with pyrrol idinone) 
RN 90519-52-1 CAPLUS 

CN 3H-Imidazo{4, 5-b] pyridin-2-amine, 3- [ (4 -fluorophenyl) methyl] -N- [1- (2- 
isothiocyanatoethyl) -4 -piperidinyl] - (9CI) (CA INDEX NAME) 



L4 
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19B1: 3 0579 CAPLUS 
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N-Heterocyclyl-4-piperidinamines 

Jenssens, Frons ; Luyckx, Marcel; Stokbroekx, Raymond; 
Torremans, Joseph 

Janssen Pharmaceutica N. V., Belg . 

U.S., 27 pp. Cont . -in-part of U.S. Ser. No. 892,534, 
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19801126 


2A 


1979-1557 
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AT 
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B4 


19880415 


CS 


1984-3451 


19790402 


PL 


123380 


Bl 


19821030 


PL 


1979-214648 


19790403 


HU 


25906 


0 


19830829 


HU 


1979-JA841 


19790403 


HU 


182965 


B 


19840328 
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A2 19780403 
A 19790110 



COPYRIGHT 2006 ACS on STN 
US 1979-2279 



DK 1979-1298 
AT 1979-2425 



(Continued) 

A 19790110 



19790329 
19790402 



OTHER SOURCE (S> : 



CAS REACT 94:3 0579 



Rl 

<^—- <x>- 

R3 Z I 
HjN 

Et0 3 CN^ ^— NHCSNH — ^ ^ 



R5 



1- (4-Piperidinyl) -3- (2 -aminophenyl) thioureas and heteroarom. analogs 
underwent cyclocondensation to give title compds. I [R - alkyl, halo-, 
hydroxy-, cyano-, isothiocyanato- , alkoxy-, aryl-, heteroaryl-, aryloxy- , 
(heteroaryl )oxy-, arylthio-, (heteroaryl) thio- . aryleulfonyl- , 
(heteroaryl) sulfonyl-. or aminoalkyl, alkenyl, aryl- or 
(heteroaryl lalkenyl, cycloalkyl, cyanocycloalkyl , aryl- or 
(heteroaryl) cycloalkyl, a lH-benzimidazol-2-yl group, R5CmH2m [m - 1-6; 

■ a 4,5-dihydro-5-oxo-lH-tetrazol-l-yl group, 
2. 3-dihydro-l, 4-benzodioxin- 

6-yl, 2,3-dihydro-2-oxo-lH-benzimidazol-l-yl. 2, 3 -dihydro-3 -oxo-4H-l, 4 - 
benzoxazin-4-yl, (10, ll-dihydro-5H-dibenzo[a,d] cyclohepten-5- 
ylidene) methyl , 4-morpholinyl , 1-piperidinyl , 1 -pyrrol idinyl , mono- or 
disubetituted amino]; Rl - H, alkyl; R2 - H, alkyl, cycloalkyl. aryl- or 
(heteroaryl) alkyl, alkanoyl; R3 - H, alkyl. aryl- or 
(heteroaryl) cycloalkyl. aryl- or (heteroaryl) alkyl, diaryl- or 
bis (heteroaryl) alkyl ; 2 - CH, N; n - 0, 1, 2 ; R4 - halo, alkyl, alkoxy. 
CF3] , useful as antihistamines (no data). A mixture of thiourea II and 

Mel 

in EtOH was refluxed 8 h to yield I <R - C02Et. 2 - CH, n - 0. Rl - R2 - 
R3 - H), the latter was converted to the reap. I (R - H> , and the product 
was N-alkylated to give I (R - PhCH2CH2, 2 - CH, n - 0. Rl - R2 - R3 - 

H) . 

IT 7J734-02-8P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 

(Reactant or reagent) 

(preparation and decarboxylation of) 
RN 73734-02-8 CAPLUS 
CN i-piperidinecarboxylic acid, 
4- ( [3- (phenylmethyl) -3H-imidazo{4 . 5-b] pyridin- 

2- ylJamino] -. ethyl eater (9CI > (CA INDEX NAME) 



Habte 
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RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 

(Reactant or reagent) 

(prepn. and N-elkylation of) 
73734-21-1 CAPLUS 

3H-Imidazo[4, 5-b]pyridin-3-amine, 3- (phenylmethyl) -N-4-piperidinyl- , 
dihydrochloride (9CI) (CA INDEX NAME) 



T 73733-99-0P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 

(Reactant or reagent) 

(preparation and decarboxylation of, and N-alkylation of product from) 
N 73733-99-0 CAPLUS 
M l- Piper idinecarboxylic acid, 
- [ 13- t (4 -fluorophenyl) methyl) -3H-imidazo [4 , 5- 

b]pyridin-2-yl]amino] -, ethyl ester (9CI) (CA INDEX NAME) 



• 2 HCl 



If 




IT 75978-98-2P 

RL: RCT (Reactant); SPN (Synthetic preparation); PREP (Preparation); RACT 
(Reactant or reagent) 

(preparation end hydrogenolysis of, decarboxylation in) 

RN 75978-98-2 CAPLUS 

CN 1 - Piper idinecarboxylic acid, 

4- [ (3- ( (4 -fluorophenyl) methyl) -3H-imidazo[4, 5- 
b]pyridin-2-yl]amino] -, phenylmethyl ester (9CI) (CA INDEX NAME) 




IT 73734-21-1P 73734-37-7P 7S979-00-9P 



RN 73734-27-7 CAPLUS 

CN 3H-lmidazo[4, 5-b] pyridin-2-amine, 3- [ (4 -fluorophenyl) methyl] -N-4- 
piperidinyl-. dihydrochloride (9CI) (CA INDEX NAME) 




• 2 HCl 



RN 75979-00-9 CAPLUS 

CN 3H-Imidazo[4, 5-b] pyridin-2 -amine. 3- ( (4 - fluorophenyl > methyl ) -N-4- 
piperidinyl- (9CI) (CA INDEX NAME) 




IT 73734-4S-2P 73734-60-flP 73734-78-BP 
73735-00-9P 73735-12-3P 73735-17-0P 
73735-18-9P 73735-19-0P 73735-21-4P 



L4 ANSWER 48 OF 52 CAPLUS COPYRIGHT 2006 ACS On STN (Continued) 
7373S-22-5P 73735-23-6P 73735-24-7P 
73735-23-8P 73735-26-9P 73735-27-0P 
73735-33-8P 73735-35-0P 73733-6B-9P 
73735-72-5P 73735-94-1P 73735-95-2P 
73735-99-6P 73736-00-2P 73755-85-8P 
737S5-86-9P 73755-C0-1P 75970-90-OP 
75970-98-BP 75971-13-OP 

RL: SPN (Synthetic preparation) ; PREP (Preparation) 
(prepn. of) 
RN 73734-48-2 CAPLUS 

CN 3H-Imidazo{4,S-b)pyridin-3-amine, 3- I (4 -fluorophenyl) methyl] -N- (1- (3- 
phenylethyl) -4 -piperidinyl] - (9CI) (CA INDEX NAME) 




RN 73734-60-8 CAPLUS 

CN 3H-Imidazo(4,5-b]pyridin-3-omine, 3- [ (4 -fluorophenyl ) methyl ) -N- [1- (3- 
phenoxypropyl) -4-piperidinyl] - (9CI) (CA INDEX NAME) 




RN 73734-78-8 CAPLUS 

CN 3H-Imidazo(4,5-b]pyridin-2-amine, 3- t (4 -fluorophenyl) methyl] -N- [1- (3- 
phenyl-3-propenyl) -4-piperidinyl] - (9CI) (CA INDEX NAME) 



L4 ANSWER 48 OF 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 




RN 73735-12-3 CAPLUS 

CN 3H-Imidazo[4, 5-b] pyridin-3-amine, N- (1- (2-phenylethyl ) -4-piperidinyl] -3- 
(phenylmethyl) - (9CI) (CA INDEX NAME) 



CH 2 -Ph 



RN 73735-17-8 CAPLUS 

CN 3H-Imidazo[4,5-b]pyridin-2-amine. N- (i-butyl-4-piperidinyl) -3- 
( phenyl methyl) - (9CI) (CA INDEX NAME) 




RN 73735-18-9 CAPLUS 

CN 3H-Iroidazo[4,5-b)pyridin-2-amine, N- (1- (2-phenoxyethyl ) -4-piperidinyl] -3- 
(phenylmethyl) - (9CI) (CA INDEX NAME) 



_^ CH 3 - CH= CH- Ph 



'-a. 



RN 73735-00-9 CAPLUS 

CN 5H-Tetrazol-5-one, l-ethyl-4- (2- [4- [ [3- [ (4 -fluorophenyl) methyl] -3H- 

imidazo(4,S-b]pyridin-3-yl]omino] - 1 -piperidinyl ) ethyl ] - 1 , 4 -dihydro- (9CI) 
(CA INDEX NAME) 



CH 3 -Pn ^CH 3 -CH 3 -OPh 



RN 73735-19-0 CAPLUS 

CN 3H-Imidazo(4,5-b]pyridin-3-amine, 

N- [1- (3, 3 -diphenylpropyl) -4-piperidinyl] - 

3- (phenylmethyl) - (9CI) (CA INDEX NAME) 



Habte 



04/28/2006 
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RN 73735-21-4 CAPLUS 

CN 3H-Imidazo[4,5-b}pyridin-2-amine. N- [1- [(2. 3-dihydro-l, 4-benzodioxin-2- 
yl)methyl] -4-piperidinyl] -3- (phenylmethyl) - (9CI) (CA INDEX NAME) 




RN 73735-22-5 CAPLUS 

CN 3H- Imidazo [4 , 5 -b] pyridin- 2 -amine . 3 - (phenylmethyl ) -N- ( 1 - (2 -propenyl ) -4 - 
piperidinyl] - (9CI) (CA INDEX NAME) 




RN 73735-23-6 CAPLUS 

CN Ethanone, 1- (2,6-dimethylphenyl) -2- (4- ( (3- (phenylmethyl) -3H- imidazo [4, 5- 
b]pyridin-2-ylJaminoJ -1 -piperidinyl J - (9CI) (CA INDEX NAME) 




RN 73735-24-7 CAPLUS 

CN 3H-Iraidazo[4. 5-b]pyridin-2-amine. N- (1- (2- (4-morpholinyl) ethyl] -4- 
piperidinyll -3- (phenylmethyl) - (9CI) (CA INDEX NAME) 



C^X— T C^X- CH 3 -cHa— C^J 

CH 2 ~ Ph 



RN 7373 5-25-8 CAPLUS 

CN 3H- Imidazo {4, 5 -b) pyridin-2 -amine , 3- (phenylmethyl) -N- (1- (3 -phenyl -2- 
propenyl) -4-piperidinyl) - (9CI) (CA INDEX NAME) 




RN 73735-26-9 CAPLUS 

CN 1-Butanone, 1- (4 -f luorophenyl ) -4 - [4- [ [3 - (phenylmethyl) -3H-imidazo [4 . 5- 
b]pyridin-2-yl]amino] -1-piperidinylJ - (9CI) (CA INDEX NAME) 




RN 73735-27-0 CAPLUS 

CN 3H- Imidazo [4, 5-b) pyridin-2-amine. N- (1-hexyl -4 -piperidinyl) -3- 
(phenylmethyl) - (9CI) (CA INDEX name) 




(CH 3 ) 5 ~Me 



RN 73735-33-8 CAPLUS 

CN 2H-Benzimidazol-2-one, 

1- [3- {4- [ [3- [ < 4 - f luorophenyl ) methyl J - 3H- imidazo {4 , 5 - 

b]pyridin-2-yl)amino] - 1 -piperidinyl ) propyl) -1, 3-dihydro- (9CI) (CA INDEX 
NAME) 



L4 ANSWER 4 8 OP 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 
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"lift 

(CH 3 ) 3 — N 



RN 73735-35-0 CAPLUS 

CN 2H-Benzimidazol-2-one, 1. 3-dihydro-l- [3- [4- ( [3- (phenylmethyl) -3H- 

imidazo {4, 5-b) pyridin-2 -yl] amino} -1 -piperidinyl] propyl ] - (9CI) (CA INDEX 
NAME) 



RN 7373 5-94-1 CAPLUS 
CN 3H- Imidazo (4, 5-b] pyridin-2 -amine, 
3- [ (4 -f luorophenyl) methyl] -N- ( 1 -methyl -4 - 
piperidinyl)- (9CI) (CA INDEX NAME) 



/ 

Ph~ CH 2 NH 



(CH 2 ) 3 



RN 73735-68-9 CAPLUS 

CN 3H-Imidazol4,5-b]pyridin-2-amine, 3- I (4 -f luorophenyl ) methyl ] -N- [1- {2- (2- 
thienyl) ethyl] -4-piperidinyl] - (9CI) (CA INDEX NAME) 



J^N~CH 2 -CH 3 -0 



RN 73735-72-5 CAPLUS 

CN 3H-Imidazot4,5-b)pyridin-2-amine, 3 - [ (4 -f luorophenyl) methyl] -N- 11- [2- (2- 
pyridinyl ) ethyl] -4-piperidinyl] - (9CI) (CA INDEX NAME) 



Habte 



N— CH2— jp^l 



RN 73735-95-2 CAPLUS 

CN 3H-Imidazo(4, 5-b] pyridin- 2 -amine, N- ( 1 -methyl -4 -piperidinyl ) -3- 
(phenylmethyl) - (9CI) (CA INDEX NAME) 



CH 3 - Ph M " 
RN 73735-99-6 CAPLUS 

CN 3H-Imidazo(4, 5-b]pyridin-2-araine, N- (l-cyclohexyl-4-piperidinyl) -3- 
(phenylmethyl ) - (9CI) (CA INDEX NAME) 



RN 73736-00-2 CAPLUS 

CN 3H- Imidazo [4. 5-b]pyridin-2-amine, N- U- (l -methyl ethyl) -4-piperidinyl) -3- 
( phenyl methyl) - (9CI) (CA INDEX NAME) 
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CH 2 — Ph 



RN 73755-85-8 CAPLUS 

CN 1 -Butanone , 1 - (4 - f luorophenyl ) -4 - [4 - [ [3 - [ (4 - f luorophenyl ) methyl J -3H- 

iraidazo [4, 5 -b] pyridin-2 -yl] amino] - 1-piperidinyl] - (9CI) (CA INDEX NAME) 




RN 73755-86-9 CAPLUS 

CN 3H-Imidezo[4, S-b] pyridin-2 -amine, N- [1- {3- (4 -fluorophenoxy) propyl] -4- 
piperidinyl] -3- (phenylmethyl) - (SCI) (CA INDEX NAME) 




CH 3 - Ph 



RN 73755-88-1 CAPLUS 

CN 3H-Imidazo{4,5-b]pyridin-2-amine, 3- [ (4 -f luorophenyl) methyl ] -N- (1- [2- (4- 
methoxyphenyl) ethyl] -4-piperidinyl] - (SCI) (CA INDEX NAME) 




RN 75970-90-0 CAPLUS 

CN 1-Piperidinebutanenitrile, 4- [ (3- ( (4 -f luorophenyl ) methyl] -3H-imidazo [4 . 5 
b] pyridin-2 -yl] amino] -ct,a-diphenyl- , dihydrochloride (9CI) 



L4 ANSWER 48 OP 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 
(CA INDEX NAME) 




• 2 HC1 



RN 75970-98-8 CAPLUS 

CN 3H-lmidazo (4, 5 -b] pyridin-2 -amine, N- [1- [2- (4 -methoxyphenyl ) ethyl ] -4- 
piperidinyl] -3- (phenylmethyl) - (9CI) (CA INDEX NAME) 




OMe 



CH 2 -Ph 



RN 75971-13-0 CAPLUS 

CN 1-Piperidineethanol, a- (phenoxymethyl) -4- [ [3 - (phenylmethyl) -3H- 
imidazo [4, 5-bJ pyridin-2 -yl] amino] - (9CI) (CA INDEX NAME) 




IT 76031-50-0 

RL: RCT (Reactant) ; RACT (Reactant or reagent) 
(N-alkylation of) < 
RN 76031-50-0 CAPLUS 

CN 3H-Imidazo [4, S-b] pyridin-2 -amine, 3 - (phenylmethyl ) -N- 4-piperidinyl - (SCI) 
(CA INDEX NAME) 



CH 3 -Ph 
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ACCESSION NUMBER : 
DOCUMENT NUMBER: 
TITLE: 

INVENTOR (S) : 

PATENT ASSIGNEE (S): 
SOURCE: 

DOCUMENT TYPE: 
LANGUAGE: 

PAMILY ACC. NUM. COUNT: 
PATENT INFORMATION: 

PATENT NO. 

EP 5318 
EP 5318 

R: BE, CH, DE 
US 4219559 
CS 2563S8 
CS 256380 
PRIORITY APPLN. INFO. : 



1980:215439 CAPLUS 
92:215439 

N-Heterocyclyl-4-piperidinamines and pharmaceutical 
compositions comprising them 

Janssens, Frans; Stokbroekx, Raymond; Torremans, 

Joseph; Luyckx, Marcel 

Janssen Pharmaceutica N.V., Belg . 

Eur. Pat. Appl., 100 pp. 

CODEN: EPXXDW 

Patent 

English 

2 



KIND DATE 



Al 



APPLICATION NO. 



19791114 EP 1979-300S25 
Bl 19820106 

FR, GB, IT, LU, NL, SE 

A 19800826 US 1979-2276 

B2 19880415 CS 1979-2227 

B4 19880415 CS 1984-34S1 

US*1978-B92S34 



19790110 
19790402 
19790402 
19780403 



US 1979-2276 
US 1979-2279 



19790110 
A 19790110 



AB Antihistamine (no data) piperidinylaminoimidazoleo I (X - CH, N; R - 

optionally substituted alkyl, alkenyl, aralkyl, 
1 -aralkyl - 2 -benzimidazolyl ; 

Rl - H, alkyl; R2 - H. alkyl, cycloalkyl. aralkyl, alkanoyl; R3 - H. 

alkyl, oryl, cycloalkyl, aralkyl; R4 - halogen, alkyl, aylkoxy, CF3) 

prepared Thus, II (RS - CH2CH20Ph) was obtained in 70* yield by 
treating II 

(R5 - H) with BrCH2CH20Ph. 
IT 73733-99-0P 73734-03-BP 73734-31-1P 

73734-27-7P 73734-4B-2P 73734-«0-8P 

73734- 7B-BP 73715-00-9P 737 35 - 12 - 3 P 

73735- 17-BP 73735-1B-9P 73735-19-0P 
73735-21-4P 73733-22-SP 73735-33-6P 
73735-34-7P 73735-35-8P 73733-36-fP 
73735-37-OP 737J5-33-BP 73735-35-0P 
7373S-68-9P 73733-73-5P 73733-73-6P 
73735-74-7P 73733-85-OP 73735-94-1P 
73735-95-3P 73733-99-6P 73736-00-3P 
73755-85-8P 7J755-86-9P 73755-66-1P 

RL: SPN (Synthetic preparation) ; PREP (Preparation) 



Habte 04/28/2006 
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(prepn. of) 
RN 73733-99-0 CAPLUS 
CN 1-Piperidinecerboxylic acid. 
4- { [3- {(4 -fluorophenyl) methyl] -3H-iraidazo{4,5- 

b] pyridin-2-ylJ amino] -. ethyl ester (9CI) (CA IKDEX NAME) 




RN 73734-02-8 CAPLUS 

CN l-piperidinecarboxylic acid, 

4- { [3- (phenylmethyl) -3H-imidazo [4 , S-b] pyridin- 

2-yl]amino]-, ethyl ester (9CI) (CA INDEX NAME) 




OEt 



O 



L4 ANSWER 4 9 OP 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 




• 3 HC1 



RN 73734-48-2 CAPLUS 

CN 3H-Imidazo[4,5-b]pyridin-2-amine, 3- ( (4 -fluorophenyl) methyl} -N- [1- (2 
phenylethyl) -4-piperidinyl] - (9CI) (CA INDEX NAME) 




RN 73734-60-8 CAPLUS 

CN 3H-Imidazo[4,5-b]pyridin-2-amine, 3 - ( <4 -fluorophenyl) methyl] -N- (1- (3- 
phenoxypropyl) -4-piperidinyl 1 - (9CI) (CA INDEX NAME) 



RN 73734-21-1 CAPLUS 

CN 3H-Imidazo(4, 5-b) pyridin- 2 -amine, 3- (phenylmethyl) -N-4-piperidinyl-, 
dihydrochloride (9CI) (CA INDEX NAME) 




CH 2 — Ph 



• 2 HCl 




RN 73734-78-8 CAPLUS 

CN 3H-Imidazo[4,5-b]pyridin-2-amine, 3- { (4 - fluorophenyl ) methyl] -N- [1- (3- 
phenyl-2-propenyl) -4-piperidinyl] - (9CI) (CA INDEX NAME) 



RN 73734-27-7 CAPLUS 

CN 3H-Imidazo[4, 5-b] pyridin-2-amine, 3- t (4 -fluorophenyl) methyl] -N-4- 
piperidinyl-, dihydrochloride (9CI) (CA INDEX NAME) 



L4 ANSWER 4 9 OF 52 CAPLUS COPYRIGHT 2006 ACS on STN 
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CP 



NH 



CH 2 -CH=CH-Ph 



RN 73735-00-9 CAPLUS 

CN 5H-Tetrazol-S-one, l-ethyl-4- [2- [4- ( (3- ( (4 -fluorophenyl) methyl] -3H- 

imidazo[4, 5 -b] pyridin-2 -yl ] amino] -1-piperidinyl] ethyl J - 1, 4 -dihydro- (9CI) 
(CA INDEX NAME) 



ry" — -CT 



-CH2-CH2 N^ f,\ 



r 



RN 73735-12-3 CAPLUS 

CN 3H-Imidazo[4.5-b]pyridin-2-amine, N- (1- (2 -phenylethyl) -4-piperidinyl] -3- 
(phenylmethyl) - (9CI) (CA INDEX NAME) 



CH 2 - CH 2 - Ph 



RN 73735-17-8 CAPLUS 

CN 3H-Imidazo[4", 5-b] pyridin-2-amine, N- (1 -butyl -4 -piperidinyl ) -3- 
(phenylmethyl) - (9CI) (CA INDEX NAME) 



RN 7373S-18-9 CAPLUS 

CN 3H-Imidazo[4,5-b]pyridin-2-emine, N- [1- (2-phenoxyethyl) -4-piperidinyl] -3- 
(phenylmethyl ) - (9CI) (CA INDEX NAME) 



Habte 



CH 2 - Ph 



CHa-CH 2 -OPh 



RN 73735-19-0 CAPLUS 

CN 3H-Imidazo (4, 5-b] pyridin-2 -amine, 

N- [1- (3.3-diphenylpropyl) -4-piperidinyl] - 

3- (phenylmethyl) - (9CI) (CA INDEX NAME) 



CH 2 - CH 2 - CHPh 2 



RN 73735-21-4 CAPLUS 

CN 3H-Imidazo(4, 5-b]pyridin-2-amine, N- [1- [ (3, 3 -dihydro- 1 , 4 -benzodioxin-2 - 
yl) methyl] -4-piperidinyl] -3 -(phenylmethyl) - (9CI) (CA INDEX NAME) 



CH 2 -Ph N 



RN 73735-22-5 CAPLUS 

CN 3H-Imidazo[4,S-b]pyridin-2-amine. 3 - (phenylmethyl) -N- [1- (2-propenyl) -4- 
piperidinyl] - (9CI) (CA INDEX NAME) 



CH 2 - CH= CH 2 



RN 73735-23-6 CAPLUS 

CN Ethanone, 1- (2, 6-dimethylphenyl) -2- (4- ( [3- (phenylmethyl) -3H- imidazo (4 , 5- 
b] pyridin-2 -yl] amino] -1-piperidinyl] - (9CI) (CA INDEX NAME) 



CH 2 - Ph s^Zs^ 



RN 73735-24-7 CAPLUS 
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L4 ANSWER 49 OP 53 CAPLUS COPYRIGHT 3006 ACS on STN (Continued) 
CN 3H-Imidazo [4, 5-b) pyridin -2 -amine, N- (1- [3- (4-morpholinyl) ethyl] -4- 
piperidinyl] -3- (phenylmethyl) - (9CI) (CA INDEX NAME) 



^ ^> k^N— CH 2 -CH 3 — 

CH 3 - Ph 



RN 73735-35-8 CAPLUS 

CN 3H-Imidazo[4,5-b]pyridin-2-amine, 3- (phenylmethyl ) -N- [1- (3-phenyl-2 
propenyl) -4-piperidinyl) - (9CI) (CA INDEX NAME) 




CH 3 -CH=CH- Ph 



RN 73735-26-9 CAPLUS 

CN 1-Butanone, 1- (4-f luorophenyl ) -4- (4- I [3 - (phenylmethyl) -3H-imidnzo [4 , 5- 
b}pyridin-3-yl] amino) -1-piperidinyl] - (9CI) (CA INDEX NAME) 




RN 73735-27-0 CAPLUS 

CN 3H-Imidazo[4, 5-b] pyridin- 3 -amine, N- (1-hexyl -4-piperidinyl) -3- 
(phenylraethyl) - (9CI) (CA INDEX NAME) 



CH 2 - Ph 



RN 73735-33 -8 CAPLUS 

CN 2H-8enzimidazol-2-one, 

1- [3- [4- [[3- [(4-f luorophenyl) methyl] -3H-imidazo (4 , S- 

b]pyridin-2-yl] amino] -1-piperidinyl] propyl} -1, 3-dihydro- (9CI) (CA INDEX 

NAME) 



L4 ANSWER 49 OF 53 CAPLUS COPYRIGHT 3006 ACS on STN (Continued) 




RN 73735-35-0 CAPLUS 

CN 2H-Benzimidazol-2-one, 1, 3-dihydro- 1- (3- {4- [ (3- (phenylmethyl) -3H- 

imidazo[4, 5-b] pyridin-3-yl] amino] -1-piperidinyl] propyl] - (9CI) (CA INDEX 
NAME) 




RN 73735-66-9 CAPLUS 

CN 3H-Imidazo[4, 5-b] pyridin-2-amine, 3- [ (4-f luorophenyl) methyl] -N- [1- [2- (2- 
thienyl ) ethyl] -4-piperidinyl] - (9CI) (CA INDEX NAME) 




L4 ANSWER 49 OP 52 CAPLUS COPYRIGHT 2006 ACS on STN (Continued) 
RN 73735-73-5 CAPLUS 

CN 3H-Imidazo[4,5-b]pyridin-2-amine. 3-1 (4 - f luorophenyl ) methyl] -N- [1- [2- (2 
pyridinyl) ethyl] -4-piperidinyl] - (9CI) (CA INDEX NAME) 




RN 7373S-73-6 CAPLUS 

CN Benzamide, 4-fluoro-N- (2- [4- [ (3 - ( (4 -f luorophenyl) methyl] -3H-imidazo(4, 5- 
b]pyridin-2-yl] amino] -1-piperidinyl] ethyl] - (9CI) (CA INDEX NAME) 




RN 73735-74-7 CAPLUS 
CN Benzamide, 

4-fluoro-N- {2- [4- [ [3- (phenylmethyl) -3H-imidazo[4, 5-b] pyridin-2- 
yljaminol -1-piperidinyl] ethyl]- (9CI) (CA INDEX NAME) 




RN 73735-85-0 CAPLUS 

CN 1-Piperidineethanol, 3- (phenoxymethyl) -4- [ (l- (phenylmethyl) -3H- 
imidazo(4,5-b]pyridin-2-yl]amino) - (9CI) (CA INDEX NAME) 




CHa-OH 



Habte 
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RN 73735-94-1 CAPLUS 
CN 3H-Iroidazo(4,5-b]pyridin-2-amine, 
3- [ (4 -f luorophenyl) methyl] -N- (1 -methyl -4- 
piperidinyl) - (9CI) (CA INDEX NAME) . 




RN 73735-95-2 CAPLUS 

CN 3H- Imidazo [4. S-b] pyridin- 2 -amine, N- (l-methyl-4-piperidinyl) -3- 
( phenyl methyl) - (9CI) (CA INDEX NAME) 




RN 73735-99-6 CAPLUS 

CN 3H-Imidazo(4, 5-b] pyridin-2-amine, N- (l-cyclohexyl-4 -piperidinyl) -3- 
(phenylmethyl) - (9CI) (CA INDEX NAME) 



CHj-Ph 



RN 73736-00-2 CAPLUS 

CN 3H-Imidazo[4,5-b]pyridin-2-amine, N- [1- (1-methylethyl) -4-piperidinyl] -3- 
(phenylmethyl) - (9CI) (CA INDEX NAME) 




RN 73755-85-8 CAPLUS 

CN 1-Butanone, 1- (4-f luorophenyl ) -4- {4- [ [3-1 (4-f luorophenyl) methyl] -3H- 

imida«o[4,5-bJpyridin-2-yl]amino) -1-piperidinyl) - (9CI) (CA INDEX NAME) 
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RN 73755-86-9 CAPLUS 

CN 3H-lmidazo[4.5-b]pyridin-2-amine. N- [l- {3- (4 - fluorophenoxy) propyl] -4- 
piperidinylj -3 - (phenylmethyl ) - (9CI) (CA INDEX NAME) 

^ NH "^X- (CH 2 ) 3-0—1^5^ 



RN 73755-88-1 CAPLUS 

CN 3H-Imidazo[4, 5-b] pyridin-2-amine. 3- [ (4 -fluorophenyl ) methyl) -N- [1- {2- (4- 
methoxyphenyl) ethyl) -4 -piper idinyl] - (9CI) (CA INDEX NAME) 



(TY° 



ANSWER 50 OP 52 CAPLUS COPYRIGHT 2006 ACS on STN 



ACCESSION NUMBER: 


1972:99669 CAPLUS 






DOCUMENT NUMBER : 


76:99669 






TITLE: 


Pharmacologically active 3H-iraidazo [4 . 5-b) pyridine 




derivatives 






INVENTOR (S) : 


Hoffmai 


in, Charles; 


Dordilly, Andree 




PATENT ASSIGNEE (S) : 


Hexachicnie S. A. 






SOURCE : 


Brit. , 


6 pp. 








CODEN: 


BRXXAA 






DOCUMENT TYPE: 


Patent 








LANGUAGE : 


Engl i oh 






FAMILY ACC NUM. COUNT: 


2 








PATENT INFORMATION: 










PATENT NO. 


KIND 


DATE 


APPLICATION NO. 


DATE 


GB 1260857 


A 


19720119 


GB 1968-32987 


19680710 


BE 735418 


A 


19691201 


BE 1969-735418 


19690630 


CH 507265 


A 


19710515 


CH 1969-507365 


19690630 


DE 1934966 


A 


19700326 


DE 1969-1934966 


19690710 


PRIORITY APPLN. INFO.: 






GB 1968-32987 


A 19680710 



For diagram (s) . see printed CA Issue. 

The title compds . (I) showing antihistamine activities, were prepared 
Thus, pyrrolidine was refluxed with I (R - CI, Rl - H) 13 hr to give 73% 

(R - 1- pyrrol idinyl, Rl - H) . Similarly prepared were 59-93% I (R, Rl 
given): piperidino. H; [H0(CH2) 2) 2N. H; 1 -pyrrol idinyl , CI. EDSOand 
LD50 in guinea pigs were given. 
2S925-23-5P 26925-24-6P 36925-25-7P 
26925-28-OP 27112-67-OP 

RL: SPN (Synthetic preparation); PREP (Preparation) 

(preparation of) 
26925-23-5 CAPLUS 

3H-Imidazo[4,5-b)pyridine, 3- (phenylmethyl) -2- (1-pyrrolidinylmethyl) - 
(9CI) (CA INDEX NAME) 



CCr- 



•o 



26925-24-6 CAPLUS 

3H-Imidazo[4, 5-b] pyridine, 3- (phenylmethyl) -2- (1-pyrrolidinylmethyl) - 
monohydrochloride (9CI) (CA INDEX NAME) 
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RN 26925-25-7 CAPLUS 

CN 3H-Imidazo [4, S-b) pyridine, 3- (phenylmethyl) -2- (1 -piperidinylmethyl) - 
<9CI) 

(CA INDEX NAME) 



CH 2 -Ph 
RN 26925-28-0 CAPLUS 

CN 3H-Imidazo (4. 5-b) pyridine, 3- [ (4 -chlorophenyl) methyl) -2- (1- 

pyrrolidinylmethyl) -, monohydrochloride (9CI) (CA INDEX NAME) 




• HC1 



RN 27112-67-0 CAPLUS 

CN 3H-Imidazo 14, 5-bl pyridine, 3- I (4 -chlorophenyl ) methyl ) -2 - (l- 
pyrrolidinylmethyl) - (9CI) (CA INDEX NAME) 
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SOURCE: 

DOCUMENT TYPE 
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OTHER SOURCE (S) 



Ger. 

Justus Liebigs Annalen der Cheraie (1971). 747. 158-71 
CODEN: JLACBF; ISSN : 0075-4617 
Journal 
German 

CAS REACT 7S: 63 689 

Condensation of 2, 3 -diamine- and of 3 , 4-diaminopyridine with C1CH2CN in 
polyphosphoric acid yielded 2- (chloromethyl ) imidazo [4 , 5-b] - and 
- [4. 5-clpyridine, reap. By reaction with cyclic amineB, i.e. 
pyrrolidine, 

piperidine, and 1-alkylpiperazinee, the corresponding amino deriva . were 
obtained. The Na eolto of these compds. reacted with PhCH2Cl to give 
different products, the structures of which were elucidated by NMR and uv 
spectroscopy and by Hueckel MO calcns. Benzylation occurred in 
imidazo [4, 5-b] pyridines preferentially at N-3 and. to a smaller extent. 

at 

N-l, in imidazo [4, 5-c] pyridines at N-l and N-5 and in one case at N-3. 
The obtsined compds. were more toxic and less antiinflammatory than 
aspirin. 

IT 3693S-35-7P 26935-38-0P 33232-S7-4F 
33333-60-9P 33332-61-OP 31332-42-1P 
33333-63-3P 33333-64-3P 33332-6S-4P 
33332-66-5P 33232-68-7P 33232-«»-8P 
332S0-34-9P 

RL: SPN (synthetic preparation); prep (Preparation) 
(preparation of) 
RN 26925-25-7 CAPLUS 

CN 3H-Imidazo{4, 5-b] pyridine, 3- (phenylmethyl) -2- (1-piperidinylmethyl) - 
(9CI) 

(CA INDEX NAME) 



• HC1 

RN 33232-57-4 CAPLUS 

CN 3H-Imidazo [4 , 5 -b] pyridine , 3 - (p- f luorobenzyl ) -2- (1 -pyrrol idinylmethyl ) - 
raonohydrochloride (8CI) (CA INDEX NAME) 



9 



RN 33232-60-9 CAPLUS 

CN 3H- Imidazo [4, 5-b] pyridine, 3- <p-methoxybenzyl) -2- (piperidinomethyl) 
monohydrochloride (SCI ) (CA INDEX NAME) 



CH 2 - Ph 



RN 26925-28-0 CAPLUS 

CN 3H- Imidazo [4, 5-b) pyridine, 3 - [ (4 -chlorophenyl) methyl] -2- (1- 

pyrrol idinylmethyl) -, monohydrochloride (9CI) (CA INDEX NAME) 
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• HC1 



RN 33232-61-0 CAPLUS 

CN 3H- Imidazo [4 . 5-b] pyridine. 3 - (p-chlorobenzyl ) -2- (piperidinomethyl ) - , 
monohydrochloride (SCI) (CA INDEX NAME) 




• HC1 



RN 33232-62-1 CAPLUS 

CN 3H-Imidazo[4,5-b]pyridine, 3- (p-chlorobenzyl) -2- (piperidinomethyl) - (8CI) 
(CA INDEX NAME) 




RN 33232-63-2 CAPLUS 

CN 3H-Iraidazo[4, 5-b) pyridine, 3- (p-f luorobenzyl) -2- (piperidinomethyl) - , 
monohydrochloride (8 CI) (CA INDEX NAME) 
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• HC1 



RN 33232-64-3 CAPLUS 

CN 3H-Imidazol4,5-b]pyridine, 3-benzyl-2- [ (4-methyl-l -pipera2inyl) methyl] - 
(SCI) (CA INDEX NAME) 



CH 2 - Ph Me 
RN 33232-65-4 CAPLUS 

CN 3H-Imidazo {4. 5 -bj pyridine, 3 - (p-chlorobenzyl) -2- { (4-methyl-l- 
piperazinyl ) methyl ) - (SCI) (CA INDEX NAME) 




RN 33232-66-5 CAPLUS 

CN 3H-Imidazo[4,S-b] pyridine, 3 -benzyl- 6 -bromo- 2- (piperidinomethyl) - (BCD 
(CA INDEX NAME) 
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CH 2 - Ph 



RN 33232-68-7 CAPLUS 

CN 3H-Imidazo [4, 5-b] pyridine, 3- (p-methoxybenzyl ) -2- [ (4 -methyl -l- 
piperazinyl) methyl] -, monohydrochloride (8CI> (CA INDEX NAME) 




• HC1 



RN 33232-69-B CAPLUS 

CN 3H-Imidazo(4,5-b]pyridine, 2- [ (4-ethyl-l-piperazinyl)methylJ -3- {p- 
raethoxybenzyl) - (8CI) {CA INDEX NAME) 




RN 33250-34-9 CAPLUS 
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CN 3H-Imidazot4« 5-b] pyridine, 3- (p-chlorobenzyl > -2- I (4 -ethyl- 1- 
piperazinyl) methyl] -. dihydrochloride (8CI) {CA INDEX NAME) 




#2 HC1 
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Por diagram (a) , see printed CA Issue. 

The title compds. (I), which have sedative, analgesic, anesthetic, 

antihistamine, antispasmodic, antitussive, antiinflammatory, and 

antisecretory properties, were prepared by heating a mixture of 

2- (chloromethyl) -3 -benzyl-3H- [4, 5-b] imidazopyridine and an amine in an 

anhydrous solvent 1-24 hr at 30-80°. Described are I { R, NR1R2, % 

yield, m.p., and m.p. HC1 salt given): H, 1 -pyrrol idinyl, 73.5. 

86°, 208-15°; H, piperidino, 84, 111.5°, -; H r 

N(CH2CH20H)2. 93, 90°, 140-1.5°; 4 -CI, 1 -pyrrol idinyl , 59, 

76-7°. 230-1° (decomposition) . 

26925-33-5P 26925-24-6P 26935-35-7P 

26925-28-0P 27112-67-OP 

RL: SPN (Synthetic preparation) ; PREP (Preparation) 

{preparation of) 
26925-23-5 CAPLUS 

3H-Imidazo[4,5-bJpyridine, 3- ( phenyl me thyl ) -2- (1-pyrrolidinylmethyl) - 
(9CI) (CA INDEX NAME) 



RN 26925-24-6 CAPLUS 

CN 3H-Imidazo [4, 5-b] pyridine, 3- (phenyl me thyl) -2- < 1 -pyrrol idinylmethyl ) - 
monohydrochloride (9CI) (CA INDEX NAME) 
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• HCl 



RN 26925-35-7 CAPLUS 

CN 3H-Imidazot4, 5-b] pyridine, 3- (phenylmethyl) - 2 - ( 1 -piper idinylmethyl ) - 
(9CI) 

(CA INDEX NAME) 



RN 26925-28-0 CAPLUS 

CN 3H~Imidazo {4. 5-b] pyridine, 3- [ (4-chlorophenyl) methyl] -2- (l- 

pyrrol idinylmethyl) -, monohydrochloride (9CI) (CA INDEX NAME) 



9 



CH 2 

ch 3 



RN 27113-67-0 CAPLUS 

CN 3H-Imidazo(4, 5 -b] pyridine, 3 - { ( 4 -chlorophenyl ) methyl] -2- ( 1- 
pyrrol idinylmethyl) - (9CI) (CA INDEX NAME) 
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